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(57) Abstract: A compound represented by the 
general formula (I) [wherein T 1 means an optionally 
substituted, monocyclic or bicyclic, 4- to 12-membered, 
heterocyclic group containing one or two nitrogen 
atoms in the ring; X means optionally substituted 
Ci. 6 alkyl, etc.; Z 1 and Z 2 each independently means 
nitrogen or a group represented by the formula -CR 2 -; 
and R 1 and R 2 each independently means hydrogen, 
optionally substituted Ci_6 alkyl, optionally substituted 
Ci_6 alkoxy, etc.], a salt of the compound, or a hydrate of either. These are novel compounds having excellent DPPIV inhibitory 
activity. 
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mmm 

10 V^Tf-VA"*?*?—* I V (Dipeptidyl peptidase-IV : DP P I V) f4 % ■ 

* 9 , 4 ^ ? ( G L P - 1 ; Glucagon-Like Peptide-1 and 

15 GIP ; Glucose-dependent Insul inotropic Polypeptide) DPPIVCioT, 

(glp-iwg.i p) fczzfrmtemmzn, ^=>-xmMiz.£ 

t^it5ri:^f>^$^5 (^#fF^l.#m)o ^fc, GLP-i 

ztit>(Dzb£*)r>i>p ivmm%w. mm, i^^glp-i, gi 
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( 1 ) aids (D^m, mm (mm^m 2 &m) 

(2) t«©fK, mmm (##fttifc3#j$) 

(3) mtt&mm (intestinal disorder) (D^VS, feftSU (^WfcfclR 4 #JRQ . 

(4) J&fi^s JEffllk i*]IiJliL^<0^B^ ^^1J (^#W^5, 6#J$) 
5 (5) JkW£n£©^Ku f&^J (^#fj^^7#M) 

(6) ^^©t-b^ ma^pj (4Wsntti#flB) 
(s) #^©^bs n mmm o&mxmB* io» 

io dpp ivmmMtvx^ v^oa»*ne>;h,Tv^as (#fp^2~4#^), 

Diabetologia 1999 Nov;42 (11): 1324-31 
15 C^#fP^cm2] 

Science, 262, 2045-2050, 1993. 

Clinical chemistry, 34, 2499-2501, 1988. 

20 Endcrinology, 141, 4013-4020, 2000. 

Diabetes, 47, 1663-1670, 1998, 

Life Sci; 66(2) : 91-103, 2000 

25 immxtk7i 

Agents and actions, 32, 125-127, 1991. 
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3 

2001, 166, 2041-2048, The Journal of Immunology. 
Br J Cancer 1999 Mar ; 79 (7-8) : 1042-8, 

5 m&nicmi o] 

J Androl 2000 Mar-Apr; 21 (2) : 220-6 

CWfcfclKD 
IIS^HIIO 0/5 6 2 9 6f/^7l/y h 

10 *ffl#fr^ 2002/0161001 ■%-&ffi£;$$ 

l^i^O 3/0 0 4 4 9 6f/^71/5/ h 

3^B#fpH 2002/0198205 ■f^ffi'SMR 

15 _h«©r£< % tsaituTiri4DPP i vv&witm&m'rz>4k&®<Dmm& 

P P I VMflMB*^£fcM*«to-& - t ic*>5. 

20 

^fcf*>T ^ ^/^y^y fc^S^fcffi^ ^ ^V-/i^pf 

3 £ £ U - (Dik&m as«Lfc D p p i VKL^flsJB^-r 

CD 
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5 C 2 _ 6 T/HJr=A^ e&S&WUT^Tti £^C 2 _ 6 T/l^=^g, fil^ 
^^LTV^T^ i J;V^C 6 _ 10 Ty-7^^ N «^^bTV^T%J:V^5~^ Ol^r 

nTU-/^ M^S^^l.TV^T%J;v^c 6 _ 10 Ty-/^c 1 _ 6 T7^^^^fc 

R^^t^R^i-e^^teL-T, A 0 — A 1 — A 2 (5£* N A 0 }*, ^ 
fcfiTlBg^SBp^ kjlkftbS 1 ~ 3 m<Dm&^ LTV>T £ ^ C ! _ 6 T 

is a rnrnm^-, annc^ ^^7^-;n, 

tf~Sl>m. S-O-CO- Si-CO-0- v ^-NR A -, ^-CO-NR A - 
S:-NR A - CO-,^- S 0 2 -NR A -tfcf^-NR A - S 0 2 -^t§ ; 

5~1 Ol^roTy^Cj.j XA^/l^ c 6 _ 10 7y^ Cl _ 6 T A-^as 

^fc«C 2 _ 7 T/W^r/^^^=/^^5fe-r§ 0 
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&V>„ 

5 fcsi^ @z ^siiito 5 j»o z 2 ^-c (oh) =~ehz>m&&m< 0 
<fMBi> 

10 5-10M->7nry^S, 4-8i^fni^S v C x-.TA^a*^. C, 
_ 6 TA-3rA^*-^ ^-S0 2 -NR B1 -R B \ 5£-NR B 1 - C O - R B \ 5£- 

nr bi_ rB2 R B1 *5«t^R B2 ^tb^ai:UT7K^^fcW:C 1 _ 
8*^rnI^SIrt!^t5 0 ) T*b£*t;5^ S;-CO-R B4 -R BB feit; 

15 ^-CH 2 -CO-R B4 -RB5(^ cf3N RB4|i^ W ^ fc(j:a; _ NR B 

6 -£rl:5fcU R B5 *5J;^R B6 «^tt^^teLT7ic^^ c^eT/^/vS. 
C 3 _ 8 ^nT;^S, C 2 _ 6 T/K$r=/^ C 2 _ 6 T/^=/^ C 6 _ 10 T 

[2) T 1 ^g^^ bTVNT%J - v ^ 
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C3] T 1 ^ 




s n *5 J: TJ? m fit* tt^Mte bT 0 * « 1 jfcfl?*- S „ ) X*i0tt> £ tb 5 

io J^t-ny^-i-^,^ T ^ sm&Gvx^xh iv^tr^y i 

unworn & u < ra^it^ tc {«tt £> (Dfcmmo 

5 ; X 12 !4C 2 _ 6 7;^-;H, C 2 _ 6 T7^^^7t««mS^bTV>T 
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h ^-sum&MVizirZo) -vmfr&tizmx-tb?) cd ~ cs] (o^-rti^ 

C8] . flliftSSr^rLrv^■rfe«tV^7*=7^3635^ 7jc^S, 7yilf, 

[9] X^3-^^/W-2-^>--l — (;vm, 
^;H4fc»2-^n7i=;Ht?fe§ [1] ~ C5] ©vvf*i,a»i ofc: 

CIO] — <;vmx&Z> CD ~ C5] ©ivftti^lofc: 

CiD z^it^z'ov^tt^— ^©^&*js^-efe« CD ~ Ci'o] 

15 [12] Z^Slil^fet), Z 2 ^- C R 2 = (5^tfj % R 2 ttm^l|B^ 
©R 2 ^IH#a-Cfe^o) Cl] ~ CIO] OV>flH)J»lo 

Cl 3] z 2 *s^*js^-e*>t», ZW-CR 2 = (5£* N R 2 «lt^l|B^ 
©R 2 £H<l;t^?fc3 0 ) $*L52£"C*> 5 Cl] ~ Cl 0] ov^io 

C14] R^STKm^^fcf^-A^-A^-A 12 (3;^ A 10 tt,TIB« 

a 11 **, mmm*. mnm^ftn^/u^/um^m^r^ 
25 a i2 « s -fcrnm^s Tmm&&cmt»t>mt£ti%> i~~3m<z>m&&vx^x*>£ 
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^TLTlvrfc J^5~l 0 n t V —JVC x _ 6 T/^/^*fcttTBfli8afc 

C^feSJfttS l«-3fl©3£S^^rUTV^Tt)J;V^C a _ 10 Ty-^C 1 _ 6 T/^ 
^36«r*!*-r«. )T^^H5St$)5, [1} -.(13) ©v^H*»lofc 

CL.T/l'a^ Cj.eTA'^WS, MJ7;Vtn^f;H, 5£- 
NRC1 _ RC2 R cl *5J:^R C2 }«^mteUT7X^M^fc«C 1 _ 
10 6 T^^3SSr^5fe*f-5 0 ) T'^b^S^ S-CO-R C3 -R<=^j;^_ c 
H 2 -CO-R C3 -RC4 RC3|^a mmm*ttitt^NR cB -& 

mfabm&tlZ l'-3fl©l^S^^rU•rv^Tt>J;V^C._ 10 Ty-^C 1 _ e TA^¥ 
/^-efeS, [1] ~ Cl 3] ©v^tb^lotclB4feO'fb-a4&ib<Wt^:0«[*fc 

20 <«fe|c#> 

C^.T/Wa^^ C^eT^^tS, hy7;vtn^f^ 5£- 
NR cx_ RC2 RC»»j;otRc. tt ^ n ^^ AbTj!k ^ J8( ^ fcttCi _ 

25 H 2 -CO-RC3_ R c4 (5W% R c3,^^ iiI^fc^-NR«-% 
*!*U R C4 ^J:^R C5 J«^ti^AbT^M^*fcW:C 1 _ 6 T^/v^ 
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£xf^u?ism*fat>ti:z>m-ebz> ci4] */tf± [15] Kmm 

5 [17] R 1 ^, ^f;^ >>7y^y^S, 7;Ptn^7/^^;H, 
2--{/uMx*$>z>^ [l] ~ [i 3] <D\,^Tfrfri^\<imM.<D4k&mhV< it^co 

[1 8] R 1 ^, ^^7Vm^tt.U2-^T J ^y^Ht'&S, [1] ~ [1 3] 

io ^v^^iojc:i2«o^#i^ u< \^<om.^tz.n.^h(Dimm 0 

[1 9] R 2 #S N itmm^, ^T/S, *fc}^-A 21 -A 22 (^, A 21 ^ N 
WMU^. WMU=f-. ^./V^^=7^ N 
^-°-CO- x S-CO-O-, ^-NR A2 -, ^-CO-NR A2 -^/c{^ 
-NR A2 -CO- *im-t <5 ; A 2 2 ft £ tfR A 2 *ih**t«:fc L T **JK^' 

15 i/77S, C^eT/^H, C,. 8 ^bW;^ C 2 _ 6 7Vl^=,i^ s C 
z-eTVl^-A-^ C 6 _ 10 7y-;l/l s 5~1 0M^rn7y-;VS, 4~8l 
"■^ p ^ 5 ~1 Ol^rn7!J^c 1 _ 6 7^;H^tliC 6 _ 10 7y^ 
^C 1 _ 6 7^^r;HlrfSt5 0 fcfcU A 22 *5 J:tFR A2 «^tt^tL?teUTT 
!Bffi&^D#a>£>51tf;ft5 l~3«0SSr^TLTV^>b«J;V\)i?^$tbSS-e 

20 fc£ [1] ~ [18] ©V>i*^lo^|Bm©{b^feL<f±^(D^^J«tt 

<9.mmnm> 

C 1 _ 6 7;va^^ C 1 . 6 7;vWtS, hV^/v^n^^/vm, 5$- 
25 N R^-R° 2 R D1 *J:OtR»«tt**L«i«AbT**JK^*fcttC 1 _ 
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=/Hb, C^T^^S, — CONR D7 R D8 R D7 *3 J;U?R D8 «^:tt 

fc^-A 23 -A 24 (^^> A 23 **, m^M^ a^^fc^-NR A3 -^r 
%m-%\ A 24 *5J;TJ?RA3^ •en^MteLTTKmil^ TIBffm^Dl^ 

imfafi>m&tiz i^s^bwrt>j;^c 2 _ 6 T/i^r=/^ % riaems 

D 1 all J3T;fa/<5 1 'fB^SSr^UTV^'C 1 ^ J;V"»C 2 _ 6 T/V / dr^7V'^ N TIBS^ 

15 D lMfi^bm&tlZ im<Dm^VX^Xh J^5~ 1 OM^TCtT^/H^ 
«9fct-5 0 ) T^b^ttSST'&S Cl] ~ Cl 8] ^V>m^lo^|Bm©^ 

<m.&mr>im> 

20 dr/^ S:-CONR D7 R°« R^^J;D!R D «{J^tli4LT, * 

[2 1] R 2 ^ ?mm*, ^7/S % C^aT/^dr^fc^-A 26 - 
25 A 2a (^, A 25 tfS N mmm*. ^J^^fc«^-NR A4 -^^§ ; A 2 6 
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wl-cv^ c 3-8^ * 7^*csi-m*tcteTmwmmr> i s^^m^ i m<D 

5 <fMDli> 

io *i-§ 0 



15 A 2 8 *3 J: A 2 9 tt*n«h4»S LT**I*« fc li Cl _ 6 r 

5o) T'lg^^tt^S-efeS, Cl] - [18] ©VWlotfBt©^#ii 

C2 3] R z &7kmm^ ->7;S4fett 2 - *;W^;V7x=^^'>S 
-CfcS. Cl] ~ Cl8] OV^H*»lofc|B«©ft;-fr*t>L< Ht*©ifc*fcHt* 
20 tl^(D7kfum o 

C2 4] tfrfB — *S!5S (I) SB«©^«Sj*S % 




29 
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12 

/v) -1, 7-^tKp^!Jy-6-t^ 

3- (2-^=/P) -5-^^-2- (fcX^v- l -^aO -3, 5 
-v?tKn^^/ [4, 5-d] t°y ^^-4-^-^ 
5 2- (3-7^tVy^-i-^) _ 3 _ (2 _- / ^_.^ ) _ 5 _^ 
/I— 3, Knxf^^y [4> 5-d] fy^y- 4 -^-y v 

2- [7- (2-:7^~A) -l-^^/V-6-^-=^y-8- (fcX^^-x 
— fW0 -6, 7-^tKo-lH-^!Jy-2 — fAc*-^] ^5/7^ k n 

7- -1- (2-^7;^y^) - 6 _^y_ 8 _ (tf 

2- [3- (2-^n/p) -4-^~^y-2- ! - 

3, 4-v?tKn^^ [4, 5-d] \?yW^-S-4>V*?-,v\ 

C25) ci] ~ C24] wm<Dik<&m*^~rz>wMo 

C26] ci]~c24] mm<Dik-&m$:^-r z> ^^s^w^^-i? 

C27) ci]~c24] im,(Dfc&m t mmmftomfr e> * * bhi&a*. 
20 [2 8] ci] ~ C24] miwk&mzisttzmmmmBtD^mtttem 

[29] ci]~c24] mmwk&mztt-rzmmm, mm, mm±m. 

AIDS, #S*fe fflNbff|** % jIl**^ JgfttitfSA. T w^- 

25 [3 0] [1] - [2 4] ftfflCH, 
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C3D ci] ~ [24] &m<Dfc&mhv<&*<D&-&tiitttit><D7kmm 

C3 2] mm<nwm<Dft#><D, en - [24] ia«©fc^t>L 

C33] v^rvA^^ry-* i vm.m^wmm<Dmmm^tcit^m 

M<OWk<Olt)bO> % [1] ~ [2 4] IW©flS*#ffcL<tt*flD«[*fctt*tbfeO 
10 [3 4] — 




5£ 
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R\ Z^JztfZ 2 ^ ffflB Cl] ff©R\ Z^^^Z^^tt^m^^ 



C^f, R\ R\ T\ Z 1 *^^ 2 ^ mm Cl] to\ R\ T\ Z 1 
[3 63 




[3 5] 
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o 



X 




CsS'K R\ R\ T\ Z^^tfZ 8 ^ fulB [l} ^©R 1 , R\ T\ Z 1 

C3 7} -JKS: 



[5£<K R 1 ^ StffB Cl] ^O^^lHlSaT'fcS ; 
C3 8) — jftS; 



o 




o 




Css*. r 1 ^ stria ci] ^©^a^in#«T*fes ; 
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i v - / 

5 (3 9] — JR^ 



10 (4 0] 



15 T 11 ^ /Nay^tfcliS; 
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C4 13 -jRa* 




C4 2) — jks: 





fc«~^-e&5 6-1 2MiS^t»t5 ; . . 

15 ^UTV^T^«3;V>C 6 _ 10 Ty-/^«g|^^bTV>T^J:^5-l oi^r 
UTVvCfc 5-1 OM-sfn7y —JVC x - % T>V*;VWi*W%. 
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8 M.r-T A' -A 1 -A* &tp s A 0 tt,#|frfr*fc:HtTM 

wm*mwz ; a 1 ^, wtmm*. mam*, wrj'-sym,- * 

5 /VX—sum, S-O-CO- Si-GO-O- S-NR A - N 

^-CO-NR A - N S-NR A -CO- S-S0 2 -NR A -*fclU-NR A 

P7 ^^S, c 2 _ 6 T/v^r^S N C 2 _ 6 r^-/v^ c 6 _ 10 7y-;H, 
10 5 - 1 Ol^f n 7 y -;Htfcf±4 - 8 ^TO||^t!*t5. fcfcU 
A 2 ^J;^R A ^^tt^tba^LTTIBgmSB^^^^§^6 > 3lfm§ 1 ~ ' 

fcfcU ®R ! ^it;R 2 d5H^iI^T*fc5i^ ©R 2 ^ 7 Jc^-C'fcS 
*£tt|$<o 
15 <g&^Bp> 

V&SBftttx 7XmS, :XT7S, /M3^« N c^.r^S, c 3 _ 8 

^BTA'^ C 2 _ 6 T^^/^ C 2 _ 6 T^~/V^ N C 6 _ 10 Ty-7V ... . 

c i-6 TK>*ns?*w& x. xj^- co-r b -r b 2(^;^ n rb wmm*. 

20 ^-NR B3 -§r^u R B2 *5^U«R B3 f«tt^a^bT7j<mM^ 

7^li,C,.,V^B7^WC i _,7H=/H,C J .,7A'^S, 
C 6 . 10 7]J-;H N 5~l 0^rn7JJ-;H, C 6 _ 1 „7y^C 1 _ 6 7;^ 
;vm. 5~l 0l^Tn7y-;i/C 1 _ 6 7;^;H, l-ifny^;^ i_ 

i~if^^=^*fctti-tr^y^a5Sr«9lci-5 0 ) -e ' 
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^^S, 2-^^-2-^,1^ 3-^^V-2-^^S N 2, 2->^ 
25 2-**v*- 1 l^jvm, ^^^ 4-^^-1- 
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20 

*^jV-2 — ^f-jf^m^ 2-^^/u-3-^<^/um, 3-**f-?V-3 ^/ 

f-)\<m, 2, Z-*?**?-;V-l-zf7-;vm, 3, 3— 

2, 2-^;V~l-zf^~;vm, 3, 3-^<^ 

l-^n-^/i^ 2-^-^1^ 1 -zf^r-jvm, 3- 

tetfllx.^ ^^W^ N 1, 2-^^-l/V^ 1, l-ai^V^S, 1, 3-7 
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=¥i^ 1 -/nf/^i/S, 2-r7 B n bT/U^-^-V^ 2-^^p-i-^n 

r/^vv*-*-^ i — :^^^V3S % 2 — '>"?;i>***y^ 
2 =f-)\>~ 1 -^/W^i^ 3 *5-)V- 1 
5 2-^^-2-^y^^^S> 2 , 2- 

^ ?VV- 1 -fu \?;V**l/^ 1 — ^^Ao^i^ 2 — ^/V^i/ 
3 >^/^dr>>^ N 2 - ^ 1 -'^^vM-^f^ak 3 

1— <>-^^-dr^ N 4_ P {^_ 1 Zlsf-frtts,^ 2~pi^/U-2- 

^Of-JUttis^ 3 2 — O^/Vo^drv^ 4 <?)V- 2 
10 ^vl^^g, 2-^^P-3-^^/V^-^ix^ 3-^^/P-3-^^7P 
2, 3-v^^vV- 1 -^/to^S'S, 3> a-^^.-L.^ 

/lof^S^ "3, 3-i?*?Sls-2-^/V$-3cUm, 2, 3 2- 

7 V-Ar* * & h if £> tl 5 o 
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*W*»K:*tfS r^ny^ii^j ^ tt% 7 y», **«tF, JUKintfFS 

Ti?r>r-/m. ^y^ry-^m, <4%?*~->v$k, hvr^-/m, v^y 

f^7^ -fi'K-Afll, ^y^y K ^ 

t/!; ^ *s*"f-y*m. m"vt»nts y*yv>m, yv^m, 

'<>'Xjr2r-9-y~-jum, ^^Xf7/-^f % ^fX^-TitTy— 

20 try 33?^ t> y Kfy>;^^if»f^ o ^ r 5 ~i oi-fn . 

ws^v— i, 2, 4-hvry—jum, f7^;^ fr>; 
ry-^at, ^7^1, 7^^ai % f7^7y-;^ try^^at, t° 

25 ^^x-r $ yy-sumzhtfz - 1 a^t, i^tu<fit o y^ 
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©¥Jita:*c«) s &&&mm<Dm turn- z> . 

T^^flt, T^X^m, rhytKn??^ rhytKnf 
^nitj td&V^T^IfclX J2 N fny^ tXij>^ nf^i^J*, * 

20 f-ryv ^m^mm-r^o 

*»feffi»0|W©7k*«^Ffc 1 2^I|^V^Tfl^$tt§-^^fc«-'M(DS 
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*n*»*fc*vvc*fca*LS rc fl _ 10 7y^ Cl . 6 7;^Sj Janata 

£tt rc^eT^^j *©tt*©**jw^*r,wiB^* l"C e _ 10 T y -/U*J 

IK rc^eT^/uaSj ^^^(DTK^M^^tfrlB^ T5~l 0^n7'y 

*w**fc*it* r4-8*^natc 1 . 6 T^^a6j ^Mtffne^ai r Cl _ 
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<smmsp> 

10 (1) /Nn^yjR^ 

(2) tR^, 

(3) ^V^hS. 

(4) -fnl, 

(5) ^r;i, 

15 (6) sJvl^/VS, 

(7) #A-7K3r^/I^ N 

(8) hJJ7;l/tn^f;i/S, 

(9) h=3r^I, 
(1 0) T^7^ 

20 (11) t=3ryS 

(12) 4 ^ /m&£Zf 

(1 3) 5£-T lx -T 2 * (5£* N T l *ttHMfrfi\ ClJ^W^ SBSJDSC^ 
5£-s-, ^C-S (O) 5£-S (O) 2 - s s-o-co-, 
S-co-o-, S-nr t -, S;-co-nr t - ^;-nr t -co- 5£- 

25 S0 2 -NR T - S;-NR T -S0 2 - S-NH- C 0-NR T -^fc«^-N 
H-CS-NR T -"«:b£*L£^3r;t9H-5 ; 
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fc*!U T^^J;^R T f»tt^teLTTI2ttm^T^^m^ 1-3 
<SMt^> 

io c,_ 6 7^=/m, c a _ a r^=^ 

2—?- 7^/1^ 5~10S^7B7!I-;H, 4~8^^n^^ % Cl 
T * a * *-gfc C , _ 6 T/U*^*-** J: V C 2 _ 7 T *a * A*C* 

(1) AP^VJI^ 

(2) *S£S, 

(3) >>7/S, 

(4) ^/U^^^/p^ 

(5) hyy^n^f;^ 

(6) hy^7V^-n^h^^ N 

(7) 7-;ys 

(8) C x _sT?V* ? vm, 
( 9 > C,. 8 ^nw^ 
(10) C 2 _ 6 7VW5r~/l^ 
(ID C,_ e 7M=^ 
(12) ^acs/^^j:^ 
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(13) C ^TAsa^is&fr &&&&&&& 




5 fcf±, 5* 



R 31 R 32 \7 R R 39 

rv v \ AX / o 40 




N R 
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p33 ' I 
K D 34 



m \^R 42 



R ' *,36 R 41 



R 37 



R 



10 



r31 R 32 r 31 r 32 

\ / R v / R R 31 R 32 



R 3 <v /-\ H2 1 o M R34 

(5**, R 31 , R 3 2 > R 3 \ R 34 *5£tfR 35 ^ **,**UBtffcLT r«^«. 
3fW?-«rS!JH-5 0 ) t?*fc§tt5SSrSt5feb (fc#:LR 3 \ R 3 \ r 3 3 > R 34 
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I— N NH &tzl* 



\ N. N ^ 

O- 



/"A 

-N NH 

5 ^IW#lcl*5{t^ T^; 



NH 



<5t f > n *5 J; U?m L T 0 * fc 1 Sr^gfe?- 5 . ) $ fl 5 £ j 



| NH £ — n 

10 Sr«5fei-§ 0 



•J NH 



N N 



15 {-*^T£?£U<f3: N 
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>31 



d32 



hey*" 

<5*f>, R 3 \ R 3 \ R 3 \ R34^J-y tR 86^ ^tlMHiLt 

^M^&mVkir&o) ■X?^t>$tb6^^r#^L (fcfdXR 31 , R 32 , R 33 N 
5 *5J;^R 36 ©5^^< fcfc3flr^3Urap-e*>J5.K ^L<{^ ^ 




NH 2 < N 




HO 



NH 2 




HO K>K° 



NH 2 



NH 2 




-N 





HO 
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hO-** hO HO 




NH 2 




NH 2 




NH 2 NH2 

10 3r;t5H-<5o 
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LT, ^-A^A^A 2 (5*«fi, A 0 , A ^ £ t*A 2 te s *fr-e*lfiriBJ&» i: 
10 fc5«^fi r-AO-A 1 -] -cioog^f^t5 o 

fcfcoT5~7Jl**r»jfcbTt>J*V\l tt, StTlB-^ ( I ) .•C*fo**t*fl5 



JW^, ^;i-7^=;H x gmS^LTV>Tt> J; 

(in «r*!fH-5 0 i^(ii) ^*3v>x, a ti « x mmm^-tm 

A**:*!*^ Mcfc&JtefeMx.^ 2-i/TSs<>i?su^ 




o 



(H) 
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its. 

a^Htlk ^/HH4£u ▼ W^BWfc, IB«tttK % ^i/fttk, Aftfe 
15 ASfcrfbtbSo 

*£4Stt£tt<0&£ V^mt LTtt, fclfctf?- h y # y ?&&tei?<DT- 

25 fU^i-x?feS 0 
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X^gmS^UTVNT^ J^C^T/l^/l^ ©mS^LTV>Tt«tV> 
C 2 _ 6 T/l^r-/l^ s emg£^UTV^kJ^C 2 _ 6 T/W3r=,i^ 

nr y -^as, @ms&^rLT^T& j;vnc 6 _ 10 r y -^c x - 6 Tsis*sumt-tc 

feWmmzm UTV^T^> J;V^ 5-1 Ol^r n T y — ;WC i-eT/l-^/^^S* 

S-O-CO-, S-CO-O- 5£-NR A -, S-CO-NR A - 
S;-NR A -CO-^-S0 2 -NR A -tfcliS;-NR A -S0 2 -^t5; 
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ft3 1~3te©£&^LTVvrfc,fcv\,) T?*fr$*L5£SrSteH-s 0 Z 2 tfS 

<emsBp> 

hy7;^n^f;v^ «Hlt1ritV^t>J:^c 1 . i rM^ C| .,'/ 

_ 6 T/MVI^F;« N ^-S0 2 -NR B1 -R B2 > ^-NR B1 -CO-R B2 ^- 
NRB1-RB2 R B1 *5J;^R B2 ^tb^teUT7X^^fcfiC 1 _ 

^CH 2 -CO-RB^-RB 6 (^ R. B4 (i^ i»tfc|^-NR B 
C,-,^n7H^ C 2 _ 6 T/^=/^ C I .,7M=/l4 C 6 _ 10 T 
C 6 -io^y — ^C 1 . e 7^>PS*fcH:5^ 1 Ol^rn7y-/l/C 1 _ 6 7/^ 

(1) z^^T^z^v^^-^^^m^-efesfb^o 

(2) Z Z^-CR 2 = R 2 {it&iaR 2 ^^a 



WO 03/104229 



PCT/JP03/07010 



36 



10 



(3) z » % z*#*-cr*= R*nmmR 2 k 

(4) T^aSUS^bTV^fcAV^ 




-N NH 




m 



5 ^^^x^m^n^tim±vxo^t^i^m^i-^xm^ti?>m. 

(5) T 1 ^ 





n 
N 




m 



15 



, n * £ Urn te^tl^tim^L LT 0 £ tc « 1 ^M^-T 3 J T^t> ^ttS^ 
£iMfn y i -4, v ^ T% ym^l^x^xh J;v^t^y i 

xfoz>4k&m 0 

(7) T 1 ^^^^^-!.^^^^^^^ 
20 l«IHLt^tUV>C l .J^^Sfc| 4 tJj|i^ lTV , twv , 7 
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5 do) lulS5*:-x 11 -x 12 -e^$n5x^*5v>-r N em^^LT^-c^^ 

10 (11) X3* 3 -**f-?V- 2--7T>-l->(*m. 2-^^-1-^/^ 
(1 2) X# 2-^^-1 -^;U£i?fc5^ o 

(is) R^Tk^w^fctt^-A^-A^-A^-^fcsnsx-cabs-ft;^ 

15 .tVNCi.eT/^^^^^t-S ; 

A 11 }*, »£]JK^ % a^^Sfcf^/i-^^/v^^^^-f-s . 

*>j^5~i o^nry-^ T»«!yfic»»»6»tfH*i-3«©afi 

36C^e>SHftt5 1~3^0S%^TLTV^T% «fc^C 6 _ 10 7-y — ;vc,_ 6 7 

<«m^cp> 

25 S> C^T^a^^ Cl.TA^WS, hy7;^P^f;H, 

NR ci_ RC2 R cl *J;tJ«R ca tt*n^n«3fcLT**J|C«fcttC 1 . 
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h 2 -co-r c 3-rc4 R c3 (if^ mmm***iitt-NR c s-it 

(14) r 1 ^ Tkmm^, TmmmmcMfat>mtftiz> i~3m<Dmz^vx 

<ffmscs^> 

C^eT;^^^ C^eT^ftl, hy7/Vtn^f;H, 5£- 
NR ci_ RC2 R cl »J:tjrR c «»4*iT^*i«AbT**J|C^**:ttC 1 _ 

H 2 -CO-R C3 -RC4 RC3 W ^ I**««;!Ua5*-NR c »-fc 

**U R C4 ^^^R C5 «^tL^a^LT7K^il^fc«C 1 _eT^^S^ 

(15) R 1 ^i-^-A 10 -A 11 -A 12 ^$^S^fc*5V^T N HjfBgglSC 

(16) r 1 ^ >>-t/^^^s. y/Ptn^ry^y^ ^ 

(17) R 1 ^ ^^^*^«2-^T/^>'^/^T«feS'fb-a'#; 0 

(is) r 2 ^ n Tkmm^ ixT/s, tfci^-A 2i -A 22 t^$n5Sf 
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ass*. a zi *k mmm*. mnm*. x^^-si-m, 

*UVtf-;vm, S-O-CO- ^-CO-O- Si-NR A2 - 5£-CO 
-NR A2 -^fc«^-NR A2 -CO-^^i-S ; A 22 *5j;tfR A2 te N 

5 C z _ 6 T/Utrzz/l>m^ C 2 . 6 7;^-;H N C 6 _ lo ry-;^ 5~10^^ 

^S^fcfiCe.^Ty-^C^eT/V^S^S^So fcfcU A 22 *SJ;^R 
A2 ^tL^tba*UTTIB*m^D^e>51^ttS l~3iicD^^bTV^T 

10 <«m«Di¥> 

tiSDift, TkMm. ^7;l, =fnl, AD^yg^ Cl _ 6 7;W 
g> C 1 _ 6 T/l-=idrv'^, C 1 _ 6 7/I/Wtl, MJ7;Wto^f;H, 5£- 
nr di_ rD2 R D1 feJ=atR D *»*^tlift&UT7k*JS^*fcttC 1 _. 

is 8i^rni^t^t 5o ) -e*fe$ti/SS*5j;tJ^:-co-R D4 -R D «(s: 

R D4 tt^Hr^ m*M^^fcf«-NR D6 -S:^b, R D6 j3j:^R D6 « 

(19) R 2 *K *mm*s i/TSm, C 2 . 7 7/^^^;^= 
20 A-g, C 1 . 6 7^;H, S-CONR D7 R D8 (5fctfi N R D7 j3j;U?RD8^^ 

. f«-A 23 -A 24 (5£* N A 23 ^, S^JI-ff fcli^;- N R A3 - 1:^ 

StftbS 1 ^©SSr^T LTV>Tfc ±V>C 1 . 6 7;^;VS, TIBSmSD 1 



WO 03/104229 



PCT/JP03/07010 



40 

5 <fMDli> 

^-CONR D7 R DS R D7 *5j;-U?R D 8f«tt^tta3zbT, * 

10 9H-5 0 

(2 0) R 2 ^ s tK^J®^, J/TyS, C^eT^a^^^fcf^-A^-A 2 
<fMDlf> 

20 ^w^fettc^.T^^aESrABfei-s.) xmt>&tizm, ^y^-i- 

(2 1) R 2 ^ *3fcRFJ- % ^7V^, ^ h^^ N ^/W^^^7^-7^^ 
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5 (2 2) R 2 ^7X^^, ^ryS*fctt2-*;W^^7*^t^'>ST? 

-®^> Z^^^znuittlt (1) ~ (3) ( 3 ) *SJ;9»* 

T>fcBUtt, (4) ~ (7) OjliT% (7) 3ftSJ:9#*UV\ XiClLT 
W\ (8) ~ (12) <Z>JI|frC\ (12) dS±?)0*UV\ R l fciHUTW: (13) ~ 
10 (17) ©«-c % (17) «SJ:5#*bV\ R-ICHCTtt (18) ~ (2 2) <D 
MX\ (2 2) LV\, 

SkfcU MlB-jt£5£ (I) X-m^tb^t^miZL^X, (1) ~ (3), (4) ~ 
(7), (8) ~ (12), (13) ~ (17), (18) ~ (2 2) 

15 S„ 

a) Mss-fls* (i) xmztizfc&mzte^x^ Z l &ZXfiZ\ T\ X, R\ 
R 2 i>K Zti^ti^ mm (1), (4), (8K (13), (is) XtbZfc&Mc 
20 (ii) MiB-fes (i) •vmzfrzik'&mic&^x, z l te£z*z\ t\ x, r 

\ R 2 *S, StffE (2), (6), (1 1), (1 6), (1 9) -efcSffrfrfc. 
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(ni) mm—m&, en xm£tiz>fc<&m\z&^x, z^j^z 2 , t\ x s 

R\ R 2 ^, ^-n^tL, H&IB (2), (6), (11), (16), (2 0) X&Z>it& 

(iv) (i) x-m&tizfc&mzte^x, Z'teXXfiZK T 1 , X, R. 

5 \ R**K mm (2), (6), (1 1), (16), (2 1) XhZfc&m o 

(v) HUlB— ^ (I) T^^Sfc^ic^T, z'&^tFz 2 , T 1 , X, R\ 
R 2 ^, ^tb-€tt, t&IB (2), (6), (1 1), (16), (2 2) X&Zfc&m o 

(vi) ftflS-^ (I) t?^^tL5{b^lc:*5V^ N Z'&^tFZ 2 , T\ X, R 
\ R 2 ^, ^*L^*k Sfria (2), (6), (1 2), (17), (1 9) XhZfc&M 0 

10 (vii) HUlB— ^ (I) ^S£;ft3te^K:*5l>T, Z^J^Z 2 , T 1 , X, 
R\ R 2 ^, *Jv«k ttrfS (2), (6), (12), (17), (2 0) T*fc<5-fi^ 

(viii) HUlE— ^ (I) ^SftSffrS^fclSS^T. Z r *5j:D?Z 2 , T 1 , X, 
R\ R 2 ^ s ^fi^ ffflB ( 2 ), ( 6 ), (12), (17), (2 1) XlbZfcif 

15 m a 

(ix) BtflS— mg, (I) T^^tbS^#J^*5V>T, Z^^tKZ 2 , T\ X, R 
\ R 2 **, **V?*L % tM (2), (6), (1 2), (1 7), (22) Xh%i\&® 0 

(x) Mia— j&sS (i) ^^ti^b-a^c^T, z^^ikz 2 , t 1 , x, R 1 , 

20 R 2 *S, «t**u tm (3), (6), (1 1), (16), (1 9) 

(xi) ItrlE— (I) ^$*tS-fb^fc33V>T, Z'&^Z 2 , T 1 , X, R 
\ R 2 dS, ^-tt-ett, tfrlB (3), (6), (1 1), (1 6 ), (2 0) XhZ>ik&m o 

(xiD huib-^ (i) xm^n^^mz^^x, z i &&xtz\ t\ x, 

R\ R 2 ^ % tufa (3), (6), (11), (16), (2 1) 

25 #» 0 

(xiii) B&fB-^ (I) T^$tLS^#(c:*5V^-r, Z 1 *^^ 2 , T 1 , X, 
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R\ R 2 *K *We*ls tm (3), (6), (11), (16), (2 2) 

(xiv) SfffB— (I) T^^Ste^fc&V^T, Z 1 &J;TJ?Z 2 , T 1 , X, 
R\ R 2 tfS, ^tt^tt, itulH (3), (6), (12), (17), (19) 

5 

(xv) SulS— ^ (I) -emZtlZfc&mzte^X , Z^J^Z 2 , T 1 , X, R 

\ r 2 ^, ^etb^tt, mm (3), (e), (i 2), (1 7), (20) t^§^^ 0 

(xvi) tuia— ^ (1) ^m&tizfc&mz&^x, z'^^xizk t\ x, 

R\ R 2 *K mm (3), (6), (12), (17), (2 1) X>&Z>ik& 

10 #3 0 

(xvii) stria— m& (i) ^^s^^^t, z^^ifz 2 , t 1 , x, 

R\ R 2 ^ N ^-tb^tt, MI3 (3), (6), (12), (17), (2 2) T'&Sfl^ 

r^L^O?"^ (ii) ~ (ix) fcoV^te, (ii) ~ (ix) ©/IR-^J; UV\ 
15 (x) ~ (xvii) fc-ol^Tte:, (x) ~ (xvii) (DimT* X V) LV\ 

^T, — fcS (i) •r^$tts ; ft^^t;^^ov^T, Tie^i^ff 




20 PI : fcV^i^- 1 — f/U>& s P2 : 3 -T $ / - ]} i -^;H s 

2Btyn : 2 - l -- f/l^, 3Me2Bten : 3 ^-/V- 2 1 - 

-T^K> Me : * ?vl^> Et : cc^vi^ 2-CNBen : 2-i/T y^^^/V^, 
6P2CNBen: 6-7^o-2-V7^^;H, Phenethyl : 2-7^^ 
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a7y ^ 4-8l^7Pl^ 5~10l^7n7y^C 1 _ 6 7;^ 

A co "«tt#^?y» 7 § K*****-*. Cl _ 6 7;^ c 3 ,^ P7 
/1^3£, C 2 _ 6 T^=^ N C 2 _ 6 T/^=/^ C 6 _ 10 7y-;^ 5~ 

ioi^7a7y^s, 4-8S^7Pi^i N 5-io^7P7y^c 
x _ 6 r /m^** * « c 6 _ , 0 t y ^ c , _ 6 r;v^;v^ 3 o 

Mte, -MgCl, -MgBr, -Sn (R*) 3 (^^ R'temmfemt^M 
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rutfmj ti^ 2 o~3 oxmmvmm&mm-Zo 



5 




io ^loii^-NH-Rp'^tSo) ^m£>tstizm*n^z 0 
15 mmxmA 
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[ISA 1 ] 

(1 a) [CAS No. 5 6 1 6 0-6 4-6]t N -NH-©«1^ 

X*KJ&<S-S\ ft&m (2 a) ^#5lST^5o JBl^S-NH- 

io #Tt??t 5 5 0 
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SirLTtt, JWHrvUrA, ftitH^ % M*#y*A, tK 

[IgA2] 

(2 a) hik&m(2 a-2)SrSiS§^ fl;^ (3 a) 

15 

4k<St®(2 a - 2) i LTIt, T/Mt/Wn^ K^Oti^It'fctltf^^^ 
m^Ute, 1~2 ^SffiV^ - £ bV \, 

Kfc&fr5»£\ tlibm *Hftsy^^A, ★SMb^hy^A, *SWb# 
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y?A s mmi-hv?^ imxv**, mm**?** *mfc 

y^*A x frmfc-t-hv?^ TkmikxypA, zf^v^v^ *t-/uv?-v 

a, y^^if* hv t^u^y^r^ h\ ^ h y «?Aif* h y ^^>y;i/7 

5 *»H:l-2S*fflV^«J:fcat#4bV\ omi5 0tT?S« ■ 

[X@A 3 ] 

ffclH& (3 a) ©7t<O^^^S^WLt|t;^ (4 a) £#5I@T*fc 

#H^T> &Mf&g£#£T^ S&HtTnKJSteT, (3 a) frt>ik-&m (4 

a) SrH5ii:^-ef5 0 

©&iIiLT}t ^^fcli^iff, a*/-/^ /p,V- 

15 fc°oy hv % ^dfy-^ % rh7tKo77^ h^^SrfctfSr^dS-C# 

So ^ittitLt^ j*mm, wtit&&, *7*--v>rA>m**>tf* 

20 [XHA4] 

tt&m (4 a) i«(4a-2) Sr^RjSS $ (5 a) 

M(4a-2) itm *flq9&fc«*.tf % a-K**^- 3 _ K - n ^^. > 
a- K^n/-^ ^y^a^ K^©7;^;V/N7-r h\ ry/v^n^ K> i 
25 -yn^-3-^f^-2-7'fyf©7^;WN7^ K, ifctt^P^/U"* 
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5&£«rfT5#£\ «aEibTW: % 7ki£ft y ^17 A, 7Km^hyi7A s zk&ft* 

y*-^ My^A, ^ithy^^ *ifcfry*A, *mfc 

y^!>A N **ft#yi7A % Zff-^V^^ 

io ^ h\7jyt7Aif^hy^^^y^T^ K^vv 5 v^ 5t ^ §o .^ 

«MKS3J:t«a6#SEr, ftl^J (4 a) tft^(4a-2) fcEJfc**, ft 
#4fc (5a) *#5iH^5, ^<DM&, MttRfeO. 1~2^* N 

15 i-i om-mm^zz.bi>w&^\<\ 

ft^(4a-2) t Ltii, X#«M6**LTV^t>J^C e _ 10 Ty-/P 

-B (OH) 2 Jfciffe5 N 7y-;^uyi$fclt ^nry-^jj?ny»/i 

^BV*T^«rfx5 £©#H&\ ftfrfc (4a-2) £l~3i|» 

20 ffl^5:tWU\ 

Th7fcKn7 7 ^ h/I^c^ fy^V, N, N-^f;^ 7 >; K, N 

25 N, N-^^T^y lfy^^*«V^ti:aS"C#5. iMtLTfi, @£ 

hy7;^n|fi|i (UK m\M (II), J: 5 ft* (I I) « 
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[X@A 5 ] . 

\\&m (5 a) fc/Nn^y^J»^, fc&fc (6 a) &#5Xa-T?fc5 0 
5 ^a^^j^Ltlt &mi\z.\m%.\Z. N-^n:ii<|>f* h\ . N- 
^tt<S^U\ N-3-Kr»<n>f5 K«^fclf5ifc^t5 0 - 

10 ^ffl^5ii:^f^ 0 S^?a^«0 0 C^^l 5 0 0 Com^T*SJ5&«r=fT5ii! 
[X@A 6 ] 

(6 a) fcffr^fc (7 a) ££0&£i2:T. fc<&fe (8 a) ^#§Ig-e 
&5o -©i^, fl^fc (7 a) 1 ~ 4 iHfi^S £ t tiW& Ll\, 
15 Mfh7tKn77y, T-feh^hy^K N, N-S^^aM, 

tfs-et5o hy^^rs^ j&gb&y*A, 1, 8 -t?7f^p 

JO [5, 4, 0] !»ft^^V>5ri^T-t§ 0 ^it, SSlil~4 
CX@A7] 

tt&m (8 a) OSffiO-NH-OfiHWttJttliWfciD, (9 a) * 
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A, 1, 8-^T1flf^n[5, 4, 0]-7-^^-fe^ <D ^^o°C^fe 

N, N-^f;^;VA7^ h\ 5vWfc°E2 y K>\ 1, 4 -S^dM*-^ 

7^y h\ t'/JrA7^J Kf©7;uty ^UrO^^UOt^ 
"e#ffi$^:T, ^SSrfr5r i*St?#5 0 ^/v^-y K^«l~5^ 

10 iJaV^iiaS^SUV^ 
[ISA 8 ] 

(9a) Sr^n/WfcLT, (10a) I:#5IST^5 0 

is o°c^e> i 5 o°c<Dmfe-vRj&*ft5zt&x»%z> 0 rco^a> % ^ny^jii 

«*JtTl 0~2 0 O^O*Sr^V>^^^^0^LV\ 

7jc^y^T7A, 7Km^hy^^ N ?m^v^^ ^my?-?^ 

25 O^fi^ilr 0 °C2» £> 1 5 0 °C^M^t?#ffi £*T# £>*l£ 0 
CX@ A 9 ] 
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tt&m (1 0 a) (1 1 a-2) *R*S** % ft;*4fe (1 1 a) 

tt&m (1 1 a-2) £:LTte N A^OHTS^^tlST^n^A^ 
fc^^^/wHk^, A 2 (R A ) NHft««5SJi57^fls^ A 2 -S 
5 H^feSnS^-^-g^SrfctfSiirdS-etSo w<D#^ N -fb^ (1 i 
a-2) 0ffiF^4*fc«mftJtt?5~l 0 OteJBV>S££a*#*tv\, 

SJ££rfT54fr8\ *£S£LTte, 7K^t;y^^A % TfcSMfr?- MJ 7«>fb7j 

iWPW JMH-m>*a, ft«*y^ 
y^r>A, 7K^^hP!7A N 7fc^^y!7A N ^^y^A, ^/wy^.? 
a n y^Atf* hy^/i^y/vr* h\ ^hy hy ^a^vjut 

His ot;oiiJtT?S)S*sfT5ri:^*e#« 0 

[X@ A 10] 

(10 a) ifls-fr* (13 a)*, ^Iftfel^TO^t, <fc&4fe (1 
20 2 a) mit-eJbS, fcg*, (13a) ttl~5 0StfflV^r 

^^^iitTtt, ^b7^ hy 7x^^7^^7^!>A, 
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SJ&SrfrS*^ iStltlt 7kHYb!;^^A N zkM^ h y tK^^ 

y*^ mmy***: mmrhy**s *m*v*^ mattf*^ Tkmt 

ftttO^fel 5 o°ct\ SJfc«rff5£fcas-e#3„ 

CX^A 1 1 ] 

ffra-fc (10 a) Sr^T^-fbWSKiRjtS**, (14 a) ^#§1^ 

[ISA 12] 

fc-£4& (14 a) <DisTS&&1]U7kjmVX, ft&m (15 a) 
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[X^A 13] 

(16 a) ©R^«ltt, ft-frfe (17 a) lr#5XSl?fc5 0 
(16 a) itT, ft-a* (Ha), (12 a), (14 a), (15a) ft 

tei^> do a) §43t©sufe-e*>5o 




I — R ps 
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[X@A 14] 

ik&m (18 a) fc*nA«fbLT\ ft&m (1 9 a) Sr»5X@T?S)5 0 

*B*ft;y^*A, *»ftthy!?A % **fc#y*A, ^yf!>^ mm 
thy ^^ «**y^A % ^m^^^A, ^iMc^y^A, mwtjmi-h*7 

15 «r 0 6> 1 5 0 °C<DU&£T*ftm £ h tl 5 „ 

[IS A 1 5 ] 

(19 a) Sr«P^7k^»UT^4fe (2 0 a) ^#5IgT^5 0 
20 N-**vn>cy K>\ rf7t Kn77 fete* ft i?©^ 

CX^A 1 6 ] 

(2 0 a) bft&m2 1 a)*SJ5£$^ fl^^ (2 2 a) 
(19 a) W3k<D%m-Z*>Z> 0 
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O N N 

I 

25a 

? x CI x 

[X5fiA20] CI^N^N ^ 

26a 

19a 

mm. a 1 7 : 

ft^fe (2 3 a) [CAS No. 1 0 7 6 - 2 2 - 8] tit^miA a - 2) % 
f^m^t^i!!), fl^j (2 4a) 
§sat;2fifeA<E> [IiA 4 ] t mmotkWxKJts&ft dS-Ct 5 C 
[X^A 18] 

fc£-4fc (2 4a) ^VJf^m&KJfcis^ \t&m (2 5 a) Sr#-5Xgl? 
[X§A 1 9 ] 

it&m (2 5 a) Sr^n/WbLT, ^% (2 6 a) ^#5lgT'fe5 0 

bTf^#^c:$!IPS$^S^C.T*{^^V^^ N {frfrfe (2 5 a) $o£T$$- 

e>i 5 ox<Dimx«RfczfT?z.b&x*%z 0 mmtvxi^ mt-tz m^^, . 

CX^A 2 0] 

-fb^fe (2 6 a) (7 a) (19 a) 

Mit^&A© [IgA6] ^IH^OSiS^T^/^^fT^ Zb&X%Z> 0 



%J H vji 2 



h xx^ — — tV^ 



T " [XSA17] O' V * [X8A18] 

23a 24a 



WO 03/104229 

68 



PCT/JP03/07010 



HN 




Inoslne 



1b 



HN 



[XHB4] 



R 1 -U 1 
5b-2 



2b 



HN 



3b 



4b 



5b 



6b 




IH 



7b 



[X@B 1] 

K&m (ib) tfovM^K-m^ mms&m^xQ&m (2b) 

UTW\ ^ffi!llS$*LSt>©"CW:^V^J % T±b^h])^ s N, N 
-^f;v*;^7U\ N-^f^njJK^ ^ K, i, 

4-i?^dr^^ f h7tKo77^ ^hdr^^^ *#S-Ar^^*S 

-*m<Dim*. ^^p^ K*omi5 otcoih-c^is*, 

[ISB 2] 

ft** (2 b) ^D^W^JSrH^$^ fc&fe (3 b) mifi-efcS, 
^n^fl50R|S*#aTtt, «3fc!f«fcA© [ItA5] |iatR0&fr-?£j& 

[I@B3] 

it^m ( 3b ) fclfc** (4 b) (5 b) ^#5lST*fe 
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CX^B 4] 

Q&m (5b) iM(5b-2)^^ fc&m (6 b) 

w%ttm&<o [igA2] ^^©^#-e^^5 ^k&x~%z 0 

CX@B 5] 

5 (6 b) OR' 3 W|LT, (7 b) t#5iatfjb8. g£ 

-blBigat^AO [X^A6] fCfeVvC, (7 a) H-T 

1 "«*>**L*^^ (8 b) |> % [IgA6] fcra«0*#T"CR«**, $ 
10 ^fc_h|3 [ItA7] ~ CXSA1 3] &m±m\,^ZZ.k\Z£*>, ^ 

9b 

^frSftSfc-a^ (9 b) 

£fc, -hlS^at^B^) [IgB3] fc&V^T, (3 b) Oft»;b9l^ H 

-Ti*-?mt>£tlZfc&® (8 b) [IgB3] i^^#TT«^^ 
15 ££>^_tfB [IgB4] ~ [X@B6] SrMfflV^ £ t \ZL£ V) N ^ 

10b 



S*L5f&£* (10b) Ir||5^m5 0 {fr^fe (8b) tuff* 
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72 




SMe x q 
ORM 

23o 110 
[XgC 1 ] 

te-a-fc (i c) (i c-2) &Bi}&&it, (2 C ) r#sig 

5 [I@C2] 

(i c) fc^ssv&imts^, \\&m (3 c) ^isiiffcs, 

c) ^|5rtm5 0 £<0#£\ ^«l~2^4ffiVN5r.^^^uv\ 
10 [XiC3] 

(2 c) ^*/~/i^£tJ&£i3: N (4c) ^j-^ (5c) ^ # 

CX@C4] 

(3 c) kit&m (3 c-2) S:SJES**x (4 c) &£Tf (5 
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[I§C5] 

Q&m (4 C ) imn&m (6 c) stra**; ft** (7 C ) *#«xa-c«," 

[IIC6] 

(7 c) ©W^ K^RJSfci (8 c) Sr#5XS-c*>« 0 

N-^WnJKy, 1, 4-mt^7h7tKa 7 7^i?n^ 

*T % KttKXtt 2~io ifftftv^s t *s#s LV\ KfcRjfcfefr 5 

15 fo&n? ^tms. 

[XgC7] 

ft*% (8 c) ft** (9 c) Sr#5X@T*fc5 0 

20 Jitti. o~l. 5^»fflv^Srfc«S«F*UV\ 

^ (9 c) ^5rt^§5„ 

25 #Bfcfry*A % hyx^7 ?y% N> N-^y^a^x^T5^ot 
atoaqfeTKtt*frV\ ft*% (9 c) 5. ^Stt 
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1. 0-1. 5M§*ffiV^£fc##*LV\, BO&mkVXKs T±h^s N, 

10 0 "CTKJ&Srfr D^b frX°% 5 0 
5 [IgC8] 

tt&m Oc) ^pzk^iii-s^^^iu, ft** doc) 

So 

10 feSOtCfflS^ RfcZn? fcX>%% 0 i©f^ m«5-5 0^*ffiV> 
15 ^nnzfr/w^ n, N- <3-?Vi£)VT ^ h\ rh7t Kn7 7yf©^its 
20 [IgC9] 

Ate* (l o c) temjcMkKfoZ^ ik-fr® (i i c ) 
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Tkmim sm+hv? Awmjomzftm ZTtzztizxy, Rfozftszttt 
exec 10] 

tt&m (lie) SriMbRJtSl2:#t- (12c) &#5iD6 

^»A«oM^f«rAv^«« % a£»^TI^.PP^y v ^Dp* 
2 om8 0TCO?WCRJS*ffV\ ffc^fc (12 c) £#3 

^{--^i^:ffiV^t,i^TV^5^#-effV\^%(l 2 c) *r#3 5 0 
[xscii] 

flfrfr* (12 c) K-ffc-^ (13 c) *KJfc§*\ -f&S* (17 c) mi 
St?**. (13 c) 

K>\ 1, 4— J?*-*-^ 7h7kFP77^ ^y 

h^^^^oaRK^^/t^ (12 c) (1 3 c ) 

U 2 0^5,15 0t©tS^^V\ ft** (17 c) 
CX@C 12] 

fls** (12 c) \zt K7^y^J6$^ ft*#> (1 5 c) 

So J8ai^rjSfeC©exmc 1 1] ^^©^#^^^5 - ^^S^#5 0 t 

exec 13] 
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fe** (1 5 c) kft&m (1 6 c) IE* 9, (1 

7 c) *r#*iS-c«>5 0 Wb6fttA©[i8iA2] i n*o*fr-CRj«:«rfT 5 r 
b&X*%%> 0 Qc&m (16 c) ttl-3^*fflVN5n^dS«F*UV\ 

[ISC14] 

5 fc** (17c) OR'»«ffi|LT, (14 c) *#«xa-C*,5 0 

1«A©[ISA1 3] ^^©^#^^^5 - fcjftS^5 o 
[ISC 15] 

fc^tt (5 c) Kfc&yo (6 c) SrSJtSS*. te-g-Jfc (18 c) fcftsig-e 
&5o IMfeA© [IiA 6 ] i: ^i©##«^fr 5 r t § c 
10 CXgC 16] 

K&m (i8c) <Dto*&m&j&\zsLy) s tt&m (i 9c ) *#«xs-c*>5. 

^ (1 8 c) SrlS#ftTs 0°C3>k l o 0«C(D?l^-eK/S*fTV\ ik&® (1 
9 c) Sr#SE^dS*T?#S 0 

[ISC 17] 

20 ft** (i9c) fcaKB3W*s«**, (2 o c) mia-cjbs. 

25 5l5c^JH:5~3 OMf*JBV^;i£aS0£LV\, 
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fTV\ fbg-fc (2 0 c) Sr#5^^mSo 

c ) * n n *fef y ^A^foSttfM t-78m20 ^©JUrcR**" 

ftuas*, \\&m (20 c) ^#sit^-e#5 0 ' BLtmmkvxi, 

[X@C 18] 

(2 0 c) K^fcRjtSfcJ: 9 S ft** ( 2 1 c) ^#5ISt 

CX©C 19] 

tt&m (2 l c) SrifcS^Ts ^VMmtRfciS^ ik&m (2 2 c) Sr 
RjfommtVTte, N, N-^fA.#^7§K, 1, 4 

S'^JMrJBv^sr fc*s-c#« a iUCttl. 0-1. 5^* % fy/Wfcffltti. 

20 o~i. 5S«av^«ti:as«p*bv\ Bt&m&no'Cfrha oWRtotn 5 

[I@C 2 0] 

ft** (2 2c) <D*<?Muz£y. ik&m (2 3 C ) ^#§x^5 0 

25 [IgC2 1] 

tt&m (2 3 c) SrJn7K4H?i-5i:2:fcJ;ij % ft** (2 4 c) Sr#5X@-e 
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a»e>i o o t C(Dmmx'R^n^\ i\&m (2 4 C ) mrtms. 
io t, o°c^&8 o o c(omMx. -mm- t-^^nmmzm^xBifc&ft? 
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[X^D 1 ] 

\\&m (1 d) kite* (1 d-2) *KJ6**«ifc|cj;!J, fc&m (2 d) 

10 (ld-2) 5MSJUBV>3£fcaJ#SLV\, 

Th9tKn77^ 1, 2-&*h*^*^ l, 4-S?*-*1>*^ % 
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fx* ^aawET-castfir^^ tst uii, 1, s-^ 

Tiflfv-^P [5, 4, 0] hyxW^, N, N-^yy 

• MD2] 

(2d) teMflMMftSr^**5-iK:j;ij % (3d) «r#«x 

7h7tKP77^ 1, 2-^f^x>?^ i, 4-$?**^^©*fc 

mm* v vj*m*m^z> r t s„ lama;** 3-5 3 jubv^s r t 

v \> s^Sffl^ it 2 0 e> 1 20 °C-t?S^ 5 £ k S„ 

15 [IiD 3 ] 

K&m (3d) fcr^^Ttsiss^sjiticio, Ud) £#5 

I@T*&3 e 7^=714 1 0 - 2 0 a tfflV>5 i i: dS»4 LV\ 

LTIi, ^ /K 1, 4-^^^^o^^cf3 N 

2 0tH2 0 0t©jait^ SJ6Srfr5ii^-c^s 0 
20 [X5gD 4 ] 

mmzm^x, mm^ntn^^t^^, (sa) arwsig-c&s. 

f ^ tKp7 7^ 1. 2-^h*^*^ l, 4-^^^^ £ 
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<5 d) i:^ h ^ix^f;^as$t5 ^ i t ± fc&fe (6 d) 

>v v ^m^xTM-zmmttx* i ~2 omoA, */^>ii^kfeii 3-1011 

10 CXSD6] 

fcfr* (6d) ©Hfc©MH*MM«U fc£4fc (7d) ^SlgtfcS, 
{ftflBWfc LTf±N, N— ^ f;^/i/7 7^;v^ a 9>f K> ifrfb h y ^vk 

1-1. 6£Jrav*«£fc##*bV\, fiMSWRBti UTWt, ^ 
^yt°y^^ % 1, [5, 4, 0] fr^-fc^ hy^^ 

20 0.0 0 5-0. lSi©4-^W^ try S^«rJB^*£ t«S«F*UV\ 
S^^tfi 2 0 °C#> 6> 2 0 0 iC-CKJfcSrfr 5 £ b &X*% 5 0 
CX^D 7 ] 

it&m (7d) (D?xnwtfc£.v^ fc&m (8d) mnsts>5, 

25 fc<&® (7 d) Sr- 1 O 0°C2>>£> 2 0 , C©fflJt-Cia£«r ( KJtS$*, v>v 
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ii«v>xf;vx-T^, ^ h ^ fc Kn77^ 1, 2-^ h^^*^ 1, 

1 ~ 3 i$ ^ £ LV\ 
[ISD8] 

10 (8 d) fclfcl^ (9 d) &£OS£iir N (1 0 d) Sr#SX@-e 

[X@D 9 ] 

\\&m (lOd) £^#1 (10d-2) ^^K/S^S^^J:*), 
m (lid) lr#5I^$,5 0 SS5t^AO[xmA4]i:II|^^T^^^ 
15 =fr5-ir^T#S 0 
[ISDIO] 

(lid) ©R p3 WlLt, fc<a*r (1 2 d) ^#§Itffc5 0 
M3t^AC»[X@A 1 3 ] £ IH4lt<^#T?£0&<Hf 5 - £ ^T'^ So 
[ISD11] 

20 ik&afo (lid) <D 5 iiLW&<Dy&T JV$t;Vikfx.fo \z. J; 9 % ffc^/ft ( l 3 d) & 
mm*, -10 0°C/5^2 0°C<D^^s 3~1 0^*©H^b^5^fc«H 

25 mkmsmmzzafcz-itT, it&m a 3d) *m>z>zt&x«%z> 0 
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[IgD 12] 

fc-&4fc (1 3 d) kfc&m (1 3 d-2) iffrfrfe (l 

4d) r#5ig-e$>5 0 «^»D©cxSDi]tra«<o*fl:-t?sjtfi:s r fj5* : 

[ItD 13] 

ft-a^sj d4d) ©R p3 win:, d2d) &#5ist'fc5 0 

(lid) *3t©JBiJ«feT?*)5 0 



> [1*1014] ^ N [ISD16] 

8d 15d 16d 

r^NH 

R P3,N — ^ , 0 x 

9d Rs N'SrN /—\ pa 



11d 



[IflD16] 
[ISD14] 

4&m (8 d) »1LT, \\&m (1 5 d) ^#5I@T«fc5„ 
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j&<D&#mxztit><Dmm. is^p^srijaot^ (8<d *mmr 

CX^D 1 5 ] 

5 (1 5 d) ia^iALTfb^ (1 6 d) *#«X3S-C*>«. 

UTW:, SI^A© [IgA4] ^IH#^X-U 2 ^^^^:5- 

7h7tKP77^©iI^ T)V-=x^-;V (X-OH) tT*S$?#/l>tf 
10 ^fife^T^/loi^/K hV7 = -A'ifrX7 4is&-7 0&frP>5 0mT*R!& 

£&z^klz£V)4k&m (ied) mrt^t5 0 

[X^D 16] 

ft-a^fe (1 6 d) (9 d) SrRjt&SiirT. (lid) £#5X 

15 jssst^ri&A© [igA6] £ mm<D0kftxn 5^t&x%z> 0 

±mmm^mc(D [itcs] ci@c i 5] fcasvvr, (e c ) 
©a*9te, H-T^-e^^tus^^ (8b) £ s [i@c5] &iimcz>* 
ttT-es***, ^fefcjiis [itce] ~ [nc2i] ^Mfflv^rti^ 

20 iD,^ 




le 



xmt>£tiZ>4k&M (le) Sr#5rt^t?f§ 0 
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±mm^mi)(D otds] o d) 9^ h-t 

la x~mfr£tiz>fc&M (8 b) £ N otd8] bmmv&ftT^Rjfczit, £ 

le 

5 -e^fc>$ttS-fk^ (le) *r#3£fcfl*T*#.5 0 




H 3f 



[XSF1] 

(If) ©^*^2£Sr*II*##LT, ft&m (2 f ) Sr#5lgTfc 
10 £ e SB&frjfeC© MC16] ilH«©^#t?SJ5£*fT5ifc^-e#5. 
[ISF2] 

ft** (2 f ) ©R' 3 «1UT, ft*^ (3 f ) «r»«xa-c*,5 0 »ft 
*mA<D [ISA 13] ^PIlRo^-eSJESSrfT^i^^T'ftS. 
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H 3g 



Mgi] 

it&m (i g ) <D-h*m*M7cvx, (2 g ) sr#sxm*x?fes„ 

Z.kt$x%Z> 0 
[ItG2] 

0 ft&m (2 g) OR' 3 »iLT, ft;** (3 g) «r#S3jfi-C«,5 0 »S 
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H 

3h 



CXSH 1 ] 

ft&m (lh) 0=h5;i/SSr3m*^Ut, ft&m (2h) «r#5 

(lh) Sr-2 0'Cd>fe5 O'CoJM-CJteSo^ET, ifiSMbfc* SrKJtfc 
4*. fe** (2h) il^Ltft ^^/^K 7 

10 V^££3$-t?£;5 o 
MH2] 

(2h) ©R" 3 W1LT N ft<a*l (3h) «r#SxmT'fcS 0 
* Sa ® MA13] fcl«I«l©^#-CSJ5£:SrfT5i:fc^T?#5 0 
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[xg I 1 ] 

ft&m an fcT;v*,v&mmtt\*T])->v&mm*Kfo^ik&® (2 

i) £#3X$iT;fc5o 

fc-a^ (1 i) K-10 o°C3>£> 1 0 o°c<Dumx^ *?=c^;v^—*r,v, 

h 5 O °C^mST% N, N- ?vWwAT ^ K> 1 2 - t°n y K 

10 >m<Dim*, 7y^m TP-^iEftSrRjfe^Siias^^ 
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[Ig 12] 

tt&m (2 i) *mik^xik&w o i) • 

s s -Ma rtin periodinane) £r/3§V^ £ b &T°% 6„ 
10 [Xmi 3] 

tt&m (3 i) K9«?^*W**x (4 i) S:#6XmTfeS 0 

S83£#ifcc© [ISC12] 
[X@I4] 

fl*&4fe (4 i) (5 i) *W$kBO&^Z>Z. kK&Y)^ ik&m (6 i) 

15 &#5im-efc5o »la£frifc MA2] ^HJ«o^#T?,KJ5SSrfT5ri:dS-0^ 

So 

MI5] 

fc<8^ (6 i) ©R p8 l:WLT, >fb^% (7 i) Sr#SXm-C*S. SBg 

ftmAo) [xsa 13] i m#^#T'H^^ff 5 r t & 0 

20 [X@ 16] 

5**0*15** (7 i) ©R 1 ^©^ flj** (4 i) ©R-^^ILT, 
(7 i) ?r#5IiT*5 0 M&SrjfeA© [IfiAlS] 
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Mji] 
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5 5£fca*T?#So 

MJ2] 

(2 j) o^hy/vs^PTk^bT, (3 j) fcwazDS-e* 

[IgJ3] 

io ft^fc (3 j ) ©TKBftaesrii^bT, \\&m u j ) ^#§x^T?fes 0 m& 

I © CX@ 12] i l^«l«>^#-eSiSSrfT 5 ^ t as-et 5 0 

[X©J4] 

(4 j) \z.K&m (5 j) srsos;^ ve&m (6 j) 

So BBfefclfcC© [IgCl 1] bmm(D0kWXBLl&&ft5^h:fr-Z%Z) o 
15 [Iij5] 

tt&m (6 j) ©R' 3 Wllt, ffcl^l (7 j) «r#5XmT?*>So §g5£ 

jrmA(D [isai3.] tmm<Dgzftx«Kjfc%ft? zb&x»%% 0 

CX^ J 6 ] 

(6 j) <D%s\ss^sC^%m&(o&tET. flitacLT, ft&m (8 j) 
20 «r»5XgT»&S 0 

25 [XHJ7] 

ffc&fc (8 j) ©R' a «iLT, ft&m (9 j) *»5XST?*)So SBfi 
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ik&m (lk) hft&m (2 k) Sr«afeSJtS**Si^fcJ;D; fls#tt"(3k) 
?r#5ISt&§„ fiB&frftA© [I|A2] 4:lRl«o*fli-CRjS:«rsff 5 

[I^K2] 

5 fls<&4& (3 k) kft&m (4 k) SrlKftKJK^SiifcJ;^^ (5 k) 

h^y^^m<omm^, ^.tcitmrnm^. (3 k) (4 k) 2 

10 0JC*»6»2 0 OlC©jaST?gjSI:fTV\ ffr^Jfe (5 k) S:#Sifc^|ts o 
[X^K 3 ] 

(5 k) (DtuMkfcX 9, Q&m (6 k) tr#SX@T'fc5o §S*5t3f 
[X3!£K4] 

15 it&m (6k) wt&m (7k) srsjts$* x ih&m (8k) r#§ig-efc 

[X©K5] 

tt&m (8 k) OR» 6 WfLT, (9 k) *#5xm-e*So 

^!lx.^RP 5 ^^<^^ / ^c > ^ N ^T^=Tct'T\- 7 8 0 C^^-3 0°C 
[X^K 6 ] 

ik<&%) (9 k) hft&m (10 k) ^©mS^^it, (1 1 k) £r# 

25 3X©T?fc>3 0 »BfcfrjfeA<B [IgA4] ^IU«flD*#T?KiSSrfT5rtdSt?# 

So 
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[X^K 7 ] 

it&m (iik) ©R" 3 MriLt, K&m (12k) st^ist?*** 




61 51 

[IIL1] 

telMfc (11) (2 1) £m>fb#J©#?rFT*£j&£i*: N (3 1) 

e> i o o "c-eH^fT 5 ^ £ £ o 
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[XHL2] 

5 (3 1) £rtel^> (4 1) £r£OS;£ii: N (5 1) &#£X@-? 

fc5o iSBt^AW [IiA4] kW\m(O0kWX*Rjfc%:fto Z.b&X°%& 0 
[ISL3] 

(5 1) ©R' 3 W1LT, >fb^ (6 1) 
10 ^5t^^M 



H 




CI@M 1 ] 

(lm) fc^^ (2 m) ffc^ifc (3 m) 

So mm^mA<D [i§A6] ^i^#o^#T'fT5-^^-r^§ 0 
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[IHM 2 ] 

{k&to (3 m) ktt&m (4 m) SrSJK**, -fb^ (5 m) §r#5X;|lT*fc 
[IgM3] 

(5m) ©R" 3 W1U, fl^fe (6m)' r#SIgt?fe5 0 

*tfcA© [x@a 13] i EH$©&#-e£J&«:fT s 0 
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11n 

[XHN 1 ] 

ib&m (In) I'TP^T^y^^, ft&m (2n) *#«±fii?*,5 0 
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[XmN2] 

tt&m (2n) Sr^n/Wbb^Sf> N 3£7ci-5 r £ *) N -fb^ (3n) £ 
5 #SX@T*fcS 0 

?rfflV^5r^^T^5 0 ^M*2 0t^f> 1 5 0 o CXRj&&ft 5 i k 
[IgN 3 ] 

10 4biH&(3 n) (c^n, N' -V*?^^^ K^ZBij&Z&z-kfcXiQ ^ 
(4n) ?:#5Igffe5 0 

BCJ&U&k bTte, 2 0°C#>k 1 0 0°Ct?fTP r ^dSi?^§ o 
[X@N4] 

15 ft&fy (4n) £te^g (5n) (6 n) Sr^XfTCfe 

§ 0 $^£;£ifeA<£> [IgA4] kmm<DgiftXBiJ&$:ft?Z.k&X%Z> c> 
[I§N 5 ] 

ib&m (6n) (D7y;H«$ttfM (7n) S:#5I^5 0 

20 1, 4-^^1?-^ N 1, 2—^ h^v-oc^^ *«0»tt<K 20°C 

(7n) &#&;i£;$S-?#3 0 
[X@N 6 ] 

flflMfc (7n) ^o/WfcLT, \\&m (8n) ^#5Igtfe5 0 
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x.mky ^(Dmm&s o°ca>£>i 5 o o c<Dm&x»{ / Em& j ±x, qc&m (8n) ^ 

[IgN7] 

ik-frW (8n) \z.\\^m (9n) £ ii: 5 £ t K <fc <9 v \ \&m (10n) 

[X@N 8 ] 

(lOn) <DR p3 &J3fc^bT N te£*4& (1 In) 
S^#$£AO [XSA13] ^p^^H^S^fT? * t&X%Z> 0 
10 tBSl^O 
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XH06 



[iao i ] 

do) ©M^iftLT, (20) *#5ie-e*>« D sst 

5 [Ig0 2] 

(3 o) ^#5Igt^5 0 
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rims, Bf&t Lti^Jtli, fh7tKP77^ N, N-^*/W»T 
^ K^fflv^r^-e^S. Si^mS^ LtH;, 0°Cfr>£> 1 0 (TC^J&Sr^ 

[IS0 3] 

5 ft&m (3o) ©^^^^^PtK^UX, flfrg-fc (4o) Sr#SX©t*Jfo 

[Xmo 4 ] 

ffc^* (4 o) fc::t&£©##T> ^7x^V*^*y|7^KW^, ft; 
&m (5o) Sr#SXm*^*>5o 
10 SMlt Lttt, t-??S— A\ rh7tKP77^ S^n 

- 5 0 °C^^ 5 o *c-esjS«rfr 5 r. t So 

[X^O 5 ] 

15 iti&fo (5 o) (6o) &#SX^T?&S 0 

So 

[ieo6] 

tt&m (6o) ©=hy^S:JP7K^!¥UTs fl^4& (7o) £#SX$re 
20 &S 0 *3t;#8sH<B MH1] bmmv&ft^fcifc&fTo Z.b&-V%Z>o 

[110 7] 

\\&m (7o) KUfcSrfts/BS"^ (8o) ^5^*5, 

ltw\ mm. mm, h v 7**vw?w&%:m^&zk'&-?% s Q mmt 

LTIi, p« ^ / — /K — /K 1, zK^fcfi-tL^tDm^ 

rims. 
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1p 2p 



X=gP2 R 1 

3p 




[IiPl] 

dp) mix, (2 P ) ^sigt&s, 

i^nin;rf^>\ ^pp^/WA, N, N-^^/l^/VT^ h\ 

^ n, n-s^t y/o tw^i^/vT ^ y^oM©#$r> o°ca>£> 8 o°c 

10 com.m.x\ ~mwti?- t-^^m<Dnm^m^xR^ff^^t^x^^> 
[itP2] 

(2 P ) ^fci^j (3 P ) 4t&%a (4p) 

6o ®B£2TiifcAO [IgA2] ^[H^O^#-e^«rfT5-^^-t?#5 0 
[IgP3] 

15 (4p) ©R I3 W1U, fc-frtt (5p) ^r#^X@T*fe^o Mfe 
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[IiQ 1 ] 

tt&m (U) 5riD*MbT, (2q) &#5Xm-r?&5 0 
[XHQ2] 

<b^* (2d) (DTK^SrSUbbT, Q&m (3d) Sr#5X^T'fcS 0 tttt 
^«fel© [xmi 2] £ HJilco^-e^jS^ff 5 r £ So 
[IgQ3] 

10 • /ffr£4& (3d) \Z.m&<O^ET^ ^ls*JjiV*3r*/-ZiA>i$~jVT%;- (v^ h 
ici/ftxfty >v) -WtM . * ^/v^;*7vV'$rK/&£i2:> fb-S^fc (4q) 

o [5. 4. 0] -7-9J/ftI/**^5rim5. iii:Ltl4v v 5 
15 ^np^y, ff?t Kn77^ N, N - v?^ A 7 ^ 5 i 

tms, aS^iLTfj:, 0°C^b 1 0 0°CT»KJfo%n5 rims.. 
[ItQ4] 

fb#4& (4q) dthyt^A^ h^V.K«rR*i*', <bl^ (5q) ^#51 

20 ^irbTf^^y— ^ffiV^Si id5-e#5 0 .RjtSfi^i UTtts 0°Cfaib 
8 O'C-CSJESSr^T 5 r b 5» 
[XSQ 5 3 

fl^fc (5d) bft&m (6d) SrR&S^ fc&to (7q) ^#5I@T*$, 
5o SBfefrifeA© [ISA2] ilU«O^f|:-eKJtSSrfT5ri:j5S-e#5 0 
25 [IgQ 6 ] 

4bl^ (7q) KUMISS** ty^m (8q) Sr#5X5gT?&S. ai3t#ifc 
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OCD [Ig0 7] kmm<D0kflrX*Bil&&ft5 Z.h&X%5 0 
[I^Q 7 ] 

tt&m (8q) (DR^WllT, ft&m (9<l) «r#5X@T&5 0 $£5£ 
^SA(D [EBA13] t mMcDgzWX-Kfc&ft ?Z.b 5 0 
5 [X©Q 8 ] 

ffc^ (7 q) SrT^^TfcKj&S*, flS-^lfe (1 0 q) ^#5It"Cfc5o 

J&mMbVX\^ 2 O'C^b 1 5 0°CX%.Jfo&ft 5 i fc*S-c^s o 
CXSQ9] 

10 <fb1^ (1 Oq) ©R^^MLT, ffr£4b (1 1 q) Sr#5IgT?*)5, 

(i) o^^riftat, ifttfffltfeSo 

TIB— ^5^; 



o 




d**, RMt tula en *<oikmkRmm*e*>z 

R p5 « % t -z? Y**s*> jvig-jvUr^s^ V V ^vv-K*fc?3:5£- S.O z NH 2 
20 •eoit^fc^^bfeOTKfP^o 
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13 



o 




X 

/ 



N 



io CsfctK R^itfxra:, tulB CD ^©3£HfclHlliai-eS>5. 



15 csw, xra N ttne ci] ff©^iipfii?&5o fc^bxas^svv^-efc 
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13 



*5SW^IS5-fb^ (i) &ik&W (i) ©I^fctt^ (i) <£>7K¥n#>£ 
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5p*«*izi*-5<3tewttfr, mmamt. 

io s^rssic j; u m\, mm, mm. mm. %mmu *-7^>\>n, ^ v^n. 

m^bfizmn&w. mvm, shmbu mvmMM** & &u>&mz. y 
&&cm. mm, w^amm. Rmm&M,. pHim mmm, wasum* 
15 if^m-r^^t^x^, ~mzmm&mm<Dmwk^xm^btiz>s&fr*m& 

mmm, %t$m, m&M, m^m^m^^^M^tc^ %mtzz.*)i$m. mm. 
mm* tsm, wnum, ^^^nrnt-r^o ^tih<D^tvx^mx.i-t. 
20 *&.m. ^rBs itj&^v-t?^ Ym<Dmm.mm ;»^ o 77^y s 7^77^ 
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y 3— /K t'Vi/^y y;nf Y—)Vt^}^(O^^T^-=i—jv ; ^ 

10 f^^^K i^ai^^^^ t K n ^ i/7°n t°;l/^ f ;Vt;VP - ^ , t 

15 A-ir/un— * • t^a-v'?^^ LTf^ |«Ji^T7y^v^v' 

t7A, tfy^^i^^y ixy^ ^bffiW^ds, *fe#JiL 

M • M*£#J^te«Cs ^rOffi^^O; VM^-T^C ^?-$-%Z.b\$i>lb%A,m 

So ir?£fr%mftikK&t^femir%mmmPck^xn^ mm&, mmnt>\-&. 
25 ^mff a m^mmm.m^ti^^mmm^m^^^ k^mxh^ 0 mm-tzmmm 
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mmm, nmm&Ms v ^mtm. r^^-^m, 

SfefciKJIKl^C, pHfi^rlJ, mWffl&Hs ^r^-b^Js B»B&l$c£!k *£#k # 

xh^\ Mx-ternm, mm, mmvu *-?±^m. ^-f^ 

4*#J. *feW^U. U*ffiH* AIM, AJMk AWK, ^yTTfl, 

Ea§£>l£-§-*«\ jfietK©5g£, 14S'Js M> 

^ioii, ^©es, a#<z>#«fu tt^u 

^i£^ft^£9^L<M&5;^ iMAiltlBfefc?), Jfao'. 0 3- 
lOOOmg, ^fKttO. l-5 00mg % ^C^tKttO. 1-10 
Omg^l B l-*HIJJl^»fCS#i-5. ^tt^J^I^ ii^l ix g/k g 
20 - 3 0 0 0 /z g/k g-e&9 N £?3;U< «^J3 Aig/kg-1 000jug/kg 
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W&Ml. 4- [1- (2-^~;ls) - 6 7-3-*y-6, 7- 
^tKP-lH-^f^^ [4, 5-d] fa°y^V-2-^/V] tf^S?^- 
1—% ;yy$ t — "f^f-jV^X. TsV 

5 a) 5-^^/V—4-^-^y-4, [4, 5-d] fc°y^ 

5-^^-3, 5-??tKn^?^/ [4, .5-d] If y jft?>- 4 
1. Og, 4-^^75^ tf y^l 6mg x t-^f;H. 6 

10 -t-7"f-/W300mgOfb7tKP77>'0. 5ml^SrM^fi"e3^ 
mmn^o RJ&m^ t -7*f;^f;vx-T;V5ml SriU*., tK^LT^ 
Sr^iiU «lBfl5-a^l. 6 3 g 
^-NMRCCDCla) 

6 1. 72 (s, 9H) 3. 93 (s, 3H) 8. 38 (s, 1H) 8. 54 (s, 1H) 
15 b) 2-^pp-5-^^;W-1, Kn^f [4, 5-d] If y 

0°CT?^(D#|S^T> 5 -^^/W-4-^-^y-4, 
[4, 5-d] t°y l-^/V7i?^m t -^f/Vx^r/H. 6 8g*3 

j;U?^dri^^ an^^? V4. 1 5 g h7t Fp77V3 0 Oml»Uf 
20 ^^t^f^^^KS. 4ml (1. OWf7tKP77^i) 

Lfc^, 50mll U t - ^/l^ ?Vt^— 2 0ml 

*£U *&Ifc-eBM4fc: Lfc. tmM*UM\s, tKi Omi £ t-^/^^/v^ 

-X/W 10ml "CJIK^^U, «HBfc-£*& 1 . 0 3 g £#fc 0 
25 ^-NMR (DMS0-d6) 

5 1.45 (s, 9H) 3.72 (s, 3H) 8.33 (s, 1H) 



WO 03/104229 



PCT/JP03/07010 



114 

c) 3- (2^z2±~M -2-^PP-5-^;V-3, 5-^bKP>f$ . 

?v [4, 5-d] try ^-^-4-*-^ 

5-d] ^1)^-4-^7. 7 2 g SrT h9 t: Kb79^4 0 Om IK:® . 

5 i^MJ7s=;^7^yi4.2 2g*3it;2-^fy-i-t-^3. ■; 

8 5gttt 0*C*Tf?M*Uft. ry^*^#yi^- f-^/H 2. 55 
g OTf7kKD77yiOOml»ITU 3f$Wfi#Ufe: 0 SJ&?RSr« 
JE$t#§C> ^S^oo^^^S 0ml *3«ttJ«MJ :7/l^nf^5 Om 1 

10 # U tRM^ h P 17 A 5 N7jc^e 2 0 0ml *T*iSfci£ Ufc. TkJl 1 

(4:1) ^m^Mi »9 . *lBfb^8. 7 8 g^rHfc, 
'H-NMR (CDC1 3 ) 

15 6 1. 82 (t, J= 2. 3Hz, 3H) 3. 87 (s, 3H) 5. 32 (q, J=2. 3Hz, 2H) 8. 19 (s, 1H) 
d) 4- [1- j2=y±~M -6-^^-7-t»y-6.'7-i?bK . 
P-lH->f$^/[4, 5-d] tfy tf^9^^-l-^ ' 

»<P3£B$KT\ 3- (2-^^/W) -2-^nn-5-^;V-3, 5- 

20 1 K^-r 5 [4, 5-d] eym-4-tvi. i8 3 g , »y 

?A0. 8 2 9 g 1 1°^7 l t -^^f/H . 3 9 

5 g tcl 1 -p^/V- 2-t°n y K^5m 1 &Mx.s 1 3 0 "CC 6 IW1 Ufc 0 
SJ5S««r?&SIU, 7X5 Om 1 &jDn?U ftt^f/H OOml tttffiLfc. ^$IJI 
&7k 5 0 m 1 -C 2 UK ^-7" h U ? A©|&fPzM&?& 5 0ml Tii&^U « 
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9 1 6 g Sr#fc 0 
'H-NMRCCDC^) 

5 1.52 (s, 9H) 1.83 (t, J=2. 3Hz, 3H) 3.38-3.42 (m, 4H) 3. 61-3. 64 (m, 4H) 
3.85 (s, 3H) 5.09 (q, J=2. 3Hz, 2H) 8.13 (s, 1H) 
5 §jj2. 4- [7- -2. 7H-^V >- 

8 — f AA 1 t ^^^A^^lJk 

a) 7- -3-^^/V-3, 7 - i^t: Kg ^- 2 , 6 -i? 

. . 

3 -^f/^tyfy[CAS No. 1 0 7 6 — 2 2-8] 1 0 0 g N N, N 
10 -^fMA'AT^ KlOOOml ©ifr^fc^ 1 -Zfu^r- 2 5 5. 

3mi, mfc$<m% y>>A84. 9 g £;&n;t, ^a^-c 1 8 mm^wvtc 0 
m\z 1 0 0 0 m 1 (DTk&Mz., mux* 1 mmMW^, &&tk$ty!)$:?>ffl, #e>*b 

fc&&mfc&*, x-zf^>v*^)Vzx-~7-;v\z.XWfr\^, ^fB-ft^Srl 1 2g 
#fc 0 

15 ^-NMR (DMS0-d6) 

5 1. 82 ( t , J=2. 2Hz, 3H) 3. 34 (s, 3H) 5. 06 (q, J=2. 2Hz, 2H) 8. 12 (s, 1H) 11. 16 
(br.s, 1H) 

b) 7- -8-^PP-3-^f/V-3, 7-^fcKp/!)y 
-2, 6— <Z?3r> 

20 7- (2-^=/k) -3-^^/W-3, 7-^t Knyyy-2, 6-^ 
^ 1 1 2 g 3rN, N-^fMM7^ K2 2 0 Om 1 fcigL, N-^ n n =r 

^^^K7 5. 3 g ^n^s tatr 5 ^mmwLtio safcrniz 2200m 

25 ^-NMR (DMS0-d6) 

6 1.78 (t, J=2.0Hz,3H) 3. 30 (s, 3H) 5.06 (q, J=2. 0Hz, 2H) 11.34 (br.s, 



WO 03/104229 



PCT/JP03/07010 



116 

1H) 

c) 7- (2-zff~M -2, 6, 8- h 9 ^PP-7H-^!) V 
7- -8-^a-3-^f/V-3, 

2, 6-^/2, 5 2 g> t^t^y y 1 0 Oml 2 0 6 C(Ct 

5 1 4B#r^*#UfCo ^J«£?££PUfcm> M'fby >-4. 1 5^^A^H^l n 1 

2 o°c^T2 4Htfem#bfc 0 ^^^m^-e^*pufc^, 

wttz.®.^^ wm^Mzxmwi, %hfhtz.^mm^s mmgmykfcxmw- ■ 

10 j — (ft^^/V : ~^f-^= 1 : 3) tUTMftU »SBft;^Sr2. 4 Og # 
^-NMRCCDCls) 

6 1.82 (t, J=2.4Hz, 3H) 5.21 (q, J=2. 4Hz, 2H) 

d) 4- [7- (2 -y^nyl/) -2, 6-^PP-7H-7 < !) ^-8->f- 
15 )V\ M^W— 1 t -7f;i/x^r;v 

7- -2, 6, 8-MJ^oo-7H-7 a yy2. 4g, ^ 

K^Jtf-t- h y 1 . 46g v \?^<? 9 S>- 1 -ifr/W^Bfe t --fT-s^XT 
;V2. 4 3 g.Ti? h~ 5m 1 (Bjffi^Sr^tfi-C 2 R#Pg 2 O#»#bf;io 

^fe^^TK^hy *ao. 7 3 g> ^'7^y-i-*;^v| t-zff- 
20 /^n^Tvu. 2 i g*in^ ^?i.-ei^re^#bfco BJ&m&wm:^^-* 

^-NMR (DMS0-d6) 

25 6 1. 42 (s, 9H) 1. 83 (t, J=2Hz, 3H) 3. 48-3. 55 (m, 4H) 3. 57-3. 63 (m, 4H) 4. 89 
(q, J=2Hz, 2H) 
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rnmmi. F7- (2-^pp7x^) -l-^^vf-e-a-^ry-s- (tr 

^. S ?*? > -1-'CA') - 6 , 7 - ^b Kp - 1 H-^g V- 2 - >f 

5 a) 2, 2-i?^/^gg , *-ylfe r7-^>-^-2, 6-^^y-l, 
2. 6, 7-fh7bFP^'J^-3-f^] ^f;^^ 

1 l^L, TK^-T- 5 7g, ^PP^W^l/-h7. 7ml 

1 ^m^H J: 9 x *IBfc£*fe 2 . 6 6 g Sr#7t 0 
^-NMRCCDClg) 

5 1. 18 (s, 9H) 5. 45 (s, 2H) 6. 06 (s, 2H) 7. 34-7. 39 (m, 5H) 7. 58 (s, 1H) 8. 18 
15 (s, 1H). 

b) 2. 2-^^7 p Ptf^-^ife [7-^^v^-l - ^^^-2, 6- 

v^^y-i, 2, 6. 7-fh7tKP7°yy-3—f^i ^/v^tvv 

2, 2--^^VK7 B t3 If^-^Bfe [7— <^/V-2, 6-^^-1, 2, 
6> 7 _^ |, 7 t p n ^ lj y- 3 > f ;Vx7 f/V 2 i 6 6 g SrN, N — 

20 ^^*;^7$ K3 Om 1 l:^#U 1. 6g, 3 

b/i^>"C h y i/a yu ^1^-8^2 . l 6 g £r#fco 

^-NMR (CDC1 3 ) 

25 5 1.18 (s, 9H) 3.41 (s, 3H) 5.49 (s, 2H) 6.11 (s, 2H) 7. 26-7. 39 (m, 5H) 7.57 
(s, 1H) . 
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c) 2. 2-^^7 p n ttl/Wt [1-^^-2. 
2. 6. 7-fh7bKP^'Jy-3-^^] ^f/Vx^r/V 

2, l-^^/V-2, 
^y_ 1? 2 , 6, 7—T b7t Kn^y ^- 3->f /V] ^f;l/x^f;W2. 3 
5 4 9 gMl00ml(^)m 1 0%/-?7^^^^^1 g^rJnx.s 7K^#H 

8 7 1 g Sr#^t. 
'H-NMRCCDCla) 

5 1.19 (s, 9H) 3.48 (s, 3H) 6.17 (s, 2H) 7.83 (s, *1H). 
10 d) 2, 2-i?7t^/K7 P gfc°a~^ 17- (2-^PP73:^) - 1 -y 
^/V-2. 6— 2. 6, 7-T h7b Kp^U V- 3 --Ok] y 

2, 2-^^^/V^nfc 0 ^-^m [1-^^-2, 6-^^y-i, 2, 
6, 7-fh7t Kp^ 1 ; ^-3-^f;v] ^f;v^r;n. 60g, 2— 
15 P7x=;^pytl. 83g,iM (II) 1. 5g2rN, N-^^/W-* 
K3 Om 1 (MUt'y^3ml ^Di>t}ll:T3 0^«#Ufc o 

T»iU7c 0 fliSrlN-M, tK, «n&»fc:T^U 

20 5ISri/y*^9^Pvb^7^H:it^U ^f-v-g^^'TvV' 
(3 : 2) ^W^Pi«t9, M%Mk&V07 24mg^fc. 
e) 4- [7- (2-^PP7i^) -3- (2. 2 - ^ fvkglg 

/v^-^->y^/v) -i-y^w-2, 6-v > ^-^y-2. 3. 6. 7-rh7t 

25 -7VV 

2, 2-^f;V7'nW , /| [7- (2-^na^ai=:7V) -1— y^/V 
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-2, 1, 2, 6, 7-Tf7tKo^'J^-3-^;v] 

^f;W2 4mg?:N, N - i?^ f ;V*M7 1 5 m 1 CIS L, 
PP3A^n'7 6 0mg £r#Px./c 0 £0»£r^^#U fcJ&Wi%mk^ 

5 51, 2, [8-^PP-7- (2 

-^P7i^/V) -l-^^/V-2, 1, 2, 6, 7-7h7 

t Knyyy-3-f;V] ^^/Vcc^-tvW 6 4mg£r#fc 0 fcV^S* 
1 -*^3j?^Bft t -7 ? f;^^r;V4 g fciB-g-u; 15 0° C(^p^bfc 0 

2 ) J$fcU#® J: 9 x «iBfl5<£4& 7 2 4 m g £r#fc 0 

f) 4 - [7 - (2-^PP7x^;V) - 6-^^-7-2, 
3. 6. 7-7f7bKP-lH-7°PV-8-^;V] bV<^ 3? V- 1 -jJ/lstf 
15 t - •f^-?V=c * 

4- [7- (2-^pp7x=/V) -3- (2, 2-^y ^/V^n K°3r~;V3r 
-l-^f-/^-2, 6-i?**y—2, 3, 6, 7-fb7t Ko 

-iH-7yy-8— T;H fc'^v^- 1 — jfr/vaK^K t -t/^vv-j^tvv 

S—JVl O.m Is T>7t KP77^2 0 m 1 KW-fflV, TK^b^ h P !7 
20 A 2 0 Om g %^JPx., ^^T^»#Ufc 0 1 N-fflfc^JP^ EfcSfc 

^bfco a^Sr^-^/H-raU, 51U ^|5<b^ 4 5 0 m g £#fc 0 
'H-NMR (DMSO-d 6 ) 

8 1. 35 (s, 9H) 3. 04 (s, 3H) 3. 06-3. 12 (m, 4H) 3. 17-3. 22 (m, 4H) 7. 48 (dt, 
25 J=l. 6, 7. 6Hz, 1H) 7. 53 (dt, J=2. 0, 7. 6Hz, 1H) 7. 63 (dd, J=2. 0, 8. 0Hz, 1H) 
7. 65 (dd, J=l. 6, 8. 0Hz, 1H) . . 



WO 03/104229 



PCT/JP03/07010 



120 

g) 4— [2-^PP-7- (2-^PP7x^) - 1 6 — ^-^r 

4- [2, 6 — p p — 7 — (2-^PP7x^) -7H — ^ 
5 /U] fcV^v^- 1 t~^^V^^;V (g-2) 

4-[7 - (2-^PP7x^;>) - l-^f;l/-2, 6-^^y-2, 3, 
6, 7— 7 s - KP-lH-7*y bV< 1 

t -7*f ;Ux^f ;V 7 8 m g ?r^i4ljb U ^ 3 m 1 t s 12 0° C\Z.X 

1fr&gkft bfc 0 U a^S^r^ h7tKn77yiml K^M bfc„ 

10 I © % © ?rZ^t ^~ t - 5 0 m g N 7h7tKa77yimlv«7jc. 

itby7^100mg, tKO. 5 m 1 ©lii^ 1 StluT 3 

(3:2) Igffi^MJ;^ 4- [2, 
15 6-^PP-7-'(2-7PP7xd/l/) -7H-7 P yy-8--f;V] 
v^— 1 t — ^^-/Vai^^/H 6mg £r N 

(1 : 9) $§ti|#]ii«fc«9 N 4- [2-^nn-7- (2-^an7x=;V) - 1 
-AT-As— 6 -^-dry-6, 7-v?tKP-lH-7 p yy-8-^f;v] 
^-1-7J^2J?^ t-7*f;vx^r;H0mg#fc o 
20 h) [7— (2-7PP7x^;l/) - 1 -^f;I/-6-t^y-8- 

^-1-^VlQ ~6. 7 - i?fc Kp - 1 H-7 , !J ^ - 2 ->T;W^] S»a 

4- [2-7PP-7- (2-^PP7x^/V) - 1 — *^/U— 6 -^7" 
6, 7-v?tKP-lH-7'yy-8-^] fcV^^- 1 -77/^^ t 
25 -7*f;H^f;H Omg, ^y3-;^xf;l/x^x;H 0mglrN-^f;l' 
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mmmwvtco Rj^m^m^Mmmv, iN-«a^u 4- [7- 

(2 - ^ n b^f— 1 — y^W— 6 — 

^y-6, Kn-lH-/'jy-8-^^] ^7^-1-*^ 

5 \mmu mmhrtco mm^mm^mmm^ri^Y^yy^- (Ti?b~by 

}V-i&%mm (0. l%hy £J^fc 0 ) KlTttRU 

tt&to 2. 1 1 m g £r#fc 0 
MS ale (ESI) 447 (MH*-CF 3 C00H) 

mmm\2. [7- (2-^pp7^) - l-y^-e-a-df-y-s- (t° 

10 1-4 A*) -6. 7-^Kn-lH-7'!)y-2 fjVttSslW? 

4— [7— (2-^no7x-;V) — 2 — 31 b^v'TJ/V'^^/vy h^v"— 1 — 

y^vv-e-^y-e, 7-^tKn-iH-r?^8-^] 

— l-TJ/l^^^ t-7"f;mf/H6mg^^/-/V0. 4ml, 5N 
15 -Tkmk-r hV9 AtK^ 0 . lmllrJPt, MUKX 2 

^- (r-fe b- b y a—zMM^IMb (o. 1% b v y^nwmfs^) £fflv^fc 0 ) 

tt»»t, ^IB'fb^ 2 . 4 5 m g <Sr#fc 0 
20 US (ESI) 419 (MH + -CF 3 COOH) 

Hjfcfl!l3. 7 - ( 2 - ^ P P 7 a - 2 - P T^f /Vt =»r i/- 8 - ( t°^7 

*J-y-l-4M -l, 7-^fcKP7 , l)y-6-ty 

a) 2. f7-^<^^V- 3-(2. 2-3^^ 

^Pe^/V-^-yy^)- 2, 6-^V-2, 3, 6. 7-fh7bKP 

25 y y y- 1 — < ?v\ y gvk: 

7-^y^tyfV9. 5 4g£N, N-^f;V*;^7$K2 5 0m 
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1 fctHPUifti*!) 7g^nn^f;>tV^-M 4. 2ml *M$L, 

U*W7^^P-7 h^7^-^*fi£U : 2^ 

5 ffl#BU!K aHBfl5-fr«l 2. 8g£#fco 

b) 2. [3 -(2, 2--^^^7 P Pb°^7V^- 
^30^/1^-2. 6-^^y-2, 3, 6, 7-f f^t Kp^!/^- l->f 

2, 2-^^^V^cifc: 0 ^-^ [7-^>-^-3-(2, 2-^^V^a 
10 \?Jr~?v3r*r*/* s f'>V)- < 2., 6-^y-2, 3, 6, 7-rb7kKP7 p !) 

c) 2, 2-^f;W7°Pt 0 tyt [7 - (2-^pp7i^/V) - 3 - (2, 

2 - i^^ f;W7°P f ;v) -2, 6-v ? ^y-2, 3, 6, 7 . 
15 -rh7t: KP7°yy-l-^^l ^/kj^-Tvi^ 

2, VXr^Wt [3 -(2, 2-^f;V7"Pt 5 ^Wi/ 

;*?VV)-2, 6-^V-2, 3, 6, 7-7 1 h^fc Kd^y ^- 1 — ( ?V\ 

^-NMRCCDClg) 

20 5 1.16 (s, 9H) 1.22 (s, 9H) 5.99 (s, 2H) 6.19 (s, 2H) 7.42-7.52 (m, 3H) 
7.58-7.61 (m, 1H) 7.73 (s, 1H) 

d) 4- [7- (2-^PP7i^) -1. 3-tf^,- (2, 2 — fvKT" 
g b^xyl^-dry^ gvW) -2, 6— S?a-3f-y-2. 3, 6, 7-7"h9tKP 

-iH-7'yy-8-^] l t -^/vx^tvv 

25 2, 2-^^/0^^ [7- (2-^an73i^/vj -3- (2, 
2 - ^^ f ^7°B If tx/^^S/^ f ;V) -2, 6 -i^tf-^y- 2, 3, 6, 7 
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-Tb7tKn/!)y-l-f;v] *7-fr^xTfl'&W>XMteW 1 e) tmM 

^-NMRCCDCla) 

8 1.16 (s, 9H) 1.23 (s, 9H) 1.44 (s, 9H) 3.20-3.35 (m, 4H) 3.32-3.37 (m, 
5 4H) 5.92 (s, 2H) 6.09 (s, 2H) 7.41-7.49 (m, 2H) 7.52-7.57 (m, 2H) 

e) 4- T7- (2-^PP7x^;V) -1- (2, 2 ^^;v^n\f^r^v 
-2, 6-i^-=fry-2, 3, 6, 7-7h7tKn-lH-/ 

y 8 Myitis— l —2uvi£'y&L t == ^gvi^^7vv 

4- [7- (2-^PP7x^) -1, 3 -If*- (2, 2— S^^Vl^n 
10 fc°^/V^-dr^^/V) -2, 6-^7-2, 3, 6, 7-rh7t Kp- 

1H-7 P U ^—8 f /V)] t 0 ^7^^— 1 t -^^-/V3i^7 i /V2. 

2 2 7 g h7t Kn77 % /1 Om 1 N ^ ^7-/1^2 0ml togffiU^ 1, 8 
-^Tlftf^n [5, 4, 0] !7^7J- 7— ^>-0. 5 1 8mllritl^ ^ 

15 1 . 0 2 5 g 3r#fc 0 

1 H-NMR(CDC1 3 ) 

6 1.16 (s, 9H) 1.44 (s, 9H) 3.22-3.24 (m, 4H) 3.33-3.35 (m, 4H) 5.90 (s, 
2H) 7.43-7.47 (m, 2H) 7.51-7.57 (m, 2H) 8.71 (br, 1H) 

f) 7 - ( 2 - ^ P P 7»SA>) - 2 -7^ P 7* 8 - (tf^v^- 

20 l-^AO-l, 7-3?fc KP7°y 

4- [7- (2-^BP7xX;V) - 1 - (2, 2 — S?7* ^T^* 3 t 9 ^"— ;V$r 
**S*^-?V) -2, 6-^7-2, 3, 6, 7-fh7t Kn-1H-7°!J 
>--8— >f7V] t'^^^y- 1 — ^J/^J^l^Wt t -7f/^^7^8m g &:N, 
N-^f;V*;l/AT5K0. 3 m lfc:$g#?L % 7*0*^ >-0 . 0 5m 

25 1 > ^fiftjtr y7A2 0mglrMs 50° C fcTjj«8l#Ufco KJ&fccfcfBB^ 
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jJc3Wfctf-MJ !>A5mg^[I^ SB.lC"C3l$|H!J|#Lfco SM^lN-lt 

(0. l%hy7;^n^M) ^rffiVNfCo) fcTflKRU anafti-fr* 
5 1 . 8 9 m g £r#fco 

MS Ve (ESI) STSd^-CFaCOOH) 

2- [7- (2-^^) - 1 6 - Cg 

^^-X-^f^) - 6 , 7-v?t Kn-lH-T'iJy-2 — L±±±H] ^ 

10 a) 2, 2 zz j£2Lf2!^H-g±>Ji [7- (2-:7»^a0 -1-7^/^-2, 
6-^7-1, 2. 6, 7-fh7tKP7y^-3-^] ^f;wx77 

2, 1-*?*f-)V~7v\£i>r\/WL [l-^/V-2, 6-i^^y-l, 2, 
6, 7 -7 f 7 1 Fp 7!J y- 3 -'f ;v] ^ f ;n^f;i^ 1 . 871g£rN, N 
15 -^^ f ;v*;vA7 5 K 3 O m l tiib, » P 7^ l . 5g N Z-zff— 

#3RU tK^ lN-i£l£Ti5fc^Ufc 0 *w*^*«iaK^^^^A^ft*u 
»j»ES*Ufeo aS?ri/y*^7A^a-7h^77^Huti^U 
^dr^^-^cn^ (3 : 2) *§m#® £ 5 > «im&&4fe 2 . 1 2 g £#fc 0 
20 b) 7- (2 -^=-710 -1-^A— 3, 7-^Fp7PV-2. 6 

2, [7- (2-^^/^) -l-^^/V-2, 

6-^^-^y-l, 2, 6, 7-T h^t KP7°y >— 3 — (A*] ^^U^-^T 

25 ^-NMRCCDClj) 

5 1.91 (t, J=2.4Hz, 3H) 3.39 (s, 3H) 5.10 (s, 2H) 7.93 (s, 1H) 10.62 (s, 
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1H). 

4- [7- -1-^^-2 6-^»V-9 , a, 

'H-NMRCCDClg) 

S 1. 48 (s, 9H) 1. 83 (t, J=2. 4Hz, 3H) 3. 37 (s, 3H) 3. 37-3. 39 (m, 4H) 3. 58-3. 60 
(m, 4H) 4.87 (s, 2H) 9.68 (s, 1H). 

10 2- [7- -i -^u-fi-^y-g, (g^*, 

1-^) -6, 7-^Kp-1 H-^'jy-^ -^^>l -7-^,l, 

Bfe ^vv^ x^'i s h!)7 ^ n msar 

4- [7- (2-^^) _!_^^_ 2> 6 _^^y_ 2j 3 6 
7-rh7fcKa-iH-/y^8-^] ^9^-1-^^^ t 
15 -^^^8mg x 2-/^7x=;^^ f ;n Omg&N, 

5 0° C^Ti^^#Lfc 0 S^^^^^^n^l, 7* N in-«i:t« 

20 U7;^ni^f) fcJB^fc.) fct«iU *IBft** 1 . 0 7m«*#fc o 
MS m/e (ESI) 451 (MH + -CF 3 C00H) 

5 • 7- (2-^) -2-^^ D ^^^^,V-i-^^- 

.8- -i. 7-^KP7°U>- 6 -j-y 
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MS (ESI) 385(MT-CF 3 CO0H) 

mmm&. 7- {z=?±~M -2- (2-7 h**/) -1-^^-8- 

ffiMM 

MS m/e (ESI) 359 (MH + -CF 3 COOH) 

^feffjl7. 7- (2— :7^~/W) -2— ix^ P^^^/k^-dry-- 1 -y=f- ; y— 
8- l ->f ;v) -l, 7-^bKpypy-6-ty Y))7?v 

10 ^-p^t 

^iS#!l4d)&;L;fc^T N 2-^n^7^=7V^^^v^^^^©^^ ( 9 t-T'n 
MS Ve (ESI) 371 (MH + -CF 3 C00H) 

g|»i]8. 2- [7- (2-^^/V) - 1 -^-^y-8 - (fc° 
15 ^v^-l-^lVV) -6, 7-i^t:KP-lH-7 P yy-2->f^^] ^ 

MMffl4d)\Z.$3\,^X^ 2-7^^71^^ ^/Wn;*'7VKD'ft;b9 C2- 

MS Ve (ESI) 417(MH + -CF 3 C00H) 
20 ij^ij9. 2- [7— - l-^^-;V-Q—^r^y-S- (tf . 

^3^-1-^Vv) -6, 7-^bKP-lH-7 P yy-2-^;Vt^l 7" 
P b:"^- J-jyau ?,<t;V 

25 mmM^ntio ^ok^NH-^y^y/v (r^ y^x-mmttrnzzfrfcis}} 

*y;I/:I±i/'Jv'7|t;^li NH-DM2 0 3 5) ^JIVnt^ h ^7 :7-f 
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MS (ESI) 404 (MH*) 

MMmi 0. 2- [7- (2-y^n;V) -l-^^7l^-6-^-^y-8- (tf 

5 P h U 7;Vj-P^H 

4- [7- -l-^^VW-2, 6-^^y-2, 3, 6, 

7-x b7t Kp- m-yv is— 8-' <?V\ bf^9^^— 1— */^Vift t 

-^H7f;>8m g > 2 — ^P^E-T/p f^^^n^VWc^TVl' lOmg^N, 

10 5 0° C^T3M^d»#bfco RJS*fcff»3^/^jq*.^ 7K 1N-»T* 
#U £WJI*:*IBL. 4- [7- (2-^^/V) -2-(l-#A-*>^c 
h^»- 1 -tf-As— 6 7-^fc Kn-lH-/yy-8 — f 

-;vo. 4mlWU 5N-7K^b^hP ?^tK$«o. lmllrjlDt, i 

(T -fe h ~ h V fr-imJ&Wfe ( 0 . 1 % h y 77^P@|^#) 
&m^tc 0 ) fcTift^U ^15^1^3. 3 7mg^#fc 0 
MS Ve (ESI) STSOfflT-CFaCOOH) 
20 Hifcfljlii. 7- (2-y>^~M -2-* h*c*y- l-ff-sis- 8- (fc°^< 
=7i?i/-i — f/v) -l. 7-^bKP^yy-6-ty Mj 7Ao*-PiEife!fr 

a) 4- [7- {2-y^=-jV) -2-^PP-l-^f^-6-t^ry-6, 
7-^tKp-lH-/r/-8->f;v] t:V7^^-l-^;v^ygl t 
^/I^^tvV (a - 1) . *5«};t^ 
25 4- [7- (2-^^-=/^) -2, 6-^PP-7H-^gy-8-^] 

t -:/^vPj^7VV (a -2) 
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4- [7- (2-^=7P) -1-^^-2, 6-^^y-2, 3, 6, 
7-fK7tKn-lH-^!)y-8-^;W] 1 t 

-Zff-JV^XTJVS. 12 7 g ^r^-dr Mft-ffc ^75ml U 12 0 

5 fc„ tOtoa^-t-T'f/vrg, 7K7tKo77y50ml, 
ykmi-hV !7Aioo gN 7K20 Omi©WW}:ftf v III:tiW# 

7^-fc-C*tMU ^=3rif^-^^^V (1:1) mm&m£<0. 4- [7- 
10 (2-^^v) -2, 6-^nu-7H-7'!Jy-8-^;V] t°^7>^^- 
1-7J/V#^ t-^^vVcn^TvU. 3 4 8 g FH-NMRCCDCL.) 8 1. 50 (s, 
9H) 1.87 (t, J=2.4Hz, 3H) 3.64 (m, 8H) 4.81 (q, J=2. 4Hz, 2H)] 

^-mm^/v (i : 9) mmfrmxy, 4- [7- (2-^=^) -2-^ 

nn- l — ^^vv_ 6 _^-ae y-6, 7-i^t Ko- lH-ZU y-8 — ( /U] 
15 fc 0 ^^- l-;*7/l^^g£ t-^^vl^X^vk FH-NMRCCDCL,) 5 1. 49 (s, 
9H) 1. 83 (t, J=2. 4Hz, 3H) 3. 42-3. 44 (m, 4H) 3. 59-3. 62 (m, 4H). 3. 73 (s, 3H) 
4.93 (q, J=2.4Hz, 2H)] 1. 2 3 8 g #fc„ 

1->T^) - l, 7-^KP7°!)y-6-ty M7;^Piiffi 
20 4- [7- (2-^=/V) -2-^PP-l-^f;V-6-^y-6, 7 
-v 5 !: Kn-lH-7°yy-8-^;l/] ^V- 1 t 

^f;!/8mglr^^/^0. 2mli«L, TkPPHb^- h V 17 A 1 0 m g 

25 ^^iiSjg^^n^ (Ti?h=hy^-7jc5M£ffc*B (0t 10/o 

h y 7A>*vWMt&*) 3rfflV^c 0 ) fcTft^b^ia'fb^ 1 . 7 2mg £#fc 0 
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MS ale (ESI) 3170lff--CF,C00H) 

mmmi2. i- i s- (t^ 

m^xw-* h^^^^—wmu ;—;v (20 : 1) 

^-NMRCCDClg) 

8 1.42 (t, J=7. 2Hz, 3H) 1.82 (t, J=2. 4Hz, 3H) 3.02-3.06 (m, 4H) 3.40-3.42 
10 (m, 4H) 3.46 (s, 3H) 4.51 (q, J=7. 2Hz, 2H) 4.90 (q, J=2. 4Hz, 2H). 
MS ale (ESI) 331 (MH + ) 

iiii3. [7- - 1 - ^ ^vi— 6-t^y-8- (fc°^ 

y^-l-^fVV) -6, KP-lH-7 p !Jy-2-^;m^] l^t 

15 Httil4. [7- (2-y^^7V) - 1 -y-^-JV- 6 ~^-^y- 8- (fcT^ 
7i>y-l-^;V) -6, 7-v?t:FP-lH-^yy-2 — i J\>jr*r*S~\ BElfe 
4- [7- (2-^— /V) ^VV- 6-t^y-6, 7 

-^tKo-lH-^yy-S — f/V] fcV^S^ — 1 -JjAstS^W. t—^ff- 

20 m^xmmmi 1 tmm^mmv, [7- (2-^^u) -i-^^v-6-^- 

(fcf^v^-l — f/W) -6, 7-i?K}?Ti-lH.-^})^-2- 
^ ^^■^^m.^^^-^'r/v V ]) ~7A'3rti^WtM.b, [7 - (2-^f-^M 

- 1 6 - (f-^^v 5 ^- 1 f -6,'7-^tKn 

- 1 H-yV is- 2 -<< JlsJr*c*s] h y ^/l^nf^*! CMS a/e (ESI) 
25 361 (MT-CF 3 C00H) ] £r#fc„ [7- (2-^—^) - 1 ->* 6 y- 

8- (fc°^9^- 1 f /^) -6, 7-5?t 
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tv^yy^zrj—'mwk^, mtk^'v- * # ; —jv (20 : 1) m-m^-mx.*) 

[7- (2-^^7V) - l-ff-JV- 6 -tty- 8- (fcV<9$^- 1 --f 
7W) -6, Ko- V- 2 -^/V^^iX] ft^n^Vl^^TVW 

5 PH-NMRCCDCla) 5 1.29 (t, J=7. 2Hz, 3H) 1.83 (t, J=2. 4Hz, 3H) 3.02-3.06 (m, 
4H) 3.38-3.41 (m, 4H) 3.55 (s, 3H) 4.22 (q, J=7. 2Hz, 2H) 4.90 (q, J=2. 4Hz, 
2H) 5.03 (s, 2H) ; MS a/ e (ESI) 389 (MH+)] &r#fc 0 

Hjfcffl)15. 7- (2-^^7V) -2- (2-^ h=3r^ -1-^ 
(fcT^S?^— 1-^/VQ -1, 7-^fcFP/!)y-6-fy h 
10 U 7;v3rv%tW& 

MMM 1 3 fc^T, 2 - Kn ^f^^^/^^TVi^ftfr 9 2 h 

MS Ve (ESI) SeKMlT-CFsCOOH) 

mmmi e. 1- u- (2-^^~m - i-^^/^-6-^-^y-s- (t° 

15 ^S^-l — (M -6, 7-^bKP-lH-/!Jy-2-^;^^] ^ 

MMM 1 3 tel&VM:^ 2 - 1 Kn v-i^M^^V^^^^^f^t? 9 1 - fc K 
D^^V^a^^^>'^/^7^V^^5 : •/^^^.^/v^^ffiV^T^»!Il 3 ^IrTO^ 

20 V^-r^n-^ h^^^^— ^SIL, ft»x^-^^/-;v (2 0:1) ^m^W 

1H-NMR(CDC1 3 ) 

6 1. 19 (t, J=7. 2Hz, 3H) 1. 39-1. 42 (m, 2H) 1. 67-1. 71 (m, 2H) 1. 83 (t, J=2. 4Hz, 
3H) 3. 02-3. 05 (m, 4H) 3. 37-3. 40 (m, 4H) 3. 49 (s, 3H) 4. 14 (q, J=7. 2Hz, 2H) 
25 4.90 (q, J=2.4Hz, 2H) 
MS Ve (ESI) 415 (MH*) 
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mmmi i . 1 - n- (2-^=^) - 1 -^^v-6-^-^y-8- 

4- [7- l-^^ 7 v- 6-^-^y-6, 7 

5 -v>t Kn-iH-yyy-8 — f/V-] f^^^^-l-^/^^ t-^ 

2 0mglrN-^f;Vt o n !) KVO. 2ml l^gL, TkMttrt- hV ?A 1 Om 

ttmufco mmm&mm^ 4- [7- (2-^^) -2- a-^h^ 

10 ^/l^—yl^^n^n fcVl^^i/) — 1 °f-;V— 6 — ^"dr V — 6 , 7 — i?fc K 

;V6 3mglr#fc 0 r<£&<E>2r:^y — ^o. 4m 1, 5 N— yjkSMb*?" h !7 # A 
0 . 1 m 1 \Z.Wm L % 5 0° C KXfefflStW bfc„ Rj&iRfc: 1 N-i£M<£r 
in*^ fflts^fctaWLfc. :&ttJ|&*ttfU 4- [7- (2-^=/V) 
15 — 2 - ( 1 i/i/? d/d tVl^^^) - 1 - ^vU- 6 — y - 6 , 

7-^t Kn-lH-yy ^-8— T/V] ^7^-l-*/^^i t -:/ 
^VWCX^VP 2 2 m g £#fc 0 lmg^H 7;Vtnitt^l? U 

mm (o. i%hy fcjsv^fc.) mr«r»u WBf&^fci. 

20 6 4 m g 3r#fc 0 

MS Ve (ESI) 387(MH + -CF 3 C00H) 

SMMl 8. 1- [7 - -l-^^-6-^y-8- (t:° 

1 - J AA -6, 7 - ^b Kp - i H -7°y y- 2 -^f;^i/] is 

25 4 - [ 7 - ( 2 —Zf^—zV) - 2 - ( 1 -#/l^:3r v->^ o \fjV$r*ls) 
— 1-^^/1—6— ^"dry- 6, 7-i?fc Ko-lH-7°!Jy-8— f;>] t°^< 
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7v?y- 1 —^jjv^Wt t - zf^-}vzr.^y-)v\ lmgSrr h7t \fu7 9> i 
m 1 \ZMM Us h y ^ ^ 0 . 0 5 m 1 N n^Sfct^W 0 . 0 5ml 

^iiS^tl 5#flt#Ufco 2 0%T^^T7K0. lmltti ^fifc 

77^- (r-feh=hy/v-7km^«j4i (o. i%hy.7;^p|iitt), %m 

MS Ve (ESI) 386(MIf-CF 3 C00H) 

mmmi9. 7- (2-^n/v) -i-^a— 2- (2-t^yfh7t 

10 KP7 7y-3-^;Wi/) -8- (fc 0 ^7^-l — "I. 

HJ£#IJ 1 3 M*5V^ 2 - t KD ^Vgl^t^l^^/V^ftfr <9 3 - t K 
n^i/^t: Ko^7^-2-^-^^V^^m^!ll 3 £|i»fc*Qi3£U ^IB^ 

15 MS Ve (ESI) 387(MH + -CF 3 C00H) 

mMM2 0. 7- (2-Zf?-~>V) -l-*J-;V-2-7x.;**S-S- (fc° 

1 -AM - 1 , KP7°yy-6-^y fy7;^p^i 

^JSMl 3fc3ol^T, 2-t Kndr^^rc^vrc^^/K^f^^V) — 

20 ^m^xmmm 1 3 1 ^iMu, ^iB^^^#fc 0 

MS Ve (ESI) 379 (MH + -CF 3 C00H) 

gdfeffd2 1. [7- (2-^*?-~;v) - 1 -^f;P-6-t^y-8- (fcT^ 

-6, KP-lH-7°!Jy-2-^^] jtxf;V 

25 HJfc^l 1 3 K:*5V^T, 2-t Kn^rv-i^^^^/V^^-r/KDft^)?) S£2- (t 
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MS of e (ESI) 373(MH*-CF 3 C00H) 

mmm2 2. 7- (2-y^^M -1. 2-i^^vv-s- (if^-^v- 

1 — fAO -1. 7-^t:KP^!)y-6-^ b'j7;vtP^ii 
5 4- [7- -2-^oo-l-^f/W6-t^y-6, 7 

WO. 2mll*L, ^f;^y^^py F (1. 5Wh7tKP7 
7« 0. 2mim 50°C^T0. 5^ra^#U/c 0 RJ&tt&WBU 

77^- (Tir h=hyA--zMM£l&$B (0. l%fy7;vtnRS^f) 2rJ3 

MS Ve (ESI) SOKMir-CFaCOOH) 

mmmzz. 7- iz-zf^-tv) -1-^^-2-^/^-8- {&<9 

15 jt^-l-Jfr) -1, 7-'7tKP7'!)y-6-ty YD7;V$-x3mW& 
4- [7- (2-^^/V) f-/V— 6 ^ - 6 , 7 

-v?t Kn- 1 H-^y ^— 8 — f;u] ^7i?y- 1 t-^ 
;H^f/V8mg, 7 1 h7^ h y 7i-;^^7^y^7^7^2mg?rv ? t 
=¥1^0. 2m IKfeMV. 7"f;W^v">A^ n y KO. 5ml (2. O^- 

20 /Vv^^/vcn— *r;vmW) ^£MI&2ml (0. 5^7 b?t Ko77V 
»»0 &&kd>£fc^Ufc^O. 3mUM N 5 0° CtT5W#L 

^ift^i^^n^ f^77^f- (Ti? h~ h V>v-i£%jmm (0. I%h!l7 
/HfrnlffiMrtr) &JSV\fc 0 ) H:T*tfiiU 3 . 3 8mg^#fc 0 

25 MS /z/e (ESI) 343 (MT-CFaCOOH) 

H»il2 4. 7- (2-^-7U) -l-^^7V-2—<^^-8- (fc°^< 
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^< ^ ^jfc ^^Jx^ciyKO. 5ml (2. 0 ^V-i^^/V^— tv!^ 

W) i:Iftll&2ml (0. 5^Vrf7tKn77«) &fck/^C£> 

5 MS m/e (ESI) 377 (MH + -CF 3 C00H) 

ggjfeM 2 5. 7 - ( - 1 -*^As- 2 - ( 2 - T^Zk^M 

-8- (fc'^^v^^-l-^^) -1. 7-^KP7°r/-6-t^ hV7 

7 a^^/V'-v i/7A^P!I KO. 5ml (2. 0 
10 ?«) £M^£g&2ml (0. 5^rf7tKn77^f) £rfc£>/5>C 

&?i^Lfci»£fflv^^«!i 2 3 1 mmzf&mv^Mwzfc&Wi&Wc.. 

MS Ve (ESI) 391 (MH + -CF 3 C00H) 

^m^J2 6. 7- (2-y^/V) -1-^^-2-7^^1—8- (fc°^ 

15 4- [7- (2-^^— /V) - 2-^nn-l-^f/V-6-^y-6, 7 
-v?fc Kp- 1H-T°y 8-^f/Kl fcf^S^- l-^^aff^Bfe 
/U;n;*.-7VH Omg N 7h7^MJ7x^77^y/^7^!)A2mg, 7 
x f y 7f X 2 0 m g ?r ^t^f- 1 y O . 2ml|«L, 8 0°Cfc-C5 

20 mm%&ffl$kWMWii£?v^ h^77^ — (r-t h y^-zkm^iwg (o. 

1 % h y 7/VtnPf^f) £J^fc 0 ) ^T*t^ U ^IB^^I 4 . 6 2 m g £ 
MS Ve (ESI) 363 (MH + -CF 3 C00H) 

gj»!]2 7. 7- (2-^^/V) -l-^7V-2-T^V -8- 
25 ^-l-^fA-)-l. 7-i>bKp-/'Jy-6-ty l>!)7;^PS^fi 
4- [7— (2—^^=^) ^A— 6 -^7-6 , 7 
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Kp-1 H-^y V- 8 -> f }V\ t'^itls- 1 -#/M^f8* t -Zff: 
;|,x^f^ 8 m g ^ 2 0 %T y^e^TTK^i 0 . 2ml fcl*gfl¥U 80°C^T5 

5 1 % b y y^vmnSft) 2rJ^fc 0 ) fcTflfJftU ^lBte-^#3 3 . 8 2m g £: 
MS Ve (ESI) 302(MH f -CF 3 C00H) 

Mxflil28. 7- -l-^^- 2-7<^V7-;y- (8- 

fcv^^-i-^iVM -l. m7;vtPi 

10 

4 _ [ 7 — (2— -f^-^-fV) -2-^no-l-^^-6-t^y-6, 7 

Kn _ iH-^y ^-8-^r/v] tv^^v- i-*/^^fii t-y^ 

;^f;V8mg^4 0 % ;* ^A-T 5 >-7.M« 0 . 2ml«U 8 0°C^T 

15 mWiHW^p-7b^77^- (Tir b ^ h y jv-j&hWWfc (o.. 
1 % b y ^/^nf^m^W) SrfflV^Co) MTftSSi U ^15^-8^ 6 . 9 5 m g £ 

MS Ve (ESI) 316(Mir-CF 3 C00H) 

mMM29. 7- (2-^^7V) -l-^f^-2-^^7^ /-8- 

20 (tf^v^y-i — r*o -1. 7-^KP^;y-6-ty hjLZikfe 

4 _ [7- (2-^^^/V) -2-^PP-l-^^-6-^y-6, 7 

Ka _ ! H-^y -y- 8 ->r/i/| tr^9^- 1 -Xfl'&fWt t-zff- 

;^f;k8mg%4 0%^W^*»«0. 2ml», 8 0°CKl 
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^-NMRCCDCla) 

5 1.82 (t, J=2.4Hz, 3H) 2.83 (s, 6H) 3.02-3.05 (m, 4H) 3. 39-3. 42 (m, 4H) 
5 3.56 (s, 3H) 4.90 (d, J=2. 4Hz, 2H) 
MS a/e (ESI) 330 OftT-CFsCOOH) 

mmM3o. [7- {i--f^~=-M -i-^^-e-^y-8- 

— f/w) -6. 7-S?fc Kp-1H-^U^-2-^/VT5/] BEBfe 

-^tKp-iH-/yy-8—f;v] t^^y-i-^^^t x—^f- 

Aol^tVH Omg^l-^^V-2-t 0 ny KVO. 15mlK»iU 
^^^vcn^^/V 1 5 m g > h V =c-=f-/VT ^ 1/ 5 O n 1 Sr*P^fc 0 8 

15 jg£ h y 4 Omll^U ^#;*£Bfc£ttfrT$l*§Ufc 0 

»aESra»*B5Si«53i^>P' , ^b^7>f— (Tir h- h y /V-zK^StfS (0. 
1 % h y yAsX-nttketfO &/BV^ 0 ) KrCfflSSU aUBflS'S* 7 . 60mg?r 

MS Ve (ESI) 388(Mr-CF 3 C00H) 
20 »J3 1. T7- (2-^^/V) -l-7<^-6 -^-^y-8- (gCi 

^^s^,!-^^) _ 6 . 7-^bKn-iH-^yy-2-^f^7$y] St 

b y 7;v^-pIM . 
4- [7- (2-^^/1^) -2-^nP-l-^^-6-t^V-6, 7 

-v?t KP-lH-yp ^— 8 ->f /U] fc^^v^- 1 t 
25 ;Vx7f;W6mg^l-^f;l'-2-t 0 ay K^O. 15mll:|»U 

y t - -f^jV^^Ay 1 5 m g „ by cn^yVT 5^50/1 1 Sr^Jn *lfc 0 
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8 ostein 2mmmwvtc'&s Mmtfx*vk%tttfxfcj&m&Mffivtc 0 z.<d 
h y y/^a-vrnmo. a om i ^mm^M^^^^^xm^vt^ 
mfezwrnnrnmrnfotK^vyy^^- (T^v-hyfr-imimm (o. 

1% h ]) ^/V&nmWl^) 3rfflWc 0 ) KXm% U ^15^^12. 3 6mg£ 

5 ^Ifco • 

MS Ve (ESI) 360 (MH + -CF 3 C00H) 

^mM3 2 [N- [7 - (2-^^) -l-^^/^-6-^-^y-8- (If 
^^o^^-!-^^) -6, 7-^bFP-lH-r!)y-2-^f;V] ^f^T 

10 ^JSM 3 0 fcl&V^T. ?V ^y^^.f-A'Z^^'rfV W&WkWfr^Xte V l-N- 

2. 0 6 m g £r#fc 0 
MS (ESI) 402 (MH*-CF 3 C00H) 

mmm3 3. (s) -1- [7- (2-^^) -i-^f;v-6-^y 

15 -8- j^<2J^z 1 ~^^) -6, 7-^fc Kp-IH-/!) ^-2-^7V-] 

:/n y y^f;vx^r;v itmS^Jl^Tliilfe^l 3 o i: lUit^^ab, mmfc& 
m 1 . 3 5 m g £r#fc 0 
20 MS Ve (ESI) 414 (MlT-CFsCOOH) 

g|«il3 4. [N- T7- (2-^^) - l->^-6 -^y~ 8- 

{\*<<ji?>-i — r/w) -6, 7-^^ Kp-iH-7°yy-2--Y;v] 
jvt % / ] mm. h y 7;vtp^t 

25 y W t -zf^;Va^^;V i&^&Sr/^-C^lifcM 3 O h IHil^^SU, 

MIB-fb^ 3 . 1 6 m g £r#fc 0 
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MS (ESI) 374(MH + -CF 3 C00H) 
afclfe fHI 3 5 . (R) -1- r.7- 

-8 - (tf^^S^-l — Ukl -6, 7-i?K — <>V\ 

y ^y ^vvj^tvv ^mmSr^-tHJ^ 3 o £ Wfc^iSU flMBfls^ 

m 0 . 7 4 m g Sr#7h 0 

MS (ESI) 414(Wr-CF 3 C00H) 

artfc fWfl 6. 2- T7- j2=7±~M -l-^/v-e-^y-s- (br 

10 ^^-l-^) -6, 7-^KP-lH-^^-2-W^;] 2! 

<&%Q 1 . 2 0mg3r#fc o 
15 MS (ESI) 388(^^3000^ 

mMM3 7. 2-17 - {2=7±~M -l-*?-;ls -6-**y-8- (g 
^i^-1 — T/O -6. 7-^bKa-lH-/!Jy-2 — f/VT^y] - 
2 -y ^/i^/g tra-vlM ±A^7rr2V V V 

20 T ^ y-f yyf;i/t^ ^/vo^^vv ;fc£^£J3^-Cll»!l 30i iiMIU, 
MUlt-frm 1 . 1 8 m g 3r#fc 0 
MS Ve (ESI) 402(MH + -CF 3 C00H) 

mmmss. (s) -2- [7- (2-^^ ) -l-y^v-e-a-^y 
-8- (tr^s^-i—ov) -e. .7-^bKp-iH-yr/-2 — rvw 
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%02. 3 8 m g £r#fc 0 

MS a/e (ESI) 402 (MH*-CF 3 C00H) 

Msflil3 9. (S) -2- T7- -l-^^/y-6-^-^y 
5 - 8- {V^'V-y- -6, 7-*SK KP- 

0 . 7 6 m g 3^#fc 0 
10 MS ale (ESI) 374 (MH + -CF 3 C00H) 

^Jjfe^iUO. 3- [7- (2-y^/V) -l-^^ -6-^y-8- (t° 

- 6 , 7-i?fc Kp-1H-^'J V-2-^ 7V-T^/] 2! 

15 77^yif^x^7;V mm^fflVNT^iiM3 0 £ IHfl^SU ^I2fc^ 

#>0 . 8 5 m g >H#f;:o 

MS (ESI) 402(MH f -CF 3 C00H) 

mrnmAi. i- -2- (2-^h^v^^T^7) -1 

20 y hV -7jv3mWW& 

4- [7- (2-^^/V) -2-^PP-l-^f^-6-t^y-6, 7 

-^kKp-lH-/yy-8— f;H tr^9^V- 1 -^/v^V^ x—^f- 
;Vx^f;H0mgl:l-^^-2-t 0 P , J K^O. 15mll«U 2- 
b^i/x^r ^ ^2 0 m 1 SrAPJtfCo 8 0°C^T 1 2B£ra^#UfciL ft*. 
25 ^^^#^tRjSI^I«tfc. r©»NP7;^P«0. 4 0ml 
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74— (Ti? b~ h y^-Tfc^MMWi (0. l%hy 7 >v*xi%m&^o fcffiV^ 
fcj ^T«$£U N ^12^-8^6. 9 5mg£r#fc„ 
MS Ve (ESI) 374(MH + -CF 3 C00H) 

ttt#j4 2. 7- -1-7*^-2- 
5 ^) - 8 - {M^W- \-4M -1. 7-^KP^!l^ -6-ty L 

MS Ve (ESI) 372(MH*-CF 3 C00H) 

io mmm43. 2 — 1^7$;-7- (2-:/^=^) -i-y^vv-8- 
(f^v^-i — r^o -1. 7-^tKp^yy-6-ty JJLZ^LH. 

^ V^Jl^T^iifeM 41k Pilc^aL, ^IB^^l 8 . 4 0 m g £r#fc 0 
15 MS Ve (ESI) 392(MH f -CF 3 C00H) 

mmMAAt 1 - T7- (2-^^/M -l-^^-6 -^y-8- (fc° 

^^^^-x-^^) -6, 7-^bKp-iH-^jy-2-^] tr-^ys? 

mM&\4 lfc&VvC, 2-^h^v'^/VT^^^ffiV>S^«5^-ry=^= 1 
20 f Vtx^/l/x^f /l/SrfflVt:^iW4 1 *Efli#*7.' 4 3 

m g 3r#fco 

MS Ve (ESI) 442(MtT-CF 3 C00H) 

3afifcflU4 5. 2- (N-^^/^^T^y) -7 - (2-^^/^) -1 
_^^. 7V _ 8 _ (t >°^<^^^_ 1-4 ?V) -1. 7-^tPP^r /-6-tV 

25 h y 

1 
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^y^7$ V*ffiV>t^lfc«4 1 iHiRlMU 3 8mg£ 

MS m/e (ESI) 406 (MH*-CF 3 C00H) 

^jjfcM 4 6 . 7- (2-^~A0 -2- (4-^pp^^7^) -1 

5 -*?->v- 8 - (br^9^v- 1 -l. 

IUfe0!l4 lfc*5WT; 2-3i fdri^ji^V'T 5 VSrffiV^5^«5 lei 4-^13 n 
^^/VT^&^TlllfefllU 1 fclftHSIfcflMffiU HHB^ISl 2 . 84mgi^ 

10 MS aje (ESI) 426 (MH + -CF 3 C00H) 

jii4 7. 7- ~2- (4-7* h^^yy^VT^/) - 

(tr^^-l — (;V) -1. 7-^KP^y^~6-t 

15 3 . 7 7 m g 3r#fc 0 

MS (ESI) 422(MJT-CF 3 C00H) 

jWJ4 8. 7- -l-^^/V-2- 

T^y) -8- (tf^^^-l-> T/W) -1. 7-$?t:KP7''Jy-6-^ 
20 £&fr$|4 HdSSV^-C. 2-3i h^^^^T^^^V>6'R:*3 9^7^^^/V 

r 5: >&m^xmmM 41 1 Htttc&aiu &&&&& 2. 7 0 m g £r#fc 0 

MS Ve (ESI) 406(MH + -CF 3 CO0H) 

^J4 9. 7- (2-^^7V) - 1-^^-2- [N- (2-7i^V 
J^/H ^f;V7^7]. - 8- {Myitis- I -4 — 1. 
25 h!)7;WtPjft 
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7x^f;V7^^IV^M4 li:|Rlil«U W®ik&to2. 17mg 
MS (ESI) 420(MH f -CF 3 C00H) 

rnmmR o. 1- LL= -i-^^- e-a-^y-s- (tf 

5 ^<*7i?l/-l-^;V) -6, 7-^fcKp-iH-yyy-2-^/v] 

^^•/Va:^^7W^V^-C|IJS^J4 1 fcRfllfclflHffiU WRft&to 2 • 9 3mg 

10 MS (ESI) 442(MH f -CF 3 C00H) 

gfeBfcfll5 1. 7- (2-^^M -l-^^vV-8- 

^ _ 2 - (fc°yj^-2 — f/W^VKT^/) -1. 7-i?fc Kn^y ^-6 

nm^J4 im*^t, 2 h ^^^^7 5: v^v^ft^ 2 -r ^ y 

15 *^7Hf y i^SrJBWCllJSIfH 1 iRi^lU «fiMfc^4& 1 . 6 2 m g % 
MS (ESI) 393(MH*-CF 3 CO0H) 

mWM52. 1- [7- (2-^-^0 - 1 -^^-6 (fc° 

^^v-i-^aO -6. 7-^Kp-iH-7!)y-2 -^;v1 

^^vcc^^/U^ffiV^^Jfe^J4 1 fc^lMU, «fBfl?&4&0. 9 7mg . 

MS Ve (ESI) 442(MH + -CF 3 C00H) 
25 gl1M5 3. (S) -1- 17- {2=7±=M 

- 8 - (tf^i^-l— fVlQ - 6. 7-S?fc Kia-lH- ^r/-2-^]' 
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gg y vis- 2 -mviSi/m. v y y^x^mmm. 

y t-^;V^r;^V^^I|9J4 1 tUf i^SU ^15^-8^4. 0 7 

m g &r#fc 0 
5 MS ale (ESI) 400 (MT-CFgCOOH) 

^»!l5 4. 7- (2-7^^71/) - 2-^^X^7-1 8 - 

io ^ ^^m^xmmm ^iml, ^12^^ 2 . 2 4 m g &#fc 0 

MS Ve (ESI) 358(MH + -CF 3 C00H) 

mMM5 5. 7- (2-^n7V) -2- (N-^^^^7VT^/) ~ 1 ~ 
p^V-8- (^°^^^V-1 — T/V) -1, KPT'y h 

y 7;^p^ti ' 

* *?->VT % ^Sr^T^lifctfH 1 b ^fi^at, ^Safb^ 3 . 2 7 m g £r# 
fc 0 

MS Ve (ESI) 344(MH + -CF 3 C00H) 

^jjfeM5 6. (R) -1- [7- (2-Z??-->V) -l-*7-fr-6-%-*y 
20 -8 - — 1 — j M -6, 7— Kp-IH-7 8 !) ^-2 — f/U] 

b:v<y 3 — ^/i^^g^^Acn^TVP h y 7;vtp^tt 

HJ£M4 1 fc^T, 2-^h^v/^^T^>-£Jlv^ft:b«!H;i (R) 

8 7 m g £r#fc 0 
25 MS (ESI) 442 (Mr-CF 3 C00H) 

^#05 7. (S) -1- [7- (2-^^/V) - 1 -*^/V-6-3-*y 
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-8 - (fc-^v^-l — {M -6. 7— KP-lH-^y >-2-47Vl 
Hift#il4 1 l£*^T. 2-^ h^^/VT^&ffiV^ftMfc (L) -si 

5 9 4 m g <M#fco 

MS Ve (ESI) 442(MH + -CF 3 C00H) 

mmmss. cn- [7- (2-t^sviq - 1 - y 6 -a-^ y - 8 - 

-6, 7-i?t Kp-IH-^1) y^ 
10 H!fe094 lfc*5Vvr\ 2-xb^/xf/W7? VSr/BV^fU^l-y^vKTS 

/r-fe h Vfr&m^xmifom* 1 iPtMU flHRffr^fci . oo mg 

MS Ve (ESI) SSSdtflT-CFaCOOH) 

iffii5 9. 7- (2-:/^-^) -2-^y^PtvvTg;y-i-^^v- 

15 8- (tT^<7 v'V— 1 -1, 7-i?t ■ h y 

:j-pffc@g*fc 

4- [7- (2— -?*3-~)V) -2-^D13-l-^f;V-6-^y-6, 7 

;l/x^f^6 m g 1 - ^ f/V- 2 - t°n !J KVO. 15ml|ui^U 4 
20 p tr^7 ^50^1 &M?Lfto 6 0 °Cl' T 5 B^Wm^ Ufc^. * 
ttttXBU&m&Wmvlto ajS^hP7;Vtn^iO. 4 0'mll^iU 

si h y )\>-imj&WM (0 . 1 % h y TTVl^Pgim"^) Srfflvrfco) (utilU, 
aSB^b-a^ 2 . 2 8 m g 3r#fc„ 
25 MS Ve (ESI) 344 (MH + -CF 3 C00H) 

mMM6 0. 7- (2-^^/V) -l-y^/V-8- (fc°^^-l-Y 
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nA -2- (try 3^-2 — fVkZJLZ) - 1 , 7-^fcKP^!)y-6-tv 

4- [7- -2-^Pa-l-^^-6-t^y-6, 7 

5 ;n^6mgS:l-^f/V-2-^n!) KVO. 15ml|:II?U 2-T 

5: s try s?^5 o n 1 «r'Jn*.fco 1 1 o°c\zx 1 2mmmw i utc^ 

»k%tt\-fxRj&m&mffi\stc 0 . h y ^i^a-ni^o. 4 om i i^mm 

cri? h ~ h y /v—7km#iWi ( o . i % h y 77v^-nf^^-^r) Mv^fo 

10 T^b, ^12^^10. lOmgtit. 
MS Ve (ESI) 379 (MIf-CFaCOOH) 

mmm&i. 7- (2-y^-=-M -i-^^7v-2-y^;vr^j-s- 

(t°^^-l — (M -1, 7-^tKP7 P !Jy-6-ty f!)7/VtP 

15 4- [7- (2-y^^JU) -2-^nn-l-^f;V-6-t^y-6i 7 
-^t Kp-lH-^yy-8-^;H tvyi;y- i -^wtff^gfc 
;Vx^f^6mgl:l-^f;V'-2-tfP!J p>0. 15ml(:iiU T~y 

yioo/i i &Mx.tc 0 1 1 ot)tti 2^^#u/c^ mm-tf***x%mir 

•=■ h y fr-i&mmm (0. 1 % f y ^/l^nfEfifr^r) SrJU^fCo) fc-C»j»lU 
^IB^-B^ 3 . 2 3 m g £r#fc 0 
MS (ESI) 378(MH + -CF 3 C00H) 

2. 1- [7- (2-^~A0 - 1-7^-6-^7-8- (t° 
25 ^yit^-l-^/U) -6. 7-^Ka-lH-7 R yy-2-^;V] t°^y^ 
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4- [7- -2-^on-l-^^-6-t^y-6, 7 

;H77^6mgl:l-^f;V-2-t*py K^O. 15ml(^il. — 

^y^xf;n7r;w2 o n i ^p^fc 0 8 o°cm-c i 2mmmwLtc^ mm 

5 &vk%WtfXKlfcWi : £MW bfc 0 r©»i^;^0. 2 0ml, 5N 

-ymit-r hvv 0.20ml ufc„ aict 5 tfct, 

^77^- (T-fe ^MJ^-tM^IWB (0. I%by7;v^n^f) «: 

io ffiv^ 0 ) m-rwjtu afia^-a^i. 9 2m g wc 0 

MS Ve (ESI) 414(Mtr-CF 3 C00H) . 

gSflfcfltf6 3. (R) -1- [7- (2-^-^) -1-^^ -6-^y 
-8 - (Tf^v^- 1 ->f /V) - 6, 7— S?fc KP-lH-7°yy-2 — f 

15 4- [7- -2-7no-l-^f/>-6-t^y-6, 7 

-i?t KP-lH-7°!Jy-8-^;H tf^^v^- 1 -Jj^7$>-%£ t-zf^- 
;Wx^f;V6mg?rl-^f;V-2-t G P!; hVO. 15mlfc»t|U 
o y ^ f;Vx77;V 15mg, hV x^;V7 1 %Mz-t£o 

8 0°C^T1 2^»#Ufc^ N ^m#*&Bfc£ttttTK/»£^tl-fco 

20 ^x^;-;V0. 2 0ml s 5 N-tKM^ h y V AtK^^ 0 . 20ml I' 

(o. i%hy ^v^ngw&^r) £jsv^c 0 ) m-c»Ku aif&ft:-a^3. 42 

25 m g Sr#fCo 

MS Ve (ESI) 400(Mr-CF 3 CO0H) 
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mMM6 4. 2- [7- -l-^^-/W-6-^-^y-8- (If 

-<7i?>- -6, 7-^fcKP-lH-7°';y-2-^^7$y] 7" 

mt&m 1 . 1 2 m g £#fc 0 
MS Ve (ESI) 374(MH f -CF 3 C00H) 

jjj6 5. 7- (2 - (¥^7 '^V— 1 -4 
)V) -2- -1, 7-^tKP7 P y^-6 

10 h g 7;vtPBHia 

4- [7- -2-^on-l-^f^-6-t^y-6, 7 

-^t Ka-lH-^y f/Kl tf^^v?^- 1 t 

;i/x^r;i/6mgSrl-^f^-2-t 0 P!J K^o. lSmll^lU fcf V i? 

3RJ*3tSftfr^n-^ h^77>f- (Tir h~ h D ;v-jamwm (0. I%hy7 
/u^-nBfflMr^T) «:JSlVfc.) fcT»«U 0. 5 8mg*#fc. 

MS Ve (ESI) 394(Mir-CF3C00H) 

20 ^»ii6 6. 7- (2 - ^^^w) -2 — ry/p^-i-^f/w-s- 
(f^v^-i — <m -i, 7-\?m Kp^"y ^-6-^-^ hy^/v^-p 

4- [7- (2-y^^V-) -2-^pp-I — ^ ^vV— 6 -^^y- 6 , 7 

25 ^x^T^6mg?:l-^^-2-lfpy b>0. 15ml|^|U ^77" 
n^V— lOmK *3S-ffc^- h y 17^ 5 m g SrflP^fc, tiatt5« 
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(o. i%hy7;vtp^t) zm^fro) mm 

5 \\&m 2 . 6 8 m g £#fc 0 
MS Ve (ESI) 345 (lfir-CF 3 C00H) 
iiW6 7. 7- (2-^^7W) -2- 

)V- 8 - 1 -^;V) -1, 7-^KP/!)^-6-ty hV 

io ^JS^»J6 6 ^*5V>-c, /fyyo/V- A-£fflv>3ft;b 19^2-^^- l 

-/V^ffl^TllSJ&tfiJ 66i IrUH^MI U #|B^^ 3 . 4 0 m g £#fc 0 
MS Ve (ESI) 355 (MH + -CF 3 C00H) 

mmm6 8. n- (2-z??-~/v) - i-^-^jv- 6 -^y - 8- (^ 

-6, 7— Kp-1H-7 > !)^-2-^;W1/77^] 
4- [7- (2 - A-) -2-^on-l-^^;V-6-^y-6, 7 

;n^7^6mg5:l-^f^-2-fc'P y K>-0. 15mn:f|U 

v^-immm (o. i%i>y ^i^-ng^^) sr/BVNfcj Kxmm^ m 

mit&m 4 . 8 3 m g £#fc 0 
25 MS Ve (ESI) 391 (MIf-CFaCOOH) 

mmm6 9. 2- [7 - (2-^^^) -l-yf^-6-^y-8- (b* 
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^9^-1-4^) -6, 7-^KP-lH-^yy-2-^;VX;V77 = 

MMM6 8fc*3V^ *^%^hBM*^s^xTsi>%:m^Z>ttfry\z2->L 

5 W&lfoA. 3 0mg£r#fc„ 
MS Ve (ESI) 419(MH + -CF 3 C00H) 

0. 3- [7- - 1 - ^ =f-?V— 6 -t^y- 8 — 

^7^-1 -^fVV) -6, Kp- lH-^y 2-^>h^7V:7t~ 

fb-a-^J 3 . 7 5 m g £r#fc 0 
MS Ve (ESI) 419(Mir-CF3C00H) 

MMM 7 1. 7 - ( 2 z^g^^Q - 2 -J^W*/!^ y ^w- 1 ^yy— 

15 8- (tf^s?>*- 1 ~s(>V) -l. 7-^hKp^yy-6-ty 

^^--^^rffiVNT^JSM 68t R«fc«i3ffiU ^12^^ 4 . 7 0 m g 3r#fc 0 
MS Ve (ESI) 347(MH + -CF 3 C00H) 

20 mmm 72. 7 - ( 2 zz?3t~M - 2 - ( 2 - 1 kp %^^?v^jv^ T ~ 

7V) ~ 1 — fJ-jV— 8 - (bXy^y-i-^/v) -i, 
6 -a-^ h ]} 7;WtPSll 
£lW!|6 8fc:ioV^ ^/V^7 P ^^^^/'^'^^^/V^V^Sft*?^(c:2-^ 
V ^9 J -/^?^^V^T^»J 6 8 t l^imML, *IB<ffr&4fe 3 . 5 7m 
25 g £#fc 0 

MS ml e (ESI) 363 (Mtf-CFgCOOH) 
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MMM7 3. 7- (2--?<?-~M - 1 - * 8 - (K 0 ^?*?^- 1 -4 

JV) -2- (\?V5?l/-2' jAs*>V7T~AA -1« KP^D y- 6 

— ^-^ :7/Vsj-g MEBfefc 

5 Asjj-fhVV S^fcJBwrlQfcfcle 8 fcEl«lfc:*ffi»U #I2^^4. 6 6mg 

MS /z/e (ESI) 396(MH + -CF 3 C00H) 

Hjjfiflil7 4. 7- (2— t/^—zv) - l — 2 -^^v^l^y—/!^ 

8- (tf^S?^- 1 -4 M -1, 7~i>tKP^!iy-6-ty YV7?v 

io ^-pj^m^ 

*)V$>-7$> (3 0%, — St^vnt^J6M6 8 iHIMU 

^IBfb^ 4. 0 8mg^#fc o 
MS mfe (ESI) 333 (MH + -CF 3 C00H) 
15 MMM 7 5. 7 - ( 2 - ^^-^/V) - 2 - t — 1 - 

^*V"yttr— A'&m^xmMSM* 8 ^iMl, «SB<b-a^4. l 3mg 
20 £#fc 0 

MS Ve (ESI) 401 (MT-CF 3 C00H) 

JfeHSfl!l7 6. 7- (2-^^7V) - 2 y T'P bV^;l^7 7 ^/V- 1 - ^ 
8 - (tf^y^V- 1 -^T/w) -1, 7-^Kp/!Jy-6-ty h 

25 4- 17- -2-^PP-l-^f;l'-6-.^y-6, 7 

-^tFP-lH-/!Jy-8-^;H t 0 ^^^^- 1 -trjUTF^m f-'ff' 
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;^t^6 m g l - ^ 2 - t'n y Ky o . i5mlH||U 

is- 2 — j\> b y <7 1 5 m g %1MX., Sia^T 5 tifmmWVfro 5C 

1MB (0. l%hy7;VtnSi^t) £rfflV>fc 0 ) fcti«L, TOft^** 4 . 
5 6 m g $r#fc 0 
MS Ve (ESI) 361 (JflT-CFaCOOH) 

mmm 77. 2 - 1 ~^f^^7 r 7 - ( 2 -t/^ao - 1 - ^ ± 

10 /V-8- (fcf^v^- 1 -^fAO -1, KP7Py-6-ty 

^2-^^/V-2-^n^^^--/V -TV V VJ*m.&m^XmMW7 6 &Rttt 
l'^3S U EffBfl^* 2 . 5 8 m g £#fc„ 
15 MS (ESI) STSdiJir-CFaCOOH) 

WJ7 8. 7- (2--7^~sU) -2-^^7 P h-l-^^-8- (fc° 

»J7 9. [7- (2-^cr/y) -i-^^- 6 -^-dry-8- (b°^ 
20 ^^-1-^/V) -6, 7— Kp-lH-T'gy-2 — f^;1^7 7=/H 

h9 7/^tPSiia 

4- C7- (2-^^/V) - 2-^PO-l-^^-6-^y-6, 7 
-i?tKn-lH-7!Jy-8 — fA-] fcV^S^- 1 -%A"$^m t—Z??- 

25 f;^^T/W2 Qv I, &&L% !)^6mg &j}\\Z-fro MfcT 5 R$RH!t# 
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W»»«rW»Ufc. r^^^y-^O. 2 0ml, 5N-*mk1-hy V 
J»7kmWtO. 2 0ml M?Lt 0 MKl-Ci^«a#U^«, 

5 h^hy /u-tM^SMB (0 . 1 % h y «:JBV\te.) mT»3K 

U 7- (2-^^W) - 2 -^/V^^b- l-^/^/V-8- (fc?^^- 
1— f/W)-l, Kn^y h !J CMS m/e 

(ESI) 319 (MlT-CFaCOOH) ] SrO. 9 6 m g , [7- (2 -^^^/W) - 1 - ^ ^VV 
-6-^y-8- -6, 7-S>fc Kn- 1H-7U 

10 y- 2--f ;v^;V7j^/H 1^1 h !) 7;i/tn|^il [MS 
(ESI) 377 (IfflF-CFgCOOH) ] £r 0 . 6 lmg#fc 0 

g!1feffil8 0. 7- -2-3i^V^7W7^^/V-l-^^/V- 
8- (f^^- 1 -1, 7-^bFP7!)y-6-ty yV7?V 

15 4- [7- (2-^^^V) -2-^nP-l-^f^-6-t^y-6, 7 

-i?t Kn-iH-7yy-8 — r^o tv^^f— l-tf^^vifc t-^^- 

;l/x^f;i/ 6 m g 1: 1 - ^ f ;V- 2 - fc°a ]} K^O. 15ml»U ax^;/ 
/V 2 0^1, !J!)A6mgl:M, MJ-T 5 ^F^»#Ufc 0 £f.j£ 

20 Ufco :©aS^PP^V0. 3 0ml I^L, - 7 8 'C^ftSP Lfc 0 
i frbK m-tuu m^MMWt 5mg^Dt -7 8°CMT1 5#*S#Ufc 0 RJS 

mm^fro zL(omm& hv 7^n^mo. 4omn«u 

25 (0. I%hy7;^n^f) Sr^fco) KiTiftMU ^|B^ 

^ 3 . 2 1 m g £r#fc 0 
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MS Ve (ESI) 363(MtT-CF 9 C00H) 

5 4- [7- -2-^no-l-^f^-6-t^y-6, 7 

-^tKn-lH-yr/-8-^;v] tr**95^- 1 t-^f 
;Vx^;V6mg%l-^f;W-2-lfo!J K^O. 15ml!^»l, 

10 bfc 0 :©ll^np^yo. 3m'lR:iW?U -7 8 c C^*PUfCo - 

15 (o. i%by77^iag^i^^) ^fflv^,) KiTffifiiiU «ia<b-^»i. 19 

m g tr#fCo 

MS Ve (ESI) 379(MH + -CF 3 C00H) 

3HKM8 2. 7- (2-^^/V) -2-i/7;-Wf/V-8- (fc c ^7 

20 4- [7- ( 2-^=71') -2-^nn-l-^f^-8-**y-6, 7 
-v?tKp-lH-^yy-8->f;H kV7i?y-i-^;v#yi t—??- 
;^f^8mg^N-^f;yt°ny Kyo. 2ml^jS|U ^7Wkt b U 

/H:tftUJLfc. WtttJISrMU 4- [7- (2-^~/v) -2-v-T/- 

25 1 -^^V—6-^y-6, 7-i?tFP-lH-7°!Jy-8— f/H ^7 
^v-l-j&zu^^ift t - 7°f ;yx^r;> 1 4 m g S:#fc 0 rcofc©5mg^ 
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fcL-ORMft U atlEfc-B-fc 4 . 1 2 m g £r#fCo 
MS a/e (ESI) 312(MlF-CF 3 C00H) 
5 »J8 3. 7- -l-^^V-6-^-^y-8- 

^^-i-^7V) -6, 7 - ^fc Kp - 1 H-T'D y- 2-^;^^rf K . 
a y 4 _ [7_ — ^^7V-6-^-^y 

- 6 . Kp-i n-zfy 8 — ^rvUbV^s^— i ziMJkM^M L 

10 4- [7- (2-^^/V-) -2-^nn-l-^f^-6-^y-6, 7 
-^tKn-lH-^!)y-8->f;v] tr^^-^v- l-^/v^^fift t-^ 
/wn*^/v 1 7 6 m g £rN - t°P U K^2ml U >"ffc^ f U 

m^/H-TttWbfco mmmzmmv, 4- [7- (2-^^/v) -2— 

15 7/-l-^^-6-^y-6, 7-i?tKP-lH-/yy-8 — f/V] 
fcV<7v?;/— 1 — t -/f /Vx^t/V 1 7 0 m g ?r#fc 0 r 

98mgSrfh7tKo77y3mK * ;V2m lfcl^fU 20%T> 
- TfcmWi 0 . 5 m K 3 0 %5®^fbzkSf 7.K 0 . 5ml 

7^f— ^T^U i^m^-^-^^/— ^m^PIJ:«9> ^fB^7 7mg 
^-NMR (CDC1 3 ) 

5 1.49 (s, 9H) 1.83 (t, J=l. 2Hz, 3H) 3.42-3.49 (m, 4H) 3.58-3.65 (m, 4H) 
25 3.95 (s, 3H) 5.01.(d, J=2. 4Hz, 2H) 5.54 (br, 1H) 7.61 (br, 1H) 

b) 7- - l-jt^vV— 6-a-^y-8- (bf^^i^V-l- 
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<4M -6, 7-S?fc KP- 1 H-^y >- 2-JJ/Ts7$3c*)-* K 

4- [7- (2-^^=^) - 2-#/W^WVV- 1 -y«3vW- 6 -^V- 
6, 7-S?fc Kn- 1 H-^y >--8 — f/V] f^v^- 1 t 

5 !:NH-v'y*y;HrlV^^t3vb^77^lL, SWfe^^-p«^>— 



/I- (5:1); 


^ttl#® efc V tfiafci^ 4 9 m g &#fc 0 




^-NMRCCDClj) 






8 1.83 (t, 


J=2.4Hz, 3H) 3.05-3.07 (m, 4H) 3.45-3.48 (m, 4H) 3.94 (s, 


3H) 


4.98 (s, 2H) 


5.57 (br, 1H) 7.65 (br, 1H) 




mmms 4. 


7- -2-%jl'tf2rZ'-l -y^vW-8- 


(fc° 


^9^- 1 


— (M -1, 7-S^t: Kn^y h y 




m ■ 






IfeWfl 8 5 . 


7- -l-y=?vV-8- (fc°^7^^-l 




/W) -1. 7 







15 4- [7- (2-^^-/1^) - 2—^7 /W^-^ 71^— 1 6 —^-^ry- 
6, Ko-lH-yyy-8--f;V] tX7^y-i-^yf t 

-:7^vl^n;*.7vW 2. 5mgl:7b7t Kn^^^O. 3 ml, y 9 S ^0., 
2 m 1 KW-M U 2N-*SHHt f y ?AO. 0 5miai 5 0t^T2l^ 

20 S£$^if53£M^ o h ^7 7 >f - (T-fe h =■ h y ;v-i&W®mM ( 0 . 1 % 
hy^/^o^S^rW) «rJBV\fc 0 ) }:TH^L, 7- (2-^^V) -2-77 
1 -y^/^-8- (fcX^i^- 1 — f /V) -1, 7-v ? fcKny°y 
^-6-^"^ hy7;VtP^t [MS Ve (ESI) 331 (MH + -CF 3 C00H) ] 0. 4 
4mg, 7- (2 - /V) -l-y^vV-8- (tV5i?y-l-f;V) - 

25 1, 7 KP7°yy-6-^y b y ^^-n^m^H-NMR^DCla) 5 1.81 

(t, J=2. 4Hz, 3H) 3. 54 (br, 4H) 3. 63 (s, 3H) 3. 83 (br, 4H) 5. 02 (s, 2H) 8. 20 
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(s, 1H) ;MS Ve (ESI) 287 (MH + -CF 3 C00H) ] 6. 4mg£#fc 0 

-8-(b°^7^^-i-^/v)-i. 7-^Kp^i)^-6-ty mmm. 

a) 2.'2-^^^ , Ptf^il C7-^^^-2. 6-i>^-^y-l~(2 
5 -7^^^^^)-l, 2. 6, 7-Th7bKP/!)^-3--f;Vl ^f/^ 

2, 2-^^^/V^nfc 0 ^^ C7 t^i?A'-2, 6 y- 1 , 2, 

6, 7-rb7t Kn7 P !Jy-3-'f;V] ^f/^f^5 0 Omg, 2-^n^e 
m^/k^^-g^O. 3 8 ml, ftfck&Sb&y !7^3 9 Omg, N, N-S^^A- 
10 *M7>; K 5 m 1 <D?l^£r 5 0 t^iHtiS* 2 l^fMf^f Ufc 0 &&&&& 

ft«fc&»JE*l«U aS^f^^-^^t^t^i^L, ^IBfl^B^ 5 4 0 
m g 3rr#fdo 
^-NMR (CDC1 3 ) 

15 5 1.19 (s, 9H) 2.92-2.98 (m, 2H) 4.19-4.25 (m, 2H) 5.48 (s, 2H) 6.11 (s, 
2H) 7.17-7.40 (m, 10H) 7.54 (s, 1H) 

b) 2. 2-^^7 , Ptrty» [7-(2-7 J f^)-8-^PP-2, 
6-^^y-l- (2 — 7 j.—A'Ji^vV) -1. 2, 6. 7-yh9tKP7' 
U ^— 3 — </Vj 7* ^Vlo^-7Vk 
20 2, 2-^f^7°nt p tyt [ 7 -^V^- 2 , 6 -S?^ V - 1 - ( 2 
-7x^xf;k)- 1, 2, 6, 7-rh7tKn7'yy-3-^] 
^f;V540mg, 1 0%^9^^AiR*5 Om g> gfcgfc8 m 1 OjB-g^SrML 

25 1 2-7*^0. 15mK i7KM^y!)^3 0 
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N-^an3^i/fn*18 0mg, N, N-^^^/V*/^ 
7U*5ml OSHH^^tUT* 2 B#fTO#Lfc 0 S/S^i- 1 b P 

5 v&fcmmo. 5m i sb&^/k 7k-ci$wu ^a*s&7ta5fc. ^ 

f- UT^IlBftll^ 3 8 0 m g &#fc 0 
^-NMR (CDC1 3 ) 

5 1.21 (s, 9H) 1.83 (t, J=2Hz, 3H) 2.92-2.98 (m, 2H) 4.19-4.25 (m, 2H) 5.11 
10 (q, J=2Hz, 2H) 6.05 (s, 2H) 7.18-7.32 (m, 5H) 

c) 4- [7- -2. 6-^^y-l- (2-7^~/W^ 

-2, 3, 6, 7-ff7bKP-lH-/!Jy-8 — f;V] ^7^V 
- 1 - 7J JVtf ^Wt t - -f^tVx. X<r/V 

2, 2-^^f-;^Ot°tyt [7- (2-l/^/V-) - 2 , 6 

15 -i?**cy-l- (2-7 =^~/V^M -1, 2, 6, 7-7b7tKD7;p 

^f;l/x77/V3 8 0mg, S^— 1 t — 

^/Vcn^TVW 6 0 m g N N-^ ^~)V\fxx ]} K^0.5ml (DU^^ 1 5 0 °C 

20 *f->v/^ (i/D \z.mf$^ 'pm<Di/y u^^mvx^>ms wm=^f- 
iv/^y-is (i/D -r:i5fcv\ mm*-ht>^xmi±.W3$\^, ^570 

m g £r#fc 0 

ff7tKP77y5mU ^ / — 7V2 . 5 m 1 (DM&%)fc 

25 mi^pifct, m^tvk tk-^wu ^mm&7m, mwkM7kxm\ 
m7km&^y*^v i*x»&m%ks ummmi^, ^15^^33 5 omgwco 
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^-NMR (CDC1 3 ) 

5 1.50 (s, 9H) 1.85 (t, J=2Hz, 3H) 2.91-2.98 (m, 2H) 3.37 (br. s, 4H) 
3.56-3.62 (m, 4H) 4.15-4.22 (m, 2H) 4.87 (q, J=2Hz, 2H) 7.18-7.35 (m, 5H). 
d) 4- [7- -2-^PP-6-t^y-l- (2-7=c 

5 ^;y=c=f-;v) -6, Kp~1H-^P fc'^v^-l- 

4- [7- -2, 6-v^^y-l- (2-7i^Mf^) 

-2, 3, 6, 7-fh7t KP-lH-/yy-8-'f^] fc^y^-l- 
t — ^^/V^^x/W 2 90mg, $-2risMfc V is 4 m 1 
10 12 O'CO^m^ 8 ^TO^m^UfCo Rj£i£«:«ff«*SU a^Sr^ h7t K 

fP^^TK^^ b y !7AtK^^1 0ml, fh7t Ko7?yi 0ml ©ift^&'t' 

15 £ 3 0-5 0 °/o^m.^^/^^ ve->- U # tf/Vji 7A^nvf^77^f 

£r:fcrftV\ #CVVT?5 0-1 0 0 ? / ~-^/7kX*&m* 7 J*? W b^77 

Sr*5i fcV\ ^IH^^ 6 0 m g £#fc 0 
'H-NMR (CDCI3) 

5 1.49 (s, 9H) 1.84 (t, J=2Hz, 3H) 3.10-3.16 (m, 2H) 3.40-3.46 (m, 2H) 
20 3.57-3.63 (m, 4H) 4.42-4.49 (m, 4H) 4.94 (q, J=2Hz, 2H) 7.21-7.34 (m, 5H) 
e) 7- -2-* b^->- 1 -(2-^^^/^^V)-8-(b° 

^v^-i-^/vo-i, KP7°yy-6-ty m.w& 

4- [7- (2-zf?-~M -2-^PP-6-^7-l- (2-7^^/V 
^JV) -6, 7-^tFn-iH-7'jy-8-'f;v] 1 -Xfr 

25 tfl/M t-7f;Vx77/Wmg, ^^ywVO. 5m 1 <DU^\^M^ 
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h y ?/i>**tim o . 5mi &to*.3£M.-<? 3 o ftmwvfe&mm 2 

0-8 0°/o^^/-;V/* (0. l°/oiMtt) tfffi*7A^Pvh^77 
5 l H-NMR(DMS0-d6) 

6 1. 80 (br. s, 3H) 2. 85 (t, J=7Hz, 2H) 3. 28 (br. s, 4H) 3. 48-3. 54 (m, 4H) 3. 83 
(s, 3H) 4. 15 (t, J=7Hz, 2H) 4. 97 (br. s, 2H) 7. 16-7. 24 (m, 3H) 7. 29 (t, J=8Hz, . 
2H) 9.08 (br. s, 2H) 

mmm 8 7. 7 - ( 2 - 2 - j. h 3^- 1 - ( 2 - 7^^/^^/^) 

10 - 8-(b°^7^V- 1 — TaO-1, 7-i>bKn/r/-6-ty 
1 H-NMR(DMS0-d6) 

5 1.28 (t, J=7Hz, 3H) 1.80 (s, 3H) 2.86 (t, J=7Hz, 2H) 3.27 (br. s, 4H) 
15 3.46-3.53 (m, 4H) 4.15 (t, J=7Hz, 2H) 4.25 (q, J=7Hz, 2H) 4.97 (s, 2H) 7.17 
(d, J=7Hz, 2H) 7.22 (t, J=7Hz, 1H) 7.29 (t, J=7Hz, 2H) 9.04 (br. s, 2H) 
H3feffij8 8. [7- -6-t^y-l - (2-7x=;VJ:f 

;v) -8- (hf^S^-l — i>V) -6, 7-i?bKP-lH-7 , y> > -2- 

x H-NMR(DMS0-d6) 

5 1.80 (s, 3H) 2.96(t, J=8Hz, 2H) 3.29 (br. s, 4H) 3.50-3.56 (m, 4H) 3.68 
(s, 3H) 4. 16 (s, 2H) 4. 23 (t, J=8Hz, 2H) 4. 99 (s, 2H) 7. 24-7. 38 (m, 5H) 8. 96 
25 (br. s, 2H) 

jiM8 9, [7- {2-^f-=-M -6-^-^y-l- (2-7^^/V^^ 
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_ 8 _ (bf^^j^^-l — (M -6, 7-^bKP-lH-7 , !)y-2- 

^JSM 8 6e)t^^y — )V<D\X%> Vizi?}) ^@^£J1V> 
5 ^-NMR (DMS0-d6) 

5 1. 22 (t, J=7Hz, 3H) 1. 78 (s, 3H) 2. 87 (t, J=8Hz, 2H) 3. 26 (br. s, 4H) 3. 47 

(br. s, 4H) 4. 05 (d, J=6Hz, 2H) 4. 12 (q, J=7Hz, 2H) 4. 21 (t, J=8Hz, 2H) 4. 89 

(br. s, 2H) 7.17-7.35 (m, 5H) 7.51 (t, J=6Hz, 1H) 8.93 (br. s, 2H) 

mmm9o. 2- [7- (2-^^/v) 
10 en gyp) -8- (tr^y^- 1 -- iw) -6, 

1 H-NMR(DMS0-d6) 

15 5 1. 79 (s, 3H) 2. 87 (t, J=8Hz, 2H) 3. 26 (br. s, 4H) 3. 52 (br. s, 4H) 3. 84 (d, 
J=5Hz, 2H) 4. 19 (t, J=8Hz, 2H) 4. 91 (s, 2H) 7. 02 (s, 1H) 7. 16-7. 40 (m, 7H) 
9.08 (br. s, 2H) 

mmm9i. n- a- (2 -6-^-^y-i- (2-7^^/v 

^3->V) -8- (tr^^X-l-^/V) -6. 7-^bKP-lH-^y^- 
20 2 — ^ /V] — N - y fvVT ^ / g^rc^/Vj: ^ Mfcjft 

Hffittl 8 6 e) t?y * y — /vtoftfr 9 leiN-y ^/v^ y ^^^^-a^^-tvv m 

^-NUffiKDMSO-de) 

8 1.17 (t, J=7Hz, 3H) 1.80 (s, 3H) 2.76 (s, 3H) 2.96 (t, J=8Hz, 2H) 3.28 
25 (br. s, 4H) 3. 46-3. 52 (m, 4H) 3. 88 (s, 2H) 4. 09 (q, J=7Hz, 2H) 4. 27 (t, J=8Hz, 
2H) 4.98 (s, 2H) 7.15-7.30 (m, 5H) 8.95 (br. s, 2H) 
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aafcflu 9 2 . n- -6-^y-i- (2-7 

;v) _ 8 _ (\?s<7i?l/-l-4M -6. 7-^KP-lH-^r/-2- 
X H-NMR (DMS0-d6) 

8 1. 80 (s, 3H) 2. 93 (t, J=8Hz, 2H) 3. 28 (br. s, 4H) 3. 49 (br. s, 4H) 3. 72 (s, 
3H) 4. 20 (t, J=8Hz, 2H) 4. 96 (s, 2H) 5. 02 (s, 2H) 7. 20-7. 34 (m, 5H) 8. 87 (br. s, 
2H) 

10 mMM9 3. 7- -2- -1- 

-8- (fc'^v^-l-^/V) -1; 

»#!i8 6 e) t*^ ^ / WKDft^ !) V y 'J =J -/V3rfflV^HJfc#!l 8 6 

15 *H-NMR (DMS0-d6) 

5 1. 80 (s, 3H) 2. 88 (t, J=8Hz, 2H) 3. 29 (br. s, 4H) 3. 49 (br. s, 4H) 3. 71 (t, 
J=6Hz, 2H) 4. 18 (t, J=8Hz, 2H) 4. 28 (t, J=6Hz, 2H) 4. 97 (s, 2H) 7. 16-7. 32 
(m, 5H) 8.90 (br. s, 2H) 

mmm9 4. 7- (2-zr<?~M -2-> ? ^^t^/-i- (2-7 ^ 

20 fr^M -8- {M^yy-i-JM -1, 7-^Kp^r/-6-t 

1 H-NMR(DMS0-d6) 

25 6 1. 80 (s, 3H) 2. 60 (s, 6H) 2. 89 (t, J=8Hz, 2H) 3. 28 (br. s, 4H) 3. 49 (br. s, 
4H) 4.26 (t, J=8Hz, 2H) 4.98 (s, 2H) 7.06-7.27 (m, 5H) 8.93 (br. s, 2H) 
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«#!I9 5. 7- (2-^ —AO -2-^pp-8- (E^<9$?V- 1-^f 
;v) -l. 7 — v^t: Kp/U 6 —^r'y V )) 7 tv^rn^mM 
a) 4- [7- (2-7^=7^) -2-^PP-6-^y~6, 7— S?fc Kg 
-lH-^y ^-8-^/1"] 1 -#71^^ t 

5 4- [7- (2-y^^7V) -2, 6-^^nn-7H-^!; T/V] 
1 t-^f;^T/H. Og, ^ithD'J'^S 

8 0mg. Om 1 <D^#I^, 8 0°CO»m4 , 24^ 

^)P^#bfc 0 K^^rl^m^^/K 7KT^tfcSU> ^Ji^TKgfe, ffift&Mft.X 

-^y-^X-l&ikibVXmmfc&M 8 0 0 m g &#fc 0 
^-NMR (CDC1 3 ) 

5 1.49 (s, 9H) 1.83 (t, J=2Hz, 3H) 3.44 (br. s, 4H) 3.56-3.63 (m, 4H) 4.94 
(q, J=2Hz, 2H) 

15 b) 7- -2-^pp-8- (bV^v^-l — fAO -1, 

7-^tKn^r/-6-ty b y ^i^-pit^m 

4- [7- (2-^^=/^) -2-^013-6-^^-6, 
lH-/!Jy-8-'f/V] fcVS^V- 1 t -^^-JU^^T^8 

26 77^- (rir h~ b y )v-jmamm (o . 1 % h y ^v^n^^r) m . 

V^fCo) tttlt, ^13^-^3. 4 5mg^#fc 0 
MS Ve (ESI) SOTCMT-CFjCOOH) 

^»!l9 6. 2- [7- -2-^^^7^y-6-^V 
-8- (K°s<7i?l/- 1 -6, T-^KPTTz-lW^f^] 

25 ^o^y^hy^ 

a) 4- [7- (2-^^V) -2-^pp-i- (2->/7y^y^) - 
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e-a-^y-e, 7-^nKp-iH-^!Jy-8-^;v] v^Vis-i-*) 

4- [7- (2-^—^) -2-^on-6-^y-6, 

5 0 Omg^-^T^^y^nW K6 Om g> 4&7k#^# V #.A6 8mg N 
N, N--^^ ^vVtfvW^T ^ Klml 4 t t e RjfcWi 

. fc^l^^/^l*-^ (1/1)> **in^^Sr?>3abyto 5««ri»3i^ 

JEjftJffi Lfc 0 ?£i££r 3 0-5 0 - y # </7P^7 7A^n 

10 h^^^w— «r33wJ&V\ flUB-fb-a^S OmgSr^fe, 
X H-NMR(CDC1 3 ) 

5 1.49 (s, 9H) 1.83 (t, J=2Hz, 3H) 3.43-3.49 (m, 4H) 3. 58-3. 64 (m, 4H) 4.95 
(q, J=2Hz, 2H) 5.72 (s, 2H) 7.06 (d, J=8Hz, 1H) 7.39 (t, J=8Hz, 1H) 7. 51 (t, 
J=8Hz, 1H) 7.71 (d, J=8Hz, 1H) 

15 b) 4- [7- (2-^—AQ -1- (2-^7;^^) -2.-*?*?-)V 
T^7-6-^-^y-6, 7-^fc Kp- lH-zfV ^-8-^f7V] ^7^y 
— 1— jfr/i^^lfe t — :/^vpj^7vv 

4- [7- -2-^nn-l- (2-^7/^^^) —6 

7-v?tKa-lH-7°!ly-8-/f^] fc 0 ^ 1 

20 t -^^VWH^TVV 8mg % 50 9vVT 5 2 0 ju UN, 

N - 7^ KO. 2ml ©iR-g^fe SrSffi-e 2 iSfflflH* Ufc 0 KiSM 
SrS^»ai^ % 7Kt?**WU *»ii**«fe, ^fo^TK-t^ofc^^Ufco £ 
*S£r7 0%^ai^/V/^^f-^-e^y ^^/V^Jp^n^ hi/^7>r— ^§r*5 

25 'H-NMRCCDCla) 

5 1. 50 (s, 9H) 1. 81 (t, J=2Hz, 3H) 2. 73 (s, 6H) 3. 38-3. 45 (m, 4H) 3. 56-3. 64 
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(m, 4H) 4. 91, (q, J=2Hz, 2H) 5. 55 (s, 2H) 7. 07 (d, J=8Hz, 1H) 7. 32 (t, J=8Hz, 
1H) 7.46, (t, J=8Hz, 1H) 7.65 (d, J=8Hz, 1H) 

c) 2- [7- (2-^~7VQ /~6-^-^y-8- (If 

^ify—l-st flSi -6, b 
5 U/v ^^J^ 

4- [7- (2-!7^~/V) -1- (2-*/T/^» 
$/-6-^y-6, 7-^kKn-lH-^r/-8-<;V] t^^v?^- 
1 — J&A'tfi'fife t-T'f^x^T/ve. 5mgl:MJ7^n^fO. 5ml 
«rin^T*«5U, SIt2 0«Lfc. R|ifi»Sr»»U ^S%20-8 0% 

io (o. i%attite$r) t»7A^P-rh^77^iii 

^ia-fb^6. 4 m g £r#fc 0 
^-NMR (DMS0-d6) 

5 1.76 (s, 3H) 2.69 (s, 6H) 3.28 (br. s, 4H) 3.51 (br. s, 4H) 4.91 (s, 2H) 
5. 40 (s, 2H) 7. 04 (d, J=8Hz, 1H) 7. 43 (t, J=8Hz, 1H) 7. 60 (t, J=8Hz, 1H) 7. 83 
15 (d, J=8Hz, 1H) 8.90 (br. s, 2H) 

mmM9 7. [7- (2-Zf^=^M -1- (2->7;^^) -6-t 
(fcf^^-l-^AO -6. 7-^fcKn-lH-7!Jy-2- 

HJfefll 9 6b) t?^^ f;vr 5: i/<Dftt> Y) \z.f-Hr# V =i—;vWt* ^wn^A-Sr 

1 H-NMR(DMS0-d6) 

5 1.79(s f 3H) 3.29 (br. s, 4H) 3.56 (br. s, 4H) 3.65 (s, 3H) 4.12 (s, 2H) 4.99 
(s, 2H) 5. 48 (s, 2H) 7. 10 (d, J=8Hz, 1H) 7. 50 (t, J=8Hz, 1H) 7. 65 (t, J=8Hz, 
1H) 7.92 (d, J=8Hz, 1H) 8.95 (br. s, 2H) 
25 mMM9 8. 2- [7- -2-* h 6 y- 8 - 

(M^^-y-l — <M -6. 7-^bKP7°D^-l-^;^f;w] 
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mmm 9 6 b) -c^ f;vr ^ ^<^ft^ 9 * * / — /^jiv^MtK^;*? y * 

A^filt U-r^JgM 9 6 t IHil^^UfCo 
^-NMR (DMS0-d6) 

5 8 1.79 (s, 3H) 3.28 (br. s, 4H) 3.48-3.56 (m, 4H) 3.91 (s, 3H) 4.97 (s, 2H) 
5. 32 (s, 2H) 7. 19 (d, J=8Hz, 1H) 7. 48 (t, J=8Hz, 1H) 7. 63 (t, J=8Hz, 1H) 7. 87 
(d, J=8Hz, 1H) 9.05 (br. s, 2H) 

HjfcM9 9. T7- {2-7^~;V) - l-i/7/^f;V-6-t^ry-8- 
(f^v^-l fM -6. KP-lH-^!?y-2-W^7 

a ) 4 _ [ 7 - -2-^PP-l-v / T7^f;^-6-^y 

15 i9 6a) i HHH^fifc Ufc 0 
^-NMRCCDCla) 

8 1. 49 (s, 9H) 1. 84 (t, J=2Hz, 3H) 3. 43-3. 49 (m, 4H) 3. 58-3. 63 (m, 4H) 4. 91 
(q, J=2Hz, 2H) 5.18 (s, 2H) 

b) [7- (2-^^7V) -i-vr;^f^-6-^y -8- (M^^-y 

20 -1-^VV) -6. 7-^bKn-lH-^yy-2 — f^-XA-^T^l/l BEBfe 

9 9a)-e#e>tb7^'fb^SrfflV^ N Hl£0i]9 7 ^|U^^^Ufc 0 
*H-NMR (DMS0-d6) 

25 8 1.80' (s, 3H) 3.29 (br. s, 4H) 3.55 (br. s, 4H) 3.68 (s, 3H) 4.22 (s, 2H) 
4.98 (s, 2H) 5.21 (s, 2H) 8.93 (br. s, 2H) 
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m-mmioo. ci. 7-tr:* -6-^y-8- [grig 

^V-l-xf/M -6. 7-^KP-lH-/!)y-2 — r/W^7V^T^/V] 

a) 4- I"!. 7 -IT* (2-y^^7W) -2-^PP-6-^y-6. 7- 

mMM9 6a)t2-v'7;'<Vv ? ;^PW K©ft*> 9 1 -^o*e- 2 
^SrffiV^^SJfcfclS 6 a) £ H^-^fifc Ufc 
'H-NMRCCDCls) 

10 5 1. 49 (s, 9H) 1. 80 (t, J=2Hz, 3H) 1. 83 (t, J=2Hz, 3H) 3. 40-3. 45 (m, 4H) 
3.57-3.62 (m, 4H) 4.93 (q, J=2Hz, 2H) 4.98 (q, J=2Hz, 2H) 

b) fl. 7 -If* - 6 - (tf^v^- l-^T/V) 

-6. 7-^bKP-lH-^y^-2-^;v^;v77^^1 Mg^/i^^ 

15 9 7 121*5 V > X > HISW 9 6 a) T*# b tlfcfc&W ©ft fc> t> , _h|B^^iI 

1 0 0 a) £> jh/fcfb^ & J3 V > X , |Hi£#ij9 7 tmmK&J&VtHo 
^-NMR (DMS0-d6) 

5 1. 79 (s, 6H) 3. 28 (br. s, 4H) 3. 53 (br. s,. 4H) 3. 67 (s, 3H) 4. 15 (s, 2H) 
4.83 (s, 2H) 4.98 (s, 2H) 9.02 (br. s, 2H) 

20 mmmioi. 1. {2=2±~M -e-a-^y-s- (tr^s? 

^-l-^/v) -6, 7-^bKP-iH-/yy-2-^v^fy;v mm 

mfcfci loot, ^^-^ y =a— ^vwt^^KBffcb 9 isTt/ik-r h 
v v^zm^xmrnm 1 0 0 tmmz&mvtto 

25 *H-NMR (DMS0-d6) 

5 1. 81 (s, 3H) 1. 82 (s, 3H) 3. 28 (br. s, 4H) 3. 56-3. 63 (m, 4H) 4. 95 (q, J=2Hz, 
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2H) 5.07 (q, J=2Hz, 2H) 9.04 (br. s, 2H) 

mmmio2. 1. 7-if* (2-^-/10 -2-* b^-8-(tf^s? 

5 fflwt\ famish V V^&m&h bTHJS^Ji 0 0 iBifc^Lfc. 

^-NMR (DMS0-d6) 

5 1.75 (s, 3H) 1.80 (s, 3H) 3.28 (br. s, 4H) 3.47-3.55 (m, 4H) 3.98 (s, 3H) 
4.66 (s, 2H) 4.96 (s, 2H) 9.01 (br. s, 2H) 

itiio3. n -tv 7- {2zz7±~M -6-^y-8- (If 

10 ^W-l—JAA -6. 7-^tKP-lH-7 p gy-2-^;^77^ 

a) 4- [l-7!?^-7- (2-^^V) -2-^PP-6-t^y-6, 

15 H2fr$i9 6a)-e2-*/r;^^p^ K©ft;b0K:n<fbry/i'«:ffiv v r 

Hffiftl 96a) i Ufc 0 
^-NllflKCDCls) 

6 1. 49 (s, 9H) 1. 83 (t, J=2Hz, 3H) 3. 38-3. 45 (m, 4H) 3. 55-3. 63 (m, 4H) 4. 90 
(d, J=5Hz, 2H) 4. 93 (q, J=2Hz, 2H) 5. 19-5. 29 (m, 2H) 5. 93 (ddt, J=10, 17, 5Hz, 
20 1H) 

b) [1-79^-7- l2_-^±=Zk) - 6 -^-^y- 8 - (tf-^S?^- 1 - 
£ ;V) —6, 7— y?t: Kp-IH-/!) V-2 — M^V2LZjEik±f^2Lf^ 

mfefli 9 7 ic*3v>t n mmm 9 6 a) -e# bttfc^^^f^^ «5 ±mmmm 

25 1 0 3a) T?# tlltfc&b &m V >T , 9 7 £ |H« K^fife Ufc 0 

1 H-NMR(DMS0-d6) 
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8 1. 79 (s, 3H) 3. 27 (br. s, 4H) 3. 48-3. 56 (m, 4H) 3. 66 (s, 3H) 4. 12 (s, 2H) 
4.70 (d, J=5Hz, 2H) 4.98 (br. s, 2H) 5.07 (d, J=17Hz, 1H) 5.21 (d, J=10Hz, 
1H) 5.89 (ddt, J=10, 17, 5Hz, 1H) 9.07 (br. s, 2H). 

mmmio4. i-ry^-7- (2-^^) -e-a-^y-s- {&< 

5 =7*?^— 1 6, 7 — Kp-1 H— ZfV i'—2—2iA'i£~ h VJk WL 
MM. 

1 H-NMR(DMS0-d6) 

10 5 1. 81 (t, J=2Hz, 3H) 3. 29 (br. s, 4H) 3. 57-3. 64 (m, 4H) 4. 81 (d, J=5Hz, 2H) 

5.04-5.10 (m, 3H) 5.26 (d, J=10Hz, 1H) 6.00 (ddt, J=10, 17, 5Hz, 1H) 9.12 
(br.s, 2H) 

mmmi o 5. 1 -rv^- 1 - '{2 -2-* h^-8-(tv< 

/V'Srfflv^, h y ^^Sr^fc LT^J 1 0 3 £ IfUflfcm-g-jfcUfc. 

1 H-NMR(DMS0-d6) 

5 1.79 (t, J=2Hz, 3H) 3.27 (br.s, 4H) 3.48-3.56 (m, 4H) 3.93 (s, 3H) 4.55 
(d, J=5Hz, 2H) 4.94-5.02 (m, 3H) 5.12 (d, J=10Hz, 1H) 5.87 (ddt, J=10, 17, 
20 5Hz, 1H) 9.04 (br.s, 2H) 

mmmio6. n- (2->^vv) -1- {2=a±*i^±M - 6 - 

(tr^9^-i-^/» -6. 7-^tKp-iH-^i)y-2 

a) 4- 17- {2—zf^^M -1- (2-* b^v^^W) -2-^on- 
25 6-^y-6. 7-^Kp-1H-/'JV-8-^V] fcT-^ 3?^- 1 
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mMM 9 6 a) "C 2 — v'T S ^y^nv/f KOftfc* 2 -^a^Ji^V^ 
^^3l-7 i ^^V^T^»J9 6 a) fcl^Ufc-g-J&Ufco 
1 H-NMR(CDC1 3 ) 

5 1. 49 (s, 9H) 1. 83 (t, J=2Hz, 3H) 3. 36 (s, 3H) 3. 39-3. 45 (m, 4H) 3. 56-3. 61 
5 (m, 4H) 3.69 (t, J=6Hz, 2H) 4.50 (t, J=6Hz, 2H) 4.92 (q, J=2Hz, 2H) 

b) T7- - 1- (2-p< Y^y^jV) -6-**y-8- (If 

^V^ls-l-^ M -6, 7-^KP-lH-^yy-2 — {Vt^jiZX^ 

JSlfrBI 9 7 fc£JV>T, HWJ 9 6 a) T?# btLfcte^O'ftib «9 fc, _h|B^»!l 
10 10 6a)t?#e>tbfe>fb^^V>-C, |HJ£#!!9 7 RfllRl-fr^Ufc. 
'H-NMR (DMS0-d6) 

6 1. 80 (s, 3H) 3. 25-3. 32 (m, 7H) 3. 50-3. 55 (m, 4H) 3. 61 (t, J=6Hz, 2H) 3. 67 
(s, 3H) 4.14 (s, 2H) 4.25 (t, J=6Hz, 2H) 4.98 (s, 2H) 9.00 (br. s, 2H) 
»J10 7. 7- {2=?±~M "I" -6-*- 

15 fry- 8- (V^&y-l-'CA') -6. 7-^t:KP-lH-^!?y-2- 

^-NMR (DMS0-d6) 

20 8 1. 81 (s, 3H) 3. 25 (s, 3H) 3. 29 (br. s, 4H) 3. 55-3. 64 (m, 6H) 4. 34 (t, J=5Hz, 
2H) 5.08 (s, 2H) 9.05 (br. s, 2H) 

Hjfeff[|10 8. 7- (2-^^/V) -1- j2zzA±^l^±M -2-* 

hfr^-s-d^^v^- 1 — fAQ-i, 7-^^FP7'yy-6-ty & 
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^-NMR (DMS0-d6) 

8 1.79 (s, 3H) 3.23 (s, 3H) 3.27 (br. s, 4H) 3.46-3.55 (m, 6H) 3.94 (s, 3H) 
4.13 (t, J=6Hz, 2H), 4.96 (s, 2H), 9. 03 (br. s, 2H) 

mmm 109. 7 -*<z/*s;v- 1 -*=f->v- 8 - {\f^y^>- 1 -jm - 

a) 7-^^^V-l. 7-^bKP^g^-6-^y 

/f^S/yi 8. 2 3g^ ^VWW*^ K 9 Oml U ^O-^V^ 

o-W K 1 6ml ^fflmTJMHKa^Ufco K**4rSfflfc*^3 1 fcife 

#\ ±»^sr^#, mm^ttj i o%mm a 3 5m 1 ) k:»#u 7 o°c 

Kl*CpH7**T?«t»!ftUfc. flftttUfcSft&^&U *lBfc£4& 1 2. 7 

4 8 g zmtc 

b) 4- (7-^<^/V-6-^y-6. 7-i?t pP-lH-^yy-8- 

15 7-^O^A— 1, Kn^^-6-tyi 2. 74 8 g2rN, N — 

i?^f ;v*;vA7 1 5 O m 1 {^j|L, N-^opa^»>f U'7. 9g 
^in^.fc 0 RJS**:J|**8H*U KJ^&iW^*'te*t**iU tK> 1N-I 

20 7 1 -#/l^V^t 0 g £$S£*W 1 5 

J—** (10:1) ^/±5^®J;«9, mWk&mi. 5 3 9 g%#fc, 
25 ^-NMR^DClg) 

8 1. 39 (s, 9H) 3. 07-3. 10 (m, 4H) 3. 35-3. 39 (m, 4H) 5. 44 (s, 2H) 7. 16-7. 18 
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(m, 2H) 7.22-7.32 (m, 3H) 7.91 (s, 1H) 12.18 (s, 1H) . 

Kn^U is— 6 —Jris b V 7;vtP^tt 

4 _ ( 7 ?yi;;V-6-t^y-6, 7 Kn - 1 H-Zf V V- 8 — ( 

5 A-) fc 0 ^^^— 1 -JjA'tfl/Wl t -^^/V^^TVV 1 5 m g N-i^ 
f^AT5 Klmll«U TKm^hy ^^1 Omg. 3?fl^9vH 

fetxi^ytfy-? 4~ (Tir h n h y /u-tK^Wj^ ( 0 . 1% MJ 7;^n|^ 
10 S^^F) «r/BV^ 0 ) Htftils 3 1mgWc 0 

MS Ve (ESI) 325(MIf-CF3C00H) 

SUM*] 110. 7 1 -a^V- 8 - (fc: 0 -^ v^- 1 =^f AO - 

1, 7-^bKp^!?^-6-^ h9 7;vtPSBH 
3 9fc*?'/i'<Dftt>*) KB— \?^# l/&R\<^XM1fc&\ 10 9 i^ii^ML^ 

15 anafl3-&*«r#fe. 

MS (ESI) 339 (MH + -CF 3 CO0H) 

SMI ill. [7 -^o^y?/w- 6 -a-ap-y - 8 - (if -^9^- 1 ^0 

- 6 , 7 - Kp/D y- 1 -f^l j^jxf ;^X7T^ hy_72k±H^M 
20 3 <74b;* =?vKDft:b 9 Id^a ^^^WSrffiV^-C^JSM 1 0 9 £ . 
MS Ve (ESI) 397(MH + -CF 3 C00H) 

gggg) 112. 7 1 - ( 2 - * h^->^^) - 8 - ( g^jg 

25 u?ik*3'A'<0 J fct>V)\Z-2-* hdr^^^/^u-T^ K^rfflV^T^JS^J 1 0 9 
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MS Ve (ESI) SSgOfflf-CFaCOOH) 

M! 113. 7 -*Zls*?jV- 1 - ( 2 -/P fc J ~/^) - 8 - 
1-4 -1,' 7-^KP7'!)y-6-ty hy7;vtPiif 

5 (ML, ISHB^b^«:#fco 
MS Ve (ESI) 349(MFT-CF 3 C00H) 

miMm 114. 7 1 ->7/ ^ f-jV— 8 - L^ClZ^Zz: 1 -4 

7V) -1, h !) 7;wtnif t 

a^b^/V^i^b^^n^T-i? h~ h ]) A>&m^xmJ&W 1 0 9 ^fi^fc 
10 MIL, ^12fcl^£#fc 0 
MS Ve (ESI) 350(MH + -CF 3 C00H) 

H»!lll5. 3- (2-y*^~M -5-^^-/^-2- (fcT^S^-l- 

4)V) -3, 5-^bKp-f^y [4, 5-d] t-y ^^-A-an^ by 

15 a) 2 -l/n^e- 3 - (2-^^^W - 5 —>7y - 3H-^ ^ 4 

2-^ci^-- lH--f /V-4, 5 -^#71^- h y/l' [CAS No 

50847-09-1] 16. 8 0g(Di^/-;H 7 0mlM:ft^4. 5 

20 ^2 o om i &Mx., ^mm^Tmrn^y^i/v^x^m^ mmv, mm 

mWLtc 0 HiSSrN, N-^^f;v*;^7 5 Kl'^U y ?A 1 4. 

1 g*5itF2-y^=7^n^ K8. 6mim StfiT? 18 H#W!«#Lfc 0 
f^zc^w 500ml SrJP*., 7X3 0 0mlT3 HJgfc^U Weir Y V 17 A<£>3& 

fp*M53 o om i -c^Ufc#> W^mm^^^y^ A-effr&iu $ti©u ^ 

-sm^^^ (9:1) mmftm*.?), nm^m4. 0 9 g ^#7t o 
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^-NMRfcDClj) 

5 1.43 (t, J=7.2Hz, 3H) 1.81 (s, 3H) 4.47 (q, J=7. 2Hz, 2H) 5.16 (s, 2H) 

b) 4- [1- -4--X7V — 5 -J. h^-y^J^^U- 1 
FL-4 ^ ?^/—;V- 2 — QV\ 1 -jJAstfls&t t —-ff-jV^^ 

5 A: 

2-^n^e-3- (2-^^/1^) -5-^T7-3H--Y5:^y p — 
/l^^H 3i^7Vcn^7 i 7V4. 0 9 g lr fc°^7 i?^- 1 - t - ^l/ 

^7/V7. 7 0 g £S-3-U 1 5 0°C^PBUfc o 5 0#j*#U % 

10 v-g^^/v- (2:1) ^ffi^WJ;^ fllflBfr&KU. 4 7 g £r#;fc 0 
1 H-NMR(CDC1 3 ) 

6 1.43 (t, J=7.2Hz, 3H) 1.47 (s, 9H) 1.82 (t, J=2. 3Hz, 3H) 3.08-3.13 (m, 
4H) 3.57-3.61 (m, 4H) 4.44 (q, J=7. 2Hz, 2H) 4.89 (q, J=2. 3Hz, 2H) 

c) 4- [ 1 - (2-zf^~/V) -5- J- h*isJr/l'&— A"- 4 

15 ^^-lH-/f^y-;v-2 — j;V\ tf^S*^- 1 -jfr/H^SE t-zf 

4- [1- ( 2—zf^-~;V) - 4 —yry - 5 -x h 1 H- 

-f As— 2— >f/i/|tf*< l t - 7f;vx^r^0. 

8 0 g 7 — A> 2 0ml ^«^T «7 A 5 0 5 m 1 

20 14 mm 6 0 °C^OB Ufc 0 mk^As lOOml^i TJ^tK 50ml £r2«J ?L N 

5 0 m 1 t^k-t- h y l7^0fSfP7K^ 5 0ml -CWJWfeifrU &j7ja» 

h^^-te-ofiMsu ^^->-mst^A^ ( 3 : 2) ^m^®j:9, mm 

ik-&m 0 . 5 8 g 3r#fc 0 
25 l H-NMR(CDCl 3 ) 

8 1.43 (t, J=7.2Hz, 3H) 1.48 (s, 9H) 1.82 (t, J=2. 3Hz, 3H) 3.12-3.16 (m, 
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4H) 

3.54-3.59 (m, 4H) 4.44 (q, J=7. 2Hz, 2H) 4.89 (q, J=2. 3Hz, 2H) 7.41 (br. s, 
1H) 8.88 (br. s, 1H) 

d) 4- Cl— -5— ^ h^-^fr^a^/W- 4-*?-;V^;V 
5 ^t^/^/1^^W ^ hVA— 1 H — T ^ £)MLz 2 z^£2kj tf^^v^V- 1 

4- [1- 3r*/3J 7VT$=-;V- 4 -^"^/W^^T 

^^x^o. 5 8 g(Di?^ni3^^^2 Om 1 W&fc'r Y*7 7 sV^ruUo^Y V 
10 ^^^-^y^^3,0. 2 3 5 ^Pi s tfit 18 ^iWLfco n a ^ ^ y 
5 0ml mkim± h y !?AO»Kii20ml "egfe^L, m^mm 

^-NMRCCDClj) 

5 1.41 (t, J=7.2Hz, 3H) 1.47 (s, 9H) 1.81 (t, J=2. 3Hz, 3H) 2.39 (s, 3H) 
15 3. 12-3. 16 (m, 4H) 3. 56-3. 59 (m, 4H) 4. 42 (q, J=7. 2Hz, 2H) 4. 80 (q, J=2. 3Hz, 
2H) 

e) 4— [1- —§—zcy*c%/-%)Vi$.~;V—£-**f->V?.}V 

20 4— [1- ( 2 — rff^M - 5 -x h^^;^'^- 4 - ^ f ;^;V7 7 
=;^;v#y^f ^ hV/v— 1 H — f % ?^f—jv- 2 — ( jV\ \f^<y 1 — # 

/V^I/H t — 7*f;^^r^0. 5 5 g©x^/-;V3 Om l^t^2N fit 
7k»?fc5ml SratUfc, 5^6 0°CT^PSbfc o SJS«S:»ff««tbfc«, 
xf;V2 5 m 1 #5£t£lN ^SMb"?* V D V J*7kmfc&MZ.fc 0 Tkm&EtM^A' 
25 2 5ml«U ^WtM 1 N zRSMfc?- h V V **m& 1 m 1 «r£A, 
"WSfifb*- t> y !7 AOlSfPTK^^ 10ml &t7Mpf»^ # AT? 
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^5VKT^>-0. lOmlfc^rM^- t-^f/VO. 2 5 6 g^M, i 
M.-V 15 R$|ffljft# b/c 0 H^^/V 2 5ml &>!JR?U 0 . IN 10ml, Tk^f 

fcWtr h V V J*<Dmayi<MWz 10ml kMAkr V y ^^<DiafP7K^ lOmit 

*?A^ovh^7^H!it»j!m ^^f-v-BW*^^ (4 : i) mm$? 
©«t 9 > «ia^^ o . i 5 g &#fc 0 

'H-NMR (CDC1 3 ) 

5 1.43 (t, J=7. 1Hz, 3H) 1.48 (s, 9H) 1.81 (t, J=2. 3Hz, 3H) 2.40 (s, 3H) 
10 3. 16-3. 20 (m, 4H) 3. 55-3. 59 (m, 4H) 4. 35 (q, J=7. 1Hz, 2H) 4. 80 (q, J=2. 3Hz, 
2H) 

f ) 4 - [ 1 - ( 2 -7>?-~jV) - 5 h *^?3JV$~;V- 4 - fc Kp 

15 0°CT?4- [1- (2-^^-^/W) — 5-^ h^V^/V2}?=:/V'-4— * 

?VV r z=.)Vil)V^=.jV-\YL--{%^^/—)V-2-^)V\ tXy^-l-^/V 
tf^ife t -^f;l/x^7/V0. 2 6 5 g ©x;? / -/W 8 m 1 iltSiM 
(II) 0. 1 8 7 gdSJztfTK^K^^hy 0 9 OSriP*.; tflt 4' 

R#K&#Ufco JEteMfcMR (II) o. l 8 7 g*3J;tf7K*^K5^hy 

20 0.0 9 0 ^r^JP^fc^, 1 5 mm^UX«nWVfc 0 ffiM^/l> lOOml^it; 

o. 5Nit5 0mi^M, mmm&&5 omi tm^hv vj*<DmQ*m 

fc-^y %>f>v-% s 7i>>2v~*? Ytf??^— mTflERu ^^^-^^^^(4 : 
i) »m#PU:»K mPc*o. 1 7 2 gEifcu ^^-mm^jv (1 : 4) 

25 ^m^W-fc y> , Wfa-ffc-d* 0 . 0 6 1 g &#fc 0 

'H-NMR (CDC1 3 ) 
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6 1.42 (t, J=7. 1Hz, 3H) 1.48 (s, 9H) 1.81 (t, J=2. 3Hz, 3H) 3.17-3.21 (m, 
4H) 3.41 (t, J=4.8Hz, 1H) 3.56-3.60 (m, 4H) 4.36 (q, J=7. 1Hz, 2H) 4.75 (d, 
J=4.8Hz, 2H) 4.81 (q, J=2. 3Hz, 2H) 

g) 4- [1— ( 2 — zff~>V) - 5 - ^ h^r->^J^^/V— 4 — 

5 1 H — ^ ¥^J— )V- 2 -4?V\ ^7i^^- 1 —•fttV^sW. t -zf^JV^-^ 

4- [1- - 5-^ hdfv-^77V^=/V-4-t Kd^E-^f- 

^^•x^o. 06 1 go^pp^^yamiMtztft^^^o. 120 

(7 : 3) mmfrmzv, mm^mo. 0 5 5 g ^#fc o 

^-NMRCCDClg) 

5 1.42 (t, J=7. 1Hz, 3H) 1.48 (s, 9H) 1.82 (t, J=2. 3Hz, 3H) 3.23-3.26 (m, - 
15 4H) 3. 55-3. 59 (m, 4H) 4. 45 (q, J=7. 1Hz, 2H) 4. 89 (q, J=2. 3Hz, 2H) 10. 36 (s, 
1H) 

h) 4- [1- {2=7±~M 7-^y-6. 

-iH-^f>;^ [4, 5-d] g^s^-i-*^ 

20 4- [1— (2— — 5 ^^#7^—^-4 —^/I'^A'— 1 H 

—4 5: /w— 2 — >f /p] tf^^v- 1 — ^/v^^gft t —^^-;v^^ i r/v 

0. 05 5 g©^/-;l/2. 5ml^|Wf;VtF7^0. 0 5 m 1 

X. x 8 0°C-C1 5R$Wk Hi- 1 3 0°C-C1 4mmtimVfco R/S«*lteE*Wb 

25 ^fvP (1 : 1) ^m^®J:l9. SIIBflS^O. 0 3 5 g £r#fc 0 
l H-NMR(CDCl 3 ) 
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5 1. 52 (s, 9H) 1. 83 (t, J=2. 3Hz, 3H) 3. 38-3. 42 On, 4H) 3. 61-3. 64 (m, 4H) 
3.85 (s, 3H) 5.09 (q, J=2. 3Hz, 2H) 8.13 (s, 1H) 
MS n/e (ESI) 387.4(MH + ) 

j) 3- -5-^^-2- (yj^^-i-^CM -3, 

5 [4, 5-d] try ^^-4-^ Sy7/VtP» 

4- [1- (2-^-^) -6-^^;v-7-^-^y-6, 7-i?tKn- 

1H _^^y [ 4j 5-d] try^^-2->f/n t°^7^-i-*^ 

10 !)7/VtnttO. 4mlttt ll^liaiftTfJWLfc. IftK^U «t 

^fts^I^^ 0 • :^ '^^7 7x^- (r-ir h= b y ^-tK^iw (o. 1% 

b y £rfflv^c 0 ) Jj:T*SIS4U Wffrfb^O . 0 2 9 5 g 

^-NMR (CD 3 OD) 

15 6 1.83 (t, J=2.3Hz, 3H) 3.45-3.49 (m, 4H) 3.65-3.69 (m, 4H) 3.83 (s, 3H) 
5.15 (q, J=2. 3Hz, 2H) 8.20 (s, 1H) 
MS Ve (ESI) 287.09(Mir-CF3COOH) 

mmm 1 1 6 . 5 — ^ v^va-^^* *f->v- 3-^(2 - 2 - ( t° 

^s^-i-^ao -3. 5-^Kp-^^-/r4. 5-d] 

20 MJ7;^Piti 

aj 5 -^<^v ? ^^-^V^^-4-^-^y-4. 5-i^b KP>f$^/[4, 

5 - d ] tr y 1 - ^/vfr ^jj^L* f/vr ^ k 

S-^V^^iO^WS^/ C4, 5-d] t o y^v?^-4-^-^ EC 
AS No 8 2 1 3 7 - 5 0 - 6] (R. P a u 1 Gagnier, M i c 
25 hael J.Halat and Brian A. Otter Jour 
nal of Heterocyclic Chemistry, 21, P 
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4 8 1, 1 9 8 4; T/V- • 1&—)V • # v^^^K ^4 tnv • i?^— • 

5^MJ-, 21, 48 1R, 1984 ) 3. 04 g©^on^y5 Om 
l^&l- h y^^vKT^V2. 0 8g N N, N-^W^r^^o^ 

5 -rK2. 8 o^tM-v^^vKT^:/ try^^o. 22 g ai 4H£WJnafc 

il^fSUfCo 2 5 0ml £r#P;t. 1 N^m^K^I^ 50ml, £*8bk3S^ 

h y ? A 5 0ml t^-t" h y * A<E»t&fn7Mg?& 50ml ^JlH&gfe 

Y-?7 7j—\z.xmWk\^, ^^t^-»^/K2 : 3) ^m#Pi£ Y) % 
10 mafcd** 2 . 8 6 g §r#fc 0 
'H-NMRCCDCla) 

6 2. 98 (s, 6H) 4. 77 (s, 2H) 5. 74 (s, 2H) 7. 30-7. 39 (m, 5H) 8. 21 (s, 1H) 8. 46 
(s, 1H) 

15 4 ^ [ 4 . 5 - d ] b° y gg^z: 1 - ZiME >mj?* 5 K 

^*#H^,Ts -7 8°C-C5-^<^v?/V^-= 3 f-i/^^/V'-4-^-=¥y-4, 5- 
i?t Kn-f ^ ^y [4, 5-d] t°y ^v?^- 1 K3. 
3 4 g©7h7t KP77^1 5 0 m 1 igifcKln -^/HJ 5 . 3ml (2. 

20 Px^y3. 2 6 g h 7 t Kp 7 7 % / 2 0 m 1 ^11:1 IK t±t § 
*fc 0 it^T>-^^l7A(D5%7K^2 5ml %;&H;t. ^M^^5 0m 1 X*$i 
W bfCo ^$Uf &7K 2 5ml tmt-i- V y ?i^f&?P7K^ 2 5 m 1 l?JlH^?f*- 

w yjf7-7j—\<ixmn\s. ^w-mk^^ (2:3) ^m^-nu^ 

25 ^Iffrfb-a^ 2 . 3 1 g £r#fc 0 
X H-NMR(CDC1 3 ) 
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5 3.12 (s, 6H) 4.77 (s, 2H) 5.70 (s, 2H) 7.30-7.39 (m, 5H) 8.48 (s, 1H) 

c ) 4- (6 t^^v^^^-7-^y-6, 

T4. 5-d] K a Vf?j?^- 2 -4 As) fcT^v^- 1 zL*2k%j>M 

5 S&^ffl&T. 5 -^y ^^^/^ f ;V- 2 - ^ P n - 4 - t^f- y - 4 , 5 
-^tKn^f^y/ [4, 5-d] t o y 1 -^;v*^^f^'7^ K 

2. 3 1 g^iU 5 ^^- 1 -*/^^ t -y^7V=c^"r;VA. 49g 

TflWftU B^fife^^/i4§tt|^WJ: 9 > fcUBfls-g^ l . 94 g &#fc c 

10 ^-NMRCCDClg) 

5 3.54-3.58 (m, 4H) 3.71-3.75 (m, 4H) 4.68 (s, 2H) 5.65 (s, 2H) 7.25-7.35 
(m, 5H) 8.21 (s, 1H) 12.58 (br. s, 1H) 

6- 7— kp-ih-^5*v T4. 5-d] try ^V-2-^/V] ^ 
15 2 vV— l — tj/^vM t -:/^Wj^-7vv 

4- ( 6 -^y^/Vt^^^ f ^" 7 - t^E" y - 6 , Ko-IH — { 

$?-S [4, 5-d] t°y 2 — (>V) i?^.? 1 ;V7$>-m t 

-^f/Vx^r^O. 216g©N, N-^W^75K2 0mlSf«l!: 
^#y?7-k0. 7 4 g*5j:TJ ? 2-^^^n^^ KO. 0 7 8 g^Px.fc„ 
20 16 B#raM-(?»#Ufc«, WS^^ 5 0mlS:M, ^JSSttK 20mlt 

Hurcfc^-u h y v&omnTimwii omi -e$i#u ^zkek^^v 

^iU ^^IhV-^^^V- (3 : 2) ^ffl^®J:«9, StlB-ffc-g-fc 0 . 13 9 
g £r#7t„ 
25 X H-NMR(CDC1 3 ) 

6 1.50 (s, 9H) 1.86 (t, J=2. 3Hz, 3H) 3.38-3.44 (m, 4H) 3.61-3.66 (m, 4H) 
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4.72 (s, 2H) 5.10 (q, J=2. 3Hz, 2H) 5.65 (s, 2H) 7.25-7.38 (m, 5H) 8.18 (s, 
1H) 

5-^>-^^-^r^^^V- 3- -2- (tT^S?^- 

1 -JaA -3. 5-v?t KE^ljV T4. 5-d] > 

. 5 y zzk±gHM^ 

4- [6— ^•yVA'tt is* (2-Z?3-~M -7-^-^y-6, 

7-v?tKn-lH-f^y [4, 5-d] try 2 — fA-] tT-^9^ 

^— i t — Zff-A^^^'T^O. 0 0 7 3 g &r^Ji£#i| 1 1 5 i ) t 

Nil^Il^ *SiiL-C, «fBfc#*&0. 0 0 4 3 g £r#fc„ 
10 1 H-NMR(CD 3 0D) 

6 1.83 (t, J=2.3Hz, 2H) 3.45-3.49 (m, 4H) 3.65-3.69 (m, 4H) 4.69 (s, 2H) 
5.15 (q, J=2.3Hz, 2H) 5.64 (s, 2H) 7.17-7.32 On, 5H) 8.20 (s, 1H) 
MS w/e (ESI) 393. 28 (MlF-CFgCOOH) 

ggffiffi] 1 1 7 . 3- j2^7±~M -2- (f^v^-l-^) -3, 

is 5-^hkp^^'/[4. 5-d] try^y-4-a -v MLZ2k±HM 

^m#H^Ts 4- [6 — <^^/V^^^~ 1- (2-^=A0 -7 
_^y_ 6> 7-^tKP-lH-f5^ [4, 5-d] tr'y^^-2- 
4 /V] t°^7i^^- 1 -^/I^^M t -^/Vx^f/VO . 1 2 3 g <Di?P n 
20 n^^^8mlii2:-7 8ra^U 9ml (1. O^-A- 

. i^gpjftl Oml *Jn^ -78 < CtIli:2«^Lfc 

wxtrnmrnm ufc a^^r tr y s?>- 3 m 1 u 2 Htrai&n&s^ tfc 8 r <d 

25 «*0. 3ml*«JE*»U » b ^7 7 - (T* 
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u nmt&m o . o o 5 g *mc 0 

^-NMRCCDgOD) 

8 1. 83 (t, J=2. 3Hz, 3H) 3. 45-3. 49 (m, 4H) 3. 65-3. 69 (m, 4H) 5. 16 (q, J=2. 3Hz, 
2H) 8.21 (s, 1H) 
5 MS Ve (ESI) 273.16 (MH + -CF 3 C00H) 

liang 2- [7- -i-w&-6-**y-s- 

a ) 4 - [7- -2- (2-^7/W^^f7V7^y - 1 

10 ^y-6-^-^y-6, tr-^^^v- 

4- [7- (2-^^/V) -2-^nn-l -pi^vV- 6 7 
-i?t Kp~ lH-yy V- 8 — fA'] t^7^/-i-*^>i t -^ 
;vx^r^2 0 0 m g 1 - ^ f^- 2 - t'n y K^2. OmU^U "M 
15 fvl'T 5: K 8 5 m g „ !)>)A129mg £Jn?U 1 0 0°C\Z.X 2 fl#|HH*# 

Ufc 0 K/S^«T^ta*^*P UfcSL 5 . Oml <D7k%Mx-fr 0 ^fC 1 

2 2 lmg (8 9%) #fc„ 
J H-NMR (DMS0-d6) 

20 8 1. 43 (s, 9H) 1. 79 (t, J=2. 5Hz, 3H) 3. 23-3. 27 (m, 4H) 3. 36 (s, 3H) 3. 48-3. 52 
(m, 4H) 4. 95 (q, 2. 5Hz, 2H) 6. 59 (td, J=8. 0, 1. OHz, 1H) 6. 63 (dd, J=8. 0, 1. OHz, 
1H) 7.14 (ddd, J=8.0, 7.5, 2.0Hz, 1H) 7.80 (dd, J=7. 5, 2.0Hz, 1H) 
MS m/e (ESI) 522 (MH + ) 

b ) 2 - [7- (2-^^/1^) -l-^f/W-6-^y-8- (fcV^v^ 
25 -l-JM -6. KP-lH-yjy-2-^;^^] 
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4- [7- -2- {2-$UV/^>t ?V~7 a^J -1-^ 

1— t -^f;Vx7f;V 2 1 0 m g ^ y 3 . 5m 1 N 4N 
t*-ffll*fA««t 2 . 1ml iPx.fc„ ^MKlT 4 B^WNg, RJ£«EK1^ 

t, flMBffc&fcSrl 7 7mg (9 6%) #fc 0 
^-NMR (DMS0-d6) 

5 1. 82 (t, J=2. 3Hz, 3H) 3. 28-3. 32 (m, 4H) 3. 48 (s, 3H) 3. 54-3. 58 (m, 4H) 5. 04 
(q, 2. 3Hz, 2H) 6. 96 (br. t, J=7. OHz, 1H) 6. 99 (br. d, J=8. OHz, 1H) 7. 46 (ddd, 
10 J=8.0, 7.0, 1.5Hz, 1H) 7.93 (br. d, J=8. OHz, 1H) 
MS (ESI) 422(MH + -HC1) 

^Mlll 1 9 3- -5-*=?-jV-2— (fc'^v^-l- 

±M -3, [4. 5-d] MVpyy-A-X-y 

a) 1 - h V f-fls— 1. [4, 5~d] 

15 V ? Vis -4 -Oris 

m&~Q5-*?-/V- 1, [4, 5-d] fc°!J 

~ty[CAS No 7 6 7 5 6-5 8-6] (Sh i h-F o n g Chen 
and Raymond P. Panzica Journal of O 
rganic Chemistry 46 s p 246 7, 1981; • 

20 "7*^? • V— K • tT— • — • • ^ — ifz=. 

vt'tr^XY)) 46, 2467 Ms 1981) 78. 8 g^no^ 
*^2. 5 lfcfUW*^ hyx^7$^7 8. 8&Mx.fr 0 fyf;^P7 
-f K 1 7 6 g SrJB*., 3 ^Ji#bfc 0 »f;V7. 5 1 tK3 1 *5± 

w^hy >>A©^f07K^3 l-ewi^^u M^^^^^a-ci^ 

(2 0 : 80*^0 : 10 0) ^ffi^HU 9 , 1 
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3 6. 5 g %#fc 0 
^-NMR (CDC1 3 ) 

5 3.79 (s, 3H) 6.92 (s, 1H) 7.07-7.13 (m, 6H) 7.32-7.40 (m, 9H) 7.87 (s, 
1H) 

5 b) 2-^PP-5-^f;V-l- hPT-A"-!, 5-S?fc Kp^^V f4. 
5-d] W 

M5©#BSCT* -7 5lCT?5-^f^-l-MJ^-i- 5-i?t Kn^ 
[4, 5-d] 3gOfh7tKo77^4 
1 %m\Z.V ^ ? A^f^ ^/l/S?^9i? K 2 2 Om 1 (1. 0Wh7tKo ' 
10 7 7>it) SrJP*:. - 7 5°CVimmmW^tcm, ^f^noi^y8 2. 
3gO7h7kKn77y2 0 0mlit§rM, - 2 0°C£X'g-M£ltfr o M 

7k 5 1 »J;tWtt^ h y 17 A©fi^^5 1 T?JRJ«5l3i*U 
7^t«L, ^/E^ltb/c 0 aS^r t--?J->V**f-jV3^*- r;H 5 Om 1 }£fg 
15 £j $i2r % U f — Zf^tv* ^;v^—T;v lOOml Vtco MMb 

6 9. 7 g £r#fc 0 
'H-NMR (CDC1 3 ) 

6 3.78 (s, 3H) 5.81 (s, 1H) 7.25-7.27 (m, 6H) 7. 28-7. 38 (m, 9H) 

c) 4- (6-^^-/^-7 -^-^y- 6, 7-^KP-lH-^f^yr4. 
20 5-d] b°y 2 ;V) t°^5i?l/-l-%s\stfi^m X )Vzz- 7, , 

2-^pa-5-^f;V-l - h y f-jv- 1 , Kn^?^/ [4, 5 

-d] t'!J^-4-ty6 9. 7 g t 1 -77/W^m t -37* 

f-frzc^A, 15 3. 4 g <£r$&if, iiOfB^TtWt/^^ 1 0 0 o ClfcT? 
25 JnH&LfCo Si^M5[Hl^L4 J i-< ftofc 1 5 O °C3; _ht7\ 

1 ^WRJ5SS*fco S^mSr^Lfc^, t - zf^/u * ^ } v^—=f } v 2 5 Om 1 
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fc#tfc£ii\ UmW*m&\sfro t-^;V^^;V^T;V2 0 0ml T?2|§k 
TfC 2 0 0 m 1 -C 3 |H N TfcfcflF t-'f'f'jVJ. ^■jV^—'t/U 200mlf2 
U ffcflfeUfcSK «IBfl^*&5 0. 3g£r#fc 0 
^-NMRCCDCls) 

5 6 1.50 (s, 9H) 3.56-3.62 (m, 4H) 3.73-3.80 (m, 4H) 3.87 (s, 3H) 8.16 (s, 
1H) 12. 65 (br. s, 1H) 

d) 4- fl- -6-^^-7-^y-6. 
P-1H-^-;^/ [4. 5-d] \*Vm>-2-'{A>] V^&ls-l-jJ 

10 Sm#H^.T. 1 5°C-C4- 7-^y-6, 

lH-^f^^/ [4, 5-d] t°y^^-2— f/V) fcV^$?V-l 

t-^f;nxT;v8 8. 4 g ©N, N-^f^*;^T5K5. 5 1 
»»!)!>A4 3. 9gfc^2-7'^;^PWK2 7. 8 m 1 £rJlR 

^dra^fco S^SrSET?2 2^raa#bfcm. zki o l iffila^s 
15 l t?*fim Ufc„ ^rKMi SttK 5 it* 2 laU i&ffc^ h V * & <^fnzK$g$i 5 l T?Jifi#c 

ICT^U, -^^V-S^^/V (3 : 2^f>3 : 7) fgtH^PU 9 ^ ^lB4fc 
^5 4. 3 g Sr#fc 0 
20 ^-NMRCCDCls) 

S 1.52 (s, 9H) 1.83 (t, J=2. 3Hz, 3H) 3.38-3.42 (m, 4H) 3.61-3.64 (m, 4H) 
3.85 (s, 3H) 5.09 (q, J=2. 3Hz, 2H) 8.13 (s, 1H) 

e) 3- (2-^^k) -5-^^/^- 2- {V^it-y- 1 -3 , 

25 [4, 5-d] \£y? 9 S>-4-*"y 



WO 03/104229 



185 



PCT/JP03/07010 



1H -ji?jfy [ 4f 5-d] t°y ?*SIs-2->CjV1 K^W- 

;VPM2 0 0mllrM, 1 H#IW»#bfc:. «J£**i&Ufcfc* &ifc*Bfc 

gfcc?vV5 OOml lil*#U jKifeTK*^ h^Al 0%tK^1 1 ^tfo 
5 JP^Lfcio SIM. SNfc^A' 1 1 *5 itfijcBMb-*- h y ^ ^ 5 NtK^ 5 0 0ml. 

bfco ^Jl^^s im.tt>1~ V V VJ* 2 N7jc^ 5 0 0ml Ti»U «< 

^>\Y&m 3 0. 5 g <D^fH£#fc 0 
10 ^-NMR (CDC1 3 ) 

6 1.84 (t, J=2.3Hz, 3H) 3.05-3.09 (m, 4H) 3.38-3.44 (m, 4H) 3.85 (s, 3H) 
5.06 (q, J=2.3Hz, 2H) 8.13 (s, 3H) 

^M!lll9-2. 3- -5-^^-2- (^7^- 

X-jjv) -3. 5-^n Kn^^^-y [4. 5-d] tfjjy^- h_ 

15 /Vrc>--4-^^^y@g^ 

3 - (2-^-/1') -5-^^/V-2- 1 -^T/V) -3, 5 

-^tKD/f^/ [4, 5-d] try ^-4-*V9 8. 7mg^y 
-;Hm 1 L»#T.p— hA'Z^'X/l'ftlsWt 1 7KfP#l 1 0 1 m g <£>^ / 

~/Vl ml 7iKmT2^Wm^Ufc„ *rffi*&<S:*BlU 5 0°CT'l^ 

20 m&&MiM \smsft&m 153. 2 m g &#fc 0 

X H-NMR (DMS0-d6) 

5 1.79 (t, J= 2 Hz, 3H) 2.27 (s, 3H) 3.25-3.35 (m, 4H) 3. 50-3. 54 (m, 4H) 
3.70 (s, 3H) 5.13 (d, /= 2 Hz, 2H) 7.10 (d, J= 8 Hz, 2H) 7.47 (d, J= 8 
Hz, 2H) 8.25 (s, 1H) 8.79 (br. s, 2H) 
25 -Site £©«&ffr£4fcl 0 7. 9 5mg»TTthyi!3SMU 
4b-8*^ 8 4. 9 m g Oig.fl £r#fc 0 
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m-mmi2o 2- t^v^-i-JM -3- {2-7±~ 

AA -5-^/V-3, [4. 5-d] fc° 9 4 - 

a >) 3 _ t-^h^y^^^^r^y tf^y i-^v^^Bfe 9H- 

5 ^/l^-W^— 9 — ^/V^^-y^^^/W 

^v-n^^v^ 5. oig©t-^; —/v lomi tgafctusM y \f?V^jV 

7^1. 8 4 g $5 i^7sc=;^^* P ;l/7^ K 4 . 7 1g|j)Pt S^f# 
B&Ts 6 o°CT?i 8R#raan*&Ufco RJ&?£3r?fr*PU ^^;H 5 Om 1 £ 

10 *px.fc 0 ^jf§r 5 %mM*mm. 1 0 0 m 1 N 5 %mm^m± h v vj»*mm 1 

0 0ml, TRlOOml teXUmtl- h V !7 J* <D$m UfrmWi 1 0 Oml X*)WHkffi 

h^7 7^HilTim ^^^-^dc^v(4 : 1) mftfrM X K) , 
mm^m 1 . 8 "8 g £r#fco 
15 ^-NMR (CDC1 3 ) 

8 1. 45 (s, 9H) 1. 45-1. 72 (m, 3H) 1. 82-1. 87 (br. s, 1H) 3. 09-3. 30 (br. s, 2H) 
3. 58 (br. s, 2H) 3. 82-3. 98 (br. s, 1H) 4. 24 (t, J=7. 2Hz, 1H) 4. 27-4. 48 (br. s, 
2H) 4. 52-4. 59 (br. s, 1H) 7. 32 (dd, J=10. 3, 10. OHz, 2H) 7. 39 (t, J=10. OHz, 2H) 
7.59 (d, J=10.0Hz, 2H) 7.75 (d, J=10. 3Hz, 2H) 
20 b) fc°^y Viz— 3 — < jVjOJV^%. IsWt t 

3 - t Y3ci/%7VT$=-7VT 5 7 t°^<y 1 -jj/V&lsWt 9H-7/V 

^-l^V- 9 -^/Wy^/V^nJXTVU. 8 8 g <D^#S— /V2 5 Omljjffltt^* 
^7 ^25ml SrJ&n*.* 18 ^WSm"C«#Uifco fcfcff$ftH&U;fcaL 2§$3S2r h 
15 0ml &£XP?^^ 1 0 %tK^ 100ml ^j§?Ufc 0 tKS* 5 

25 NyfcBfcfb-j- h y <7 ^7K^T?r /v^ y tfefcl Ut, ^no^^yi00ml-e2 
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ffrffrB^ 0 . 7 9 g £r#fc 0 
^-NMRCCDCls) 

5 1.45 (s, 9H) 1.41-1.53 (m, 2H) 1. 65-1. 72 (m, 1H) 1.79-1.86 (m, 1H) 
2.48-2.56 (m, 1H) 2.64-2.70 (m, 1H) 2.78-2.86 (m, 1H) 3.06 (dd, 
5 J=12. 0, 4. OHz, 1H) 3.48-3.62 (br. s, 1H) 4.71-4.88 (br. s, 1H) 

o.) 2- O-T^yt^DS^-l-^) -3- -5- 

io -d] 0 20 g*5it) ! t^F^/-3W^;w^; 

y|k t --f^jv^^JVO. 0 4 0 g Srilrt?. SSSI©»ffl^T, 1 5 0°CT? 1 

Wfm=zfM»to&mzv. a- (6-^^v-7-^=¥y-6, 7-*;tKn- 
iH-^^y [4, 5-d] try^^-2->r/w) tr-^y ^>—3— r/i/i 

15 ^ t -^x^f/t^O. 0 1 6 g £#fc 0 r.tt<z>o . 0 0 8 0 g 

3rN, N-^WMT-; KO. 6ml»U J5tm#y#^0. 003 
8 g&^t^-r/^A^t 3 ^ KO. 0 0 3ml &fln*.., MUX* 18 v&mMW V 
f Co RJtS^SrWfil^^H m 1 *5 £IFtK1 m 1 l'#tfcbs ^^Jl^MUfCo » 
^^r^^nn^^^O. 5mU«U Ml7^nftBfeO. 5mlSrintfc 0 1 

by/v-TKm^ih^ (0. l%hy7;^pS^) <Sr/BV\fc 0 ) teTMtU 
SSfBte^ 0 . 0 0 4 6 g £r#fco 
*H-NMR (CDC1 3 ) 

5 1. 74-1. 80 (br. s, 1H) 1. 82 (br. s, 3H) 1. 96-2. 19 (br. m, 3H) 3. 43-3. 79 (br. m, 
25 5H) 3.86 (s, 3H) 5.05 (br. d, J=16. OHz, 1H) 5.23 (br. d, J=16. OHz, 1H) 8.15 
(s, 1H) 
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mmm 121 2 - O -r ^ y tr^y 1 zzdM - 5-^^- 3 - 

(3-^^-2-zfT=^M -3, 5-^bKP-f$^ [4, 5-d] 

[1 - (6-;* =^-7-;*-^- 6, 7-^tKo-iH->f$^/ [4, 

5-d] \?V#'i?>'—2 — f/vO ^'J^-3-f;v] -#/w^^ t- 
^Vx^t/WO. 0 0 8 0 g&JztM-^P^E— 2-^^vV- 2-^^0. 
0 0 4ml Sr/BV^-C^JfeMl 2 0 £ IH^^fB^^O . 0 0 3 4 g £r#fc 0 
'H-NMRCCDCls) 

5 1.66-1.74 (br.s, 1H) 1.76 (s, 3H) 1.80 (s, 3H) 1.96-2.20 (br.m, 3H) 
3.20-3.79 (br.m, 5H) 3.85 (s, 3H) 4.90-5.05 (m, 2H) 5.37-5.42 (m, 1H) 8.15 
(s, 1H) 
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^jl 2 2. 2- [7- -l-^^-6-^-^ y-8- (b° 

^^-i-^y) - 6 , KP-lH-^!)y-2-^W] ^ 

4- [7- (2-^^/V) —2- (2-*^*'f/l'7sy^/) — 

fce-fe@^^7K>^^y-^T?5fe#U 6 0°C-e-Bfe^b^1B^^^4 2. 
10 8g#fc„ 

^-NMR (DMS0-d6) 

5 1.78 (t, J=2.4Hz, 3H) 2.82-2.86 (m, 4H) 3.18-3.22 (m, 4H) 3.36 (s, 3H) 
4. 91 (q, 2. 4Hz, 2H) 6. 58 (td, J=8. 4, 1. 2 Hz, 1H) 6. 63 (dd, J=8. 0, 0. 8Hz, 1H) 
7.14 (ddd, J=8.0, 7.2, 2.0Hz, 1H) 7.80 (dd, J=7. 6, 2.0Hz, 1H) 
15 MS Ve (ESI) 422 (MH + ) 

mmm 123. '7^(2 --j^—aa - 2 - ( 3 - 1 fp^^p ^/v^/v^ 

-1-^^-8- (tf^^S?^- 1 — 4 As) -1, 

4- [7- jv) — 2— ^un-i-^fA'-e-^y-e, 7 

20 -i?tKP-lH-/yy-8-f;v] fc^^V- 1 -j*//!^^ . t--f^ 
;^7°h-l-7°n^/-/V'2 0| l 1, JfcSb&U !7^6mgSr^B>., gll-t5 
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3 . 1 5 m g £r#fc 0 
MS ale (ESI) 377 (MHM^COOH) 

12 4. 7 - ( 2 - 2 - (2-bKP fcVl^v:? 

1 . 7 0 m g 2r#fc 0 
MS Ve (ESI) 377 (MH + -CF 3 C00H) 

io mmmi25. i- (2-^^) -2- (2, 

HJfe^Jl 2 3fc*JVVT\ 1 -^d^y— /KDfU?*)fc:> 3- 

2-^n^V^— 7V«rffiV^THl£^Jl 2 3 klWlc*BfiU 
15 aUBft-^* 2 . 6 3 m g 3r#fc.„ 
MS /z/e (ESI) 393(Mir-CF3C00H) 

^M12 6. 3- C7- (2-^^/V) - 1 -t^As- 6 - 
(fcf^S?^- 1 -^VvQ -6. 7— Kp-1H-^11 

20 4- [7- (2— S^^AO -2-^PP-l-^f^-6-^y-6, 7 

-^tKP-lH-7yy-8-^f;v] tr^^^v- 1 -^Atf^M t-zff- 

;Vx^f^ 7 m g ^ 1 - ^ f ;V- 2 - t°n y K^O. 15ml|:f*U 3 
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&Vl4. 6 0mgr#fco 

MS (ESI) 391 (MH + -CF 3 COOH) 

mSmi 2 7. 2- [7- (2-^^^) - 1 -^^;V-6-t^ry-8 - (b° 
5 ^v?V-l-^7V) -6, 7-^tKP-lH-^!?y-2-W/P77 = 

^bT'nlf^ifc&^T^ffiiajl 2 6 fcPliMU ^fB<ffr£^6. 10m 

g &#fco 

10 MS m/e (ESI) 391 (Mff-CF 3 C00H) 

glU 12 8. 2 — a — 'f^'AsX.JV? T E^k= 7 - ( 2 ZL?±~M ~ 1 ~^ ^ 

7^-8- (tr^^v-i — W -l. MJ 

mmm 1 2 6 mssv-c, 3-^^yb7aw^©^!)^ 

15 ;V3r^-CHJ£0!l 1 2 6 ^iH^SL, «fB-fb^4 . 68mg^# 

MS (ESI) 375 (MlT-CFaCOOH) 

mmm 129. 7 - ( 2 --f?-~>\>} - 1 8 - ^v- 1 - 

20 7;^pStt 

l£5S#!l 1 2 6 M&v^ 3 -tjvijzf Yzfn ttlsW&Wb*) zfv^- 

1 -f-nr- fr&m^xnnm 126 tui^au uhbas-s^bm. 6 1 m g % 

MS V« (ESI) 361 (MH*-CF 3 C00H) 

25 mmm 130. 7 - ( 2 -y^-^/u) - 1 - * *f-?v- 2 - gx^^w^y 

77^;V-8- (tf^v^- 1 -^M -1. Kp^y ^-6-^-^ 
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5 MS Ve (ESI) 387 (MH + -CF 3 C00H) 

mmm m. 7 - ( 2 -^^=.^v) - 2 - f-^^^/v^ t 1-**? 
,v- 8 - (tr^^-i-^/v-) -1, 7-^bKp^r/-6-ty bJL 

10 1 /V&ffiV^ISfefll 1 2 6 ^li^IL, mmk&tfo 4 . 9 6 m g £r 

MS (ESI) 487(M}r-CF3C00H) 

mmmi 132. 2- (2-7^ 7 ^f/v^/v7 r ~M - 7 - ( 2 -^^--^) 

_ x _^, v _ 8 _ (fcV<^i^-l-^) -1. 7-^KP^JV-6- 

15 Hr^ H)7^tPSfi 

SfeSfcW 1 2 6 KISSV^, 2-T^/ 

^9 is?-**- ^m^xmmmi 2 6iNHtMu «sb^«j3. 9 8mg 

MS (ESI) 362(Mtf-CF 3 C00H) 

20 mmmis3. 7- (z-^—M (tr^^^-i- 

-2- (ft7xy-2-^;^/v77^v) -1. 

1 2 6 Kl*3V^ 3 - > /V* ^ b If t Wftfc !) 

_ 2 /V£:J^T3l«>J 1 2 6 £ ^ilML, SUBflS'W 5 . 1 1 m g 

25 $r#fc 0 

MS (ESI) 401 (MH^-CFsCOOH) 
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mmm 34. 7- -1-^^-8- (^7^-1- 

- 2 - (1H- [1. 2. 4] K9T^-/V- 3->OW*^7T^) ~ 

^WJl 2 6fcj3V^T, 3-^^^h/P^iO^!)l's 1H-C1,. 
5 2, 4] T)/- jv-3-*nr— ;v>&m^xmi&W\i 2 6 fc|SHS*K:*rau M 
mit-^-m 2 . 5 4 m g Sr#fc 0 
MS (ESI) ssgw-cFjCooh) 

mmm-i as. i- (2-^<t~M -i-^^-s- (tf^yv^-i- 
_ 2 - (t'y^-4-^f;^/v77^) -1. t-^Kp^Jv- 

10 6 V U 

aOM* 1 2 6 K:*3vvt\ 3-^/^^^^^ p ^^^^^ , 5^^ try^- 

4 -^-^^m^xmmm 126 1 punK^mu ^is^-a^ 0 . 7 7 m g * 

MS Ve (ESI) 396(MH + -CF 3 C00H) 
15 WJ13 6. 7- -l-^^-2-7* s^77g 
/W-8- (tr^^y-i — fVV) -1, 7-^KP ^J^-6-ty hJL 

IBte-W 1 2 6 tJl^Ts 3 - 7< /^^7 ^ h ^ ^ t"^- lsWt<Dftt> <9 fc. -^i?^ 
^—^m^XmWl 12 6 t l^ilMb, «|B^*» 1 • 4 4 m g £r#fco 
20 MS (ESI) 395 (MH + -CF 3 C00H) 

MUL (R) -2-T5/-3 - T7- (2-^^) -1-*^ 
/t ,_ 6 _^-^y_ 8 - (g^S^-l-^/UQ -6. 

HJS^J 1 2 6 fc&v^ 3-^v*/h^^*?)(:, 

25 << ly^m^xmmm 1 2 6 1 pifcMt, sheas-s^ 4 . 3 s m g sr#rc„ 

MS Ve (ESI) 406(MH + -CF 3 C00H) 
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mHfcMl38. 7- (2-^^) -2- (2-^WPl^W77 = 
^) _ 1 _^^- 8 - (tf^^^-l-^/W) -1, t-^KptT/- 

5 ^n^v- 1 -^—^m^xmmm 126 fci^t£#y®u ^ib^^j4. 

5 2 m g &r#fc„ 
MS Ve (ESI) 375(MH + -CF 3 C00H) 

WI13 9. 7- (2-^^V) -2- (1. 

10 y^-e-a-^ hp7;^Piit 

^_ 2 /V^-fflV^T^JSM 1 2 6 RfllfcflMllU IRIB-fb-a^ 3 . 0 

3 m g §r#fco 

MS m/e (ESI) 389 (MH*-CF 3 COOH) 
15 ^M!ll4 0. 7- {2 lZ ^±^M -1-^^- 8- (fcf-^S^-l- 
_ 2 - (gy z?^- 2 -/f^^7r^) ~ 1, 7-^bFP/!)y 

HJ£0t| 12 6 Kii&vv-^ 3 -tjvji'? h^n tr^-^m^fcD fc> try 5: 

-2-f*-^ffiV^Hi«l 2 6 i:»Ml> ' «g|S^«b 3 . 6 0mg 
20 3r#fc 0 

MS Ve (ESI) 397(MH + -CF 3 C00H) 

mmmiAi. i- (2-^^v) -2- (ih — f-;y-/ -/v-2-^;v 
^7v>^ y - 7 M - 1 -^f-;v- 8 - (tr^^-i-^) -1 . 

^./_, v _ 2 -^3— A-SriSV^^WJ I26i: p^HJ^SU mW^^a 5 . 
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7 5 m g 3r#fc 0 

MS Ve (ESI) 385(MH + -CF 3 C00H) 

ttfc«ll4 2. 7- (2^7±~M 

- 2 - (fry- -^f^^77^) -l. . 

5 - 6 — Osr^ H)7/UtPffftS 

- 2 -^tf— /VSrfflV^T^JS^IJ 1 2 6 £ HUHK^iSU UHB-ffc^* 3 . 8 6 m g 
MS (ESI) ^(MlT-CFaCOOH) 

io mmmi4s. i- (2-^^) -2- (79y-2-^f^f^7 
->r /v-) * ? ^^-—^^m^xmw.m 126 1 irHhi^su ana-fls-a*^ . 

15 8 4 m g &#fc 0 

MS m/e (ESI) 399 (MH + -CF 3 C00H) 

g^MJ 44. 2- T7- (2-^^V) -l-^^/V-6-^^y-8- 
(fc-^v^- 1 — i_M -6- 7-^fcFP-lH-7°y ^-2-^;^7 

20 3U£#!Jl 2 6^*3V^T, 3 - * )Vtf? Yfxx \f^m.(D\\M fc> 2-*** 
^hT-fe hT 3: K^fflV^HJS^lll 2 6 ^IrTO^JSU ^IB^^II. 8 6m 
g £#fc 0 

MS Ve (ESI) 376(MH + -CF 3 C00H) 

»fiH i 7- (2-y^^yv) (hr^9^-i- 

25 ^f/W) -2- (ft7xy-2-^^^;^77=;V) - 1 • 7-v^Kp 
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- 2 — - ( ;v) * * ^ /is&m^xmmM 1 2 6 1 ■ anafls^ 

3 . 3 5 m g $r#fc«> 
MS Va (ESI) 415(Mir-CF3C00H) 
5 ^Mill4 6. 7- (2-^^/V) -l -^^7V-8- (^9^-1- 
_ 2 - Tl- (ft7aV-2->f^) ^.^->V7s?V7 -r~)V\ -1. 7- 

1 2 6 fc*3WC % 1- 
— f/V) ^^V^- ^SrffiVNT^»Jl 2 6 t IBIflSfcUaJffiU «IB 
10 0 . 5 1 m g £r#fc D 

MS Ve (ESI) 429(MH + -CF 3 C00H) 

/s ^ ;V - 2 -^;^7 7^V) -8- 1 — if^) -1, 

15 4- [7- (2-y^/V) -2-^PP-l-^^-6-t^y-6, 7 

-i;tKa-iH-^yy-8->f/v] tr^^^-i-*^^* t 

;n^f;V5mg «r 1 -ff-fr- 2-b°n U K^O. 15mlC»|U 1 
^_ 1H _^^^/-^ 2 -ft-/H OmgJi*'!J !7-k8mg£:;&nx^ 

20 f/nct«iaufc. u mt* v v 7^b»o. 4 omi ^ 

- (r-fe h v ^-TkZk&mm (0. i%MJ7;i/tPittf) &fflv>fc 0 ) 

fclTttill U W&fc&to 3 . 7 5 m g «r#fc 0 
MS (ESI) 399(MH + -CF 3 CO0H) 
25 gjjlJLS, 7- (2-^^7V) -1- ^^-2- 

^-2-^/V*^:7t^7V) -8- (fcV-^^-l — -I- 7-i?K 
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MMm 1 4 7 {c^T, l f ;v- l H--f 2 - f t-;wft 

fc> 9 fcl, 4 ^vHf y ^ 2 /WSrHi^TllJfefll 1 4 7 £ IH^^ 
IU ^|B<t:^4. 0 0mgWc o 
5 MS j/e (ESI) 411(MH + -CF 3 C00H) 

H»tll4 9. 7- (2-^^-^7V) (fc^^v'V-l- 
JjV) -2- (^°^^^- -1, 7-v ? fc Kn^y ^- 

%Wfr\ 14 7 ^*3V>T N 1 -tf-As- 1 H — f 5 )V- 2 — ^^"^ — )V(D\\ 

10 Mfc, tT9^>'-2-^-^SrffiV^lljSfi^Il 4 7 iiiCfeiU #12fc 
^4. OOmglrito 
MS mfe (ESI) 41KMIT-CF3C00H) 

gljfeffij 1 5 0 . 2- Hy/f7/- ^-2->f;W7r^) -7- (2 

15 :/y ^- 6 — a-v b y 

14 7 &£*3V^T, 1 - * i h — f ^ yy—sv- 2 SVCDft 

«lBftS-£«& 0 . 0 7 m g £r#fc 0 
MS Ve (ESI) 452(MH f -CF 3 CO0H) 
20 H3feMl5 1. 2- (lH-^yy>f ^^/-^-2-^;^;W7 7^) - 
7- (2-:/^-/^) -1-^^/1—8- (M e ^<9^>-l--(M -1. 7- 

14 7 JJ1*3V>-C, 1 1-?\>- 1 H — f 5 J?y—;v- 2 /V<£>ft 
fc>«9l;i> 1H-^W 5^^-/1^-2-^— /i^fflwrHifefl!! l 4 7 iHi 
25 fc&yg ail&fb-&4fc 3 . 1 8 m g £r#fc 0 
MS (ESI) 435 (MH*-CF 3 C00H) 
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111152. 2- [1. 3, 4] fTv^T/^V- 

XjyyT—Jl') -7- -l-^/v-8- (b°^7v ; V-l- 

14 7 {£*;v^T, l -^^-/i— l h — r 5 y*S—;v- 2 -^tf— /KDft 
5 t>Y)\^ [1, 3, 4] "f-y^T^/^-JV— 2—^^" — /l^^V^Tll 

IWl47fc iitilMl, *fBfc&4fe 3 . 6 2 m g £#fc 0 
MS yz/e (ESI) 418(MH f -CF 3 C00H) 

^li!5 3. 6- [7- (2-y^n^) - 1 -^^yy- 6 -jj-jfry- 8 _ 
(fc°^^-l-^7V) -6. 7-^bKP-lH-/yy-2-W;V7 
10 7^] sia^gfe f y 7;^Pftjt 

1 4 7 teL&V^-t, 1 - ^ 1 H-^ ? 2 -f t-;KD^ 

*>tU^ 6-^/^^^ , ^^=I^^S^fflV^T^»Jl 4 7i:»MU IR1B 
it&m 1 . Olmg £#fc 0 
MS m/e (ESI) 440 (MH + -CF 3 C00H) 
15 afeflji, 7- (2-^^/1^) - 2- (4-p< h^i/7x=;l/^;V7 7 
~/V) -l-^^/V-8- (fcf^S?^- 1 -1, 7-^bKP7°!Jy 
- 6 -3r> hV 7/v>JruWmm 

14 7 teSsv^ 1 i ^ fry— ?V- 2 ^(Dft 

20 WtWk&m 4 . 1 4 m g 2r#fc 0 
MS a/e (ESI) 425(MH + -CF 3 C00H) 

^jj^l|15 5. 7- (2-^^/H -1-^^/W- 2- (4-~ hP7x = 
/^;V7 7=^) -8- (tf^S^- 1 — f/U) -1, 7-^KP7!Jy- 

6 -^-^ h y yjk^BM^M 

25 ^SiM 14 7 Kl&V^T, 1 - ;* =f-}V- i h-^T 5 dr-S—jV- 2 SlsCDft 
t>V)fc, 4-- hc^yfyft- A'&JBVvClSfefcll 4 7 ^iCMU^ HI 
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mit-^-m 1 . 5 2 m g £ #fc„ 
MS Ve (ESI) 440(MH f -CF 3 COOH) 

mmmi 5 6. n- [2- [7- (2-t^-ao - 

8- (tf^<7^V— 1 f/VQ -6, 7-^fcKP-lH-/!)y-2->f;^ 
MMM 14 7 ivi&i^T, 1 -ff-sv- 1 H--T ^ jv— 2 -ft-;w©f^ 

frtjfcl, N- T± hT^ F&m^XmMMl 4 7 £|r] 

*K:*BffiU Martin* 2. 3 9mg^r#fcio 

MS Ve (ESI) 404(MH + -CF 3 C00H) 
10 Hi 15 7. 7 - ( 2 -■ff'—A') - 1 2 - ( 5 5vV- [ 1 , 

3. 4] f 7^7/^- 2 -^f;W77^;V) -8- (b'^v^-l-^f 

/V) -1. 7— S?fc Kn^g >--6-^-^ h!J7^PSii 

HJSM 14 7 ^*5V^Ts 1 — * ^VV- 1 H--f ^ y 7V- 2 — ^ — J>V<Oft 

t> 5-^^/v- [l, 3, 4] ?-T&T*S~- jv-2-<5-3r— ;i>&m^xm 
15 J£0!! l 4 7 ^tlcMt, IPSBft;^ 1 . 2 4 m g £#fc 0 

MS (ESI) 417(MIf-CF 3 C00H) 

mmmi5 8. 7- (2-^=^0 -2- (4, e-s^^vufy m>^z 

2 — ^VWW:? t ~/V) - 1 - gVlm 8 - ( g^jg itts—l — i )V) — 1 , 7 

-^t: Kn^y is— 6 -a-^ h y y^xummM 

20 HJS0!|1 4 7^*3V^T % 1-^f/V-lH — i $.tfy—A'—2-?-$—;V<Dft 
4, ^ /^SrJlV^IIWlll 4 7 

IMl, WEft^S. 1 lmgWco 
MS Ve (ESI) 425(Mr-CF 3 C00H) 

H»!ll5 9. 7- (2-^^/V-) -l-^/V-2- (4-^^/V^T^ 
25 — /t^-2 — r ;^^77^) -8- (fcT^7^- 1 -^VVO — 1. 7-v^ 
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si u awafls^* 4 . o i m g %ntc 0 

MS Ve (ESI) 416(MH + -CF 3 C00H) 
5 mmm 16 0. 2 - <<<lsy*-*rV-S—/V- 2 -4VW*/v:7 y — ^) - 7 - ( 2 

HJfc^J 14 7 Kl&V^T, 1 -**J->\>- 1 H— f 5 /V- 2 -^Jr—jWfr 

t> V) k s ^^ytty-y— as- 2 /is&m^xMMW 147 km&te.t&te 

10 U *IBft^4& 0 . 8 4 m g Sr#fc, 
MS Ve (ESI) 436(MH + -CF 3 C00H) 

jfeftWiei. 7- (2-^^) -1-^^-8- 

^f^) -2- ([1, 3, 4] fT^7^-2-^f;^;W77^V) -1, 7 

15 gdfeftl 14 7 Kl&V^T, 1 - * =f-)V- 1 H--f ^ As- 2 /VOft 

^>«3iz: N [i, 3, 4i ^T^ry—As- 2 -^—As&m^xmi&wi 4 7 km 

^l^lt, mUit^-mi. 9 5mg£r#fc„ 
MS (ESI) 403(MH + -CF 3 C00H) 

MMM 16 2. 2 -TV As^As-7 y 7 - ( 2 =j?[±~^3 - 1 - ^ 

20 -8- {\f^.=7-Jl^-l-s( ;V) -l. 7-^bKP7'!)y-6-ty MJ 7 

Hm^ll 14 7 fc^T, 1 ^W— 1 H — -f ^ frS—Ay- 2 /K£>ft 

2 . 8 5 m g £r#fc 0 
25 MS Ve (ESI) 359 (MfT-CFaCOOH) 

^Mill6 3. 7- -1-^^/W- 2- (3-.*?VV:*7K7 
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7^7x^v7-;;) -8- (tr^^-i—ovo -i, 

Hlfefli 14 7 fc&V^T, 1 -*<?/V- 1 H--f 3: £*V— 7V- 2 -^tf— /Vtf>tt 

^d«9 iei N /vT^^^rfflv^HJfe^Il 4 7 IrJ*H*c 

5 ftHffiU *Bfl?fr»l. 3 2mg£#fc 0 
MS Ve (ESI) 424(MH f -CF 3 C00H) 
^M!ll6 4. 7- (2 - :7»^~A0 

- 2 - (f^7t!J^-4-^7V) -1. 7-^bKP^!?^-6- 

10 Hlfe^J 14 7 fc*5V^T, 1 - * =f-JV- 1 3 ?9—>V- 2 /KDft 

fclJU: % ^*/W7*9 vSr/Bv^-c^US^Jl 4 7 £ 111111 S^SU^fBfc^ 5. 
3 3 m g 3r#fc 0 
MS Ve (ESI) 388(MH f -CF 3 C00H) 

jHMl6 5. 2- [7- (2-^^/V) - 1 -^^JV- 6 ~^^y- 8 - 
15 (f^ifls-l—lM -6, 7-i?fc KP~lH-/yy-2-W^7 
y^/Kl - 2-p<^/^7 P P^°^-^ h U 7;vtPSIfei 
MMW 14 7 fc&V^T, l *J-/v- 1 H — f * ?-S—>v- 2 -ft-/vof^ 
2-^^^ P h-2-^^V7 P i3 t^^SrJ^T^ilfc^J 1 4 7 & ffitt 
KlflEffi U «3Bft;^ 1 • 6 3 m g *r#fc 0 
20 MS Ve (ESI) 405 (Mff-CFsCOOH) 

IfeffcflM 16 6. 7 - ( 2 /Is) -2 - (N f V tf/V^ ^7 3 /) 

-l-^/v-s- (tf^i^-i — -1- 7-^Kp^yy-6- 

4- [7- (2-^^=/^) -2-^nn-l-^^;V-6-^y-6, 7 
25 — Kb-IH-T*!! 8— -Ok] fcX^S^— 1 — ^/M^H x—^f- 
;H^7;V6mg^l-^f^-2-lfP!J KVO. 15ml N — f 
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y^WW^30Ml«:Mfc, 8 0°CfcTl 2B*NH*#Lfc|ft, ft 
*#*fc!!fcfctt»tT^««:*»Lfc. I©»f^;^PW0. 6 0m 

77^- (r * h ~ b y jv-immm ( o . 1 % h y ^a-ntBt^t) 

5 V^„) Kl-OMfittU WfiMfrfrfcl. 6 6mgWCo 
MS Ve (ESI) 358(MH + -CF 3 CO0H) 

^jfe#l16 7. 3- [7- -l-^^-6-^y- 8- 
(tf^v^-l — Qk) -6, 7-3?fc Kp-1H-^!)V-2-^^W] 

10 -4- [7- (2—zf<?-~M -2-^p-l-^f/V-6-^y-6, 7 
-i?t Kp - 1 H-7 9 !) y- 8 W/V] t°^9^~ 1 t--ff- 

7^- (T*fe b y J^-i&W&W® (0 . 1 % b y ^A^nH^^T) SrJ!^ 
fco) fc-CfiHSU «WB^b-^* 1 . 0 2 m g Sr#fc D 
MS (ESI) 404(MH + -CF 3 C00H) 

$H!ill6 8. 4- [7- (2-y^7W) -l-^^-6-^^y-8- 
20 (tf^^^V- 1 — <_M -6- 7— KP-lH-^y ^-2- ^/W^-^V] 

^^y^ b y b y 7;wtn^ti 

HJfc#iJ 1 6 7 K1*^T, 3-^T/7x/^^!)^ 4-V7/7*/ 

— ^^rfflv^-c^M i 6 7 1 mm^ymis, MnMt&Vo 2 . 7 6 m g ^#fdo 

MS (ESI) 404(Mtf-CF 3 C00H) 
25 $WI16 9. 7- (2-^^7V) -l-^/W-8- (t^9S>V-l- 

_ 2 - 'o-hy^v) -1. 7-^ KP7-'jy-6-ty by 
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16 7 fc^T, 3-'>ry7x; — fr(Dftt> 3 - * ^}V7 * y 

wwSrfflv>THJfil^J I67i: PHHfc#yg U ^IBlfci^ 3 . 1 4 m g £#fc„ 
MS Ve (ESI) 393(M*T-CF 3 C00H) 
5 Hfe^Jl7 0. 7- -l->^/V-2- (2-y^/V-^/V^ 

T^y^y^) -8- (tr^s^-i-^f/H -l, 7-^bKn^';y 
- 6 -^->- h y 7;wtP^S 

7 =^7x/ — A-&fflV>T^&fe#!l 1 6 7 t P^^SU ^15^^ 3 . 5 0m 

10 g £#fco 

MS Ve (ESI) 425 (MJf-CFgCOOH) 

jiil7 1. 3- F7- (2-^^/V) - l-^^V-6-^y-8- 
(f^v^- 1 -4 -6, 7— 5?fc Kp-1H-7'J >— 2 -^/V^-^r V] 

15 4- [7- (2-^^V) -2-^nP-l-^f^-6-^y-6, 7 
-^tKn-lH-7!Jy-8-^;v] fcf^^S^- 1 t — zf*f- 

/H^f/l/5mg, 3 — t Kn^S/^M^ xf;]/x^f;HOmgSrN-y 
f;Wfn P K^O. 2mU:^iU tK^^ b P 8 m g *Mtto 90^^ 

20 Wtfe*^*/ — /VO. 4mK 5N-7K^L^ b P ^AtK^O. 1 

mll«U 5 0° CfcTJf««#L;fo„ SMfclN-M^i, 

1 % h v yjv^nmm^^) zm^tco) in-o^at u mm^m 1 . 0 9 m g & 

25 #fc c 

MS Ve (ESI) 423(MH*-CF 3 C00H) 
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mmmi7 2. 4- [7- -l-^^vw-e-a-^y-s- 

(\f^<9i>-y-l-^M -6, 7-i?H KP-lH-^!)y-2-/f;Wi/] 
^I0IJ17 1»^ 3-fc Yn^r^Mmm^M lz\ 4-t 

5 ^f-^^/v^m^xmmm 17 it mm^wmv.mm^m 1 . 

5 5 m g £r#fc 0 
MS Ve (ESI) 423(MH + -CF 3 C00H) 

H3SM17 3. 7- — 1-^^-8- 

^) -2- ( 2 - hp /^a-fr^) -1, y-v^bKP/yy-e-ty by 

10 7;vtP^t 

4- [7- (2-^^V) 7 
-v>t Ko-IH-^!) 8 — OKI tf^yv^K- 1 — #/V-^^ t—^f- 
;Vx^f^7mg^l-^f;V-2-fc°P!J K^O. 2m-l fcjSjUU 2-.*^ 
^7x/^5mg, »U!>A8mgtt^ 9 0 "CldT 5 R#H^# Lfc 0 

15 ^^^lN-i^m^Px.> ^m^^^TttWUfc 0 ^$£Ji£3ftiS§U glitSr 

- (x-fe }s y su-TkZk&Wiffi (0. 1% by ^/i^nl^^r) 3rfflV^c 0 ) 
^TftiS U ^flBfcl^l 4 . 4 0 m g «r#fc 0 
MS Ve (ESI) 393(11^^3000^ 
20 gjj 17 4. 7 - ( 2 — -f^—As) - 1 -t^-jV- 8 - (If ^7 S?^- 1 - 

^Vv) -2- (4-M);WS/) -1, 7-i?th'p^y^-6-ty MJ 

1 7 3 fc&v^ 2-^f;P7iy-;v©^!?(^ 4-^^/1^^^/ 
-7V^rffi V>T^»!l 173i UTOilMI U ^iB^i^i 3 . 9 5 m g £r#fc 0 
25 MS Ve (ESI) 393 (MlT-CFaCOOH) 

mi&Ml7 5. 7- (2-^^/1^) ~2- (2-^ hafv^^/^vQ -1 
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/ -/V?:fflVN-C^ii^!l 173i IWl^^Sb, ^iB'fb^ 5 . 2 4 m g &#fc«> 
5 MS Ve (ESI) 409(MH + -CF 3 C00H) 

M6fll]17 6. 7- (2-^~M -2- (3-^ =¥v0 -1 

— t^jV- 8 - 1 -^VV) -l. 7-^tKp^yy-6-^-y 

HJfe#!]l 7 3^:^T, 2 ?VV7 7 — jV<Dftt> «9 ^ N 3-^ 
10 y -^£JlV^Sli«!I 1 7 3 £ PfML, Slated 2 . 8 4 m g £r#fc 0 
MS Ve (ESI) 409(Mir-CF3COOH) 

mmmi7 7. 7- (2-zf^^M -2- (4-y h^-yy^/^^) -1 

-^^V-8- (fc'^vV- 1 -1, 7-^HKP/]Jy-6-tV 

b y 

15 HJ£#!ll 7 3 tcl&V^ 2 -7«^;V7xy — /K£>ft:fr«9 fc> 4 - 7< h ^ ^ 
/ -/l^^T0i|«!i 173i Ha&m&SU ^IS^#I 5 . 6 1 m g £r#fc„ 
MS (ESI) 409(MH + -CF 3 C00H) 

^1^17 8. 4- [7- (2-:/^/^) -l-^^/V-6-^-^y-8- 

(tf^v^- l -6, 7—*Jk Ko-iH-^!)y-2->f;vt»v] 

20 ^gy^j^7 ^ K by 7;Vtoglit 

HWJ 17 3 td&V^T, 2 - ^;V7 ^ J —JV<D\Xfr> 9 \Z S 4 - t Kp^5^< 

yfy^^yr? K*fflv^nifi^ i 7 3 fciawimflksiu *iatf;-&4&4. 2 

1 m g 3r#fc 0 

MS Ve (ESI) 458(MH + -CF 3 C00H) 
25 mMM!7 9. 4- [7- (2-^:^0 - 1 -jt^vW- 6 -*-#y- 8 - 
(hV<^S?^- 1 -6, 7— KP-lH-7!)y-2-^f;m^] 
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4 . 2 4 m g £r#fc 0 
5 MS m/e (ESI) 434 (MH + -CF 3 COOH) 

gl;6feff!ll8 0. 2- [7- (2-7^~/V) - 1 -**f-)V- 6 -t^y- 8 - 
(f^v^- 1 ->T/^) - 6, 7-3*fc Kp - 1 H-^g V- 2 - ^f^t^'V] 

^Ufe#J 1 7 3 fc&l^T, 2-^Ws;-^tJ9^ 2-i/7y7xy 
10 — A'SrfflV^HJfefll 173i: IHiluMils WSafb^ 5 . 2 6 m g &#fc 0 
MS Ve (ESI) 404(MH + -CF 3 C00H) 

WJ18 1. 4- C7- (2-^~;VQ - 1 -tf-As-e -a-^y- 8 - 
(\+*<7*?>—l-4M -6, 7— 5?fc KP-lH-^!ly-2-W^] 

15 HJ£#I 17 3 fc^T, 2 - ^ ^A-y 7 *-/V<Dftfc> K> A - fc Kb 3rf< 
S^TS K«:I^Ttt«l 7 3iH«l:MlU *1Bte£*4. 8 0 m g £r# 

MS Ve (ESI) 422(Mr-CF 3 C00H) 

mmmis2. 2-17- i2=2±~M 

20 (tf^S?^— 1 -^/v) — 6, 7— S?fc Kp-1 H-y"y Z/—2.—4;v3r3c^ 

7 3^*5V^T N 2.-* f^7 3: 7 — jVCDiXf? V 2-fc Kp*^$ 
Sfi ^^/Voi^^^ffiV^-C^JigMl 7 3 tH^H^Sl^ SHa-fb^*fe4. 
3 8 m g 3r#fc 0 
25 MS (ESI) 451 (MT-CF 3 C00H) 

H»J18 3. 7- (2-7 z ?~M - 1 -7^A--8- (tf-^9^-1- 
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-fjv) -2- (try s$?^-2->fvw-'frS/0 -l. 7-^Kpyr/-6- 

^«:JI!vnt£«S0>] l 7 3 t l^ilsML, tflBte-a^ l . 1 2 m g lr#fco 
5 MS (ESI) 381 (Mtf-CF^OOH) 

^M!ll8 4. 7- (2-^^/V) -2- (4, 6-^;*^vl^°y 
2 — <;vJr**y) -1-^/^-8- (fc°^<7 v^^- 1 -4flA -1. 

mMM 1 7 Sfc&V^T, 2 - ^ ^7 31 J — /KPftlfr 9 4, . 
10 t° y ^ 2 >V%m^^%W\ 173i R&fcJadSU «|&fb^4S» 0 . 

6 6 m g 3r#fc 0 
MS Ve (ESI) 409(MH + -CF 3 C00H) 

jlMl8 5. 3- T7- -l-^^-6-^y-8- 
(tf^<^^^- 1 -^T/V) -6, 7— Kp-IH-^U V-2 — f/V^-^iX] 

15 ^yyr ^ K h y ■y^v^r^mmM 

4- [7- ( 2 - y"=f-=^M -2-^no-l-^f/V-6-t^y-6, 7 
-i?tKo-lH-y!)y-8-^f;H K'-^y^^- l-%^7$l/m t -zff. 
;Vx^7;V6mg, 3-t Ka^i/^ftfi xf;Wx^f;H OmglrN-^ 
p K % /0. 2ml fcl&flFU P^lOmg %1mtt 0 90°C^-C 

20 3 r#iri«#u ^ti'iN-M^ts ^^^/v-^rttmufdo mmm^ 
w»u mmzr^-T (7n^^;-;« i. omiwu 50 0 

(0. l%MJ7^tn»S^t) SrfflV^o) fcX«f*tU flUB^^l. 9 1 
25 m g £r#fc 0 

MS (ESI) 422(MH*-CF 3 C00H) 
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nfelfcf il 1 R6. 4- [7- -l-^^;U-6-^y-8- 
(tf^^V-l-^) -6. 7-S?fc 

-3. 5-^^^^>&#^ hy 

4 _ [7- 7 

,Vx^f;V 7 m g % 1 f 2 - p 5 K^O. 2mlliljliU4-t 
*V-3, 5-^«If^8mg, »D>?A8mg5:JDt 1 0 0°C 

WlMr^T) 3r^fc 0 ) fclTttlKU MfBfc£^2. 7 1mg$r#fco 
MS w/e (ESI) 451(MH + -CF 3 C00H) 

$Mill8 7. 4- T7- (2-^^V) -l-7<^V-6-^-^ y - 8- 
(^^y-!-^^) - 6 , 7—S?fc KP-1H-^D ^- 2-^7^^^] 

15 - 3 ^J6.#il b y 7/M-ggEB&fc 

3-77^n-4-t Kn^^a^HSr^V^miS^l 8 6 £ I^^S 

U SH&ffrS^ 3 . 4 9 m g 2r#fc 0 
MS (ESI) 441 (MT-CF 3 C00H) 
20 ^J18 8. [4- [7- (2-^= /V) - l-^^v- 6 -^y-8 
- (fcV*9S?>"-l — T7V) -6, 7-v?bKP-lH-^y y-2-^;^ 

mmm ise ms^-c, 4 -t 3 , 5 -^y ^v^m#»©ft^ 9 

fc N (4-fc Kn^v-^rc^V) WBftSrfflV^HJfe^l 8 6 fclHilfc&SU 
25 3 . 4 5 m g Sr#fd 0 

MS w/e (ESI) 437 (MH + -CF 3 C00H) 
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3MMEI18 9. T2- [7- (2~Zf^~M - 1 6 -^V- 8 
- (tf^^V-l.-^VV) -6, 7-^fcKP-lH-y!Jy-2-^;^ 

Hjfife^J 1 8 6 fc*3V>T N 4-tKn^-3, 5 - ^SfcJMHaoftfr 9 
5 fc N (2-fc Kn^V7x=/w) fi^SrJBVvTSBKfll 1 8 6 fcTOIfci&JffiU «IB 
1 . 3 4 m g £r#fc„ 
MS (ESI) 437(MH*-CF 3 C00H) 

«t#ill9 0. 2- (2-7W7x;»i/) -7- -1 

10 h 9 

^ n l_ (2-tKo^7i-;v) y vSrfflV^T^JE^J 1 8 6 k^^tef®: 
£tb N «l?B^4fe 1 • 9 9 m g 3r#fco 
MS (ESI) 421 (MH + -CF 3 COOH) 

15 mmmi9i. 7- (2-^^v) -2- (2, e^ yJk^BZ^ZJf^l 

_ ! __^^ 7W _ 8 - (tf^^^-l f/V) -1, 7-^bKP7°'jy-6- 

^ 2, 8-^*B7x;- /V^rffiV^^Ji^ll 8 6 ^IS 
20 fc<g*#J 5 . 2 6 m g 3r#fc 0 

MS Ve (ESI) 415(MH f -CF 3 C00H) 

^19 2. 7- (2-y^/V) -l-^^-2-^7^P7x 

(If^S^-l-^VO -1. 7-3?fc KP7*y ^-6-^-^ L 

U 7^PS»!ft 

25 »J18 6Wm:, 4-tKP^-3, 5 ^VVg?a#m<£>ftfc> «9 
fc, 2, 3, 4, 5, 6-^<^7A'*n73ty— /HtfflV^^EJfcWl 8 6 fclBI 
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m\ztim u snefls#4& 5 . e 1 m g &mc 0 

MS u/e (ESI) 469(MH + -CF 3 C00H) 

mmrni 93. 7- (2-:/^~a0 -i-^/v-8- (^7^-1- 

_ 2 - [4- (fP U W- 1 z^Mj^k) Z^ZiLkJ -1. 7 

4- [7- (2-^^V) l-^^V-6-^^y-6, 7 

-i?t: Kp- 1 H-^y ^- 8-^/V]t°^<7^V- 1 — t --f=f-?v 

x7f;1^3 0 m g ^ 1 - ^ f /V- 2 - ^ n >J 1 m 1 1^01^ 1- (4-fc 
Kn^V^y^A') fn!)^15mg, lmglrJD^ 10 

|^nvf/77^f>- (T-fe h= h y A—tKSM£®j*B (0. l%MJ7;l/to 
B»g^) SrfflV^fc 0 ) HTlHL, ^IB^^2 3. 7m g r#fc„ 
MS (ESI) 476(Mir-CF3C00H) 

15 

jffi^Jl 9 4. 2- T7- (2-y^^/V) - 1 6 - 

(f^v^- 1 — < fr) -6, 7 - ^K Kp - 1 H-^l) V - 2 

-N- [2- (tf^y v^^- 1 z^fzbQ fjyyrj k f y ^A^pgT^ 

20 2-t Kndfi/-N- [2- (fc'^y v^- 1 — tW) ^/K) ^77 5 K 

2rjnv^iii£#!i 193J: mmzmmv, Mis^-a^ 3 . 0 5 m g 

MS (ESI) 533(Mir-CF3C00H) 

M^iJl 9 5. 5-T-fr^~2- [7- (2-^^^/W) -l- ^^vV-6 

- (fcv^i^- 1 -^vv) -6, 7-v^tKp-iH-7 p 'jy- 

mMffl 1 9 3 lc*5V>T, 1- (4-fc Kndri/-<yy^^) t"P9^©^ 
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mt&w 0 . 8 2 m g &mc 0 

MS Ve (ESI) 464(Mf-CF 3 C00H) 

mmmi9 6. 2-1:7- (2-^^/^) -i-^^-6-^y-8- 

5 (fcV^v^- 1 -^Vv) -6, 7 - Kp - 1 H-^D y- 2 -^f;^;v7 
t h y 7^ p mis 

^JfeM 19 3 fc^T, 1 - ( 4 - t Kn^V^y^ /V) ^Oftfr 
«9^ N ^f-y ^vv^&fflV^T, HJfe^jl 9 3 £ IrTO^SU ^IB^-B^O. 
7 0 m g £r#fc 0 
10 MS Ve (ESI) 439(MH + -CF 3 C0OH) 

jlMl9 7. 6- [7- (2-7^~M - 1 6 -**y-S- 
(fc°^v>>— 1-^VV) -6, Kp-iH-^r/-2 — UkTAJJ 

HlfrBRJ i 9 3 fcissv^ l- (4-tKo^y^;v) 'tray^v©^*? 

is <o 6-t^;~^^>-t^ v&m^xmmmi 9 3 kmm~f&mv^mk 

&mi. 4 3mg<M#fc 0 

MS (ESI) 422 (MH + -CF 3 C00H) 

mmmi9 8. 3- r7- (2-:/^^) - 1-7*^-6 -^y- 8 - 

1 — f AO - 6 . 7 — KP — 1 H-^y 2 -^/V^-^V] 
20 fc° y 3?S^ — 2 $ K by 7;Wto^t 

HJfifll 1 9 3 fc*3VVT\ 1- f * V i?f<Dftt> 

3 - 1 Kn ^^fc°=i y 5 KSr^V>T^16M 193i naillKiflBfiU «g 
fBte-a^l. 4 4mgSr#fc 0 
MS Ve (ESI) 423(MH + -CF 3 C00H) . 
25 WJ19 9. N — t — ~f^)V— 2 — [7- (2-^^/V) 

6 - ~ 6, 7-^fc Kp- iH-^y V 
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mtim 19 3 fc:*5V>T, 1 - (4 - 1 Kn^^y^/V) t°n y ^©ftfr 
9 2 -T 5 y -N- t -^^^^7 5 K*r/BV^*caatfcl I9 3i Pi&tc 
ML, miBttt&to 0 . 8 7 m g Sr#^ 0 
5 MS «/e (ESI) 477 (MH + -CF 3 C00H) 

t»l2 0 0. 2 0 1. 2- [7- (2-7>^~M - 1 6 

10 V) 2-7^7^^75 Kfc/BwrlllMfl 1 9 3i:HWm 
iB^-^^l 1 . 3 6 m g , ^^MJ^IB^^ 0 . 3 9 m g Sr#fc 0 
MS m/e (ESI) 477 (MH f -CF 3 C00H) 

^Mj2 0 2. N- [3- [7- (2-^^/V) -1-^^-6-*-^ 
-8- (tr^9^-l-^f/V) -6, 7-i?l:PP-lH-^JV-2-/f/l/ 

mmmi 9 sk^x, 1 - (4-th*a^y^;v) foy^y©^ 
3-Ti? h75 K7x/- A-£rffl^-tlO&#!]l 9 3 iliMt, Mm 
10. 7 9 m g £r#fc<> 
MS m/e (ESI) 436 (MlT-CFaCOOH) 
20 H»!l2 0 3. N- [4- C7- (2-^=^0 - 1 ^VV- 6 -**c V 

-8- (tv<9^-i->r/w) -6. 7-^tKp-iH-7 > y^-2-^ 

1 9 3 KlSS^T, 1- fcTny^Oft;** 

25 11. 3 8 m g 3r#fc 0 

MS Ve (ESI) 436(MH f -CF 3 C00H) 
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gg1ifcfl)l2 0 4. 2- [N- \7- - 1- 6 -**y 

-8 - 3*^-1 — tM -6. 7-^bKP-lH-^yy-2-^;V] 

H»!ll 9 3^*5WT, l- (4-tKn*WA^) t°nyv?y^ 

5 9 k % N-^^r^h9-^£fflv^^i«!li 9 3 Ma u ^fBft; 

-g^ 3 . 4 8 m g &#fc 0 

MS a/e (ESI) 436 (MH + -CF 3 COOH) 

«Sfli]2 0 5. 2- T7- (2-^^) -l-^^/V-6-^y-8- 
(tf^v^- 1 f/V) -6, 7-3?fc Kp - 1 H-^'J V- 2 ->f 

io HLZ Zk^l H 6Efife& 




Ii{fiJ19 3TO^Ts 1- tr* y s^oftfr 

19 &^ f-y ^/Hfcfc/flv^-cgQKfli 1 9 3 1 mm\z%mi„ mutt&to'z 5 . 75 

m g £r#fc 0 

MS m/e (ESI) 423 (MH + -CF 3 C00H) 
15 jii2 0 6. 2- [7- (2-^-^) -l-^^ V-6-^-^y-8- 

Hlfe^Ii 9 3Ki*5v^, l- (4-tKp^/^/v) t'P^i?y©^ 

!)I^2-T^^>^M^7^ KSrffiV^THJS^Jl 9 3 ^HiiuML, 
20 fiHBfl^lfc 0 . 9 1 m g £r#fc 0 
MS (ESI) 457(MT-CF 3 C00H) 

tllffi2 0 7. 2- C7- (2-^^v) -l-^^V-6-^-^y-8- 
(h°^<^^V-l-^^) -6, 7 - KP - 1 H-^D y - 2 - ^ ^7 

25 H»J 1 9 3fc*5^T, 1 - (4-t Kn*^^^) ^ 0 S^«>ft*> 
^^-•^y^Hfta^V'Srfflv^^lfe^i 9 3 ^IH^^SU mate-S^ 
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0 . 6 6 m g ^#^0 

MS n/e (ESI) 467 (MH + -CF 3 C00H) 

HjfefflJ2 0 8. 3- [7- - 1-^^-6 -tty- 8- 

5 If y 3?^- 2 -7J/V^^ h 2 z^k^BlHIi^ 

UlS^Jl 9 3^*5V^T, 1- VnDi?XDftt> 

V)\z, 3 -t Kn^fcTa y ^fifeSrJt^Tlllfcfcl 19 3 i:|^ItMl> Wfa-fk 

-8*^ 4 . 3 6 m g £r#fc 0 

MS Ve (ESI) 424(MH + -CF 3 C00H) 
10 H«tl2 0 9. N [2- [7- (2-^~/lQ -l-^^V-6-^y- 

8- (bf^<9^- l -6, 7 - ^b Kp - 1 H-y U y- 2 -^f;vt 

^1^1 9 3^*5V>T> 1- (4-tKP^y/'fA') ft* y *?l/<Dftfr 

15 ffr^Nfc 0 . 1 2 6 m g £r#fc 0 
MS Ve (ESI) 436(Mir-CF 3 C00H) 

mmm 210. 2- [7- (2 tv} - 1 -^^vv- 6 -a-^y- 8 - 

(^i?^- 1 -6, 7 — Kp — 1 YL-~f}) is— 2 — T/l^-sfrV] 

-n. N-^f;^yr^K h y 7;wtpma 

20 tUf;v^lOOmgi:^f;W7^2 ; t;V7b7t.KP77^iO. 7 
6ml«rN, N-^ fWA7 5 K 1 m 1 mjS*f U ^f;Vv/7y*^* 
^M09/iU MJx^/vr^ V2 5 0 n 1 SriDi^ ^i&T?5. 5H#f?93»# 

^©11^4- [7- (2-^=7V) 
25 -6, KP-lH-7!Jy-8-^;H t°^7^y- 1 -*^#>i t 

-Zf^jV^^T^Z Omg. ^^#y 1 2 — \£v*V h^lml 
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i5o°c^xi. 5mmmw\sfco Rjtm\^^^ mn^Mzx 

&m$%kM : )MWii$#t 1 '* h^77^- (T± h= h y /v-tK3M£»i*@ (o. 1% 

5 MS (ESI) 450(MH + -CF 3 CO0H) 

mmm2ii. 7- -i-^^vw-8- (tV7^/-i- 

-2- [2- (f7'/y^-3-^;V^) 7a/»V] -1. 7- 

10 mm 21 Oh InliUMU, flUB-ffc^ 2 . l O m g £r#fc„ 
MS Ve (ESI) 494(MH f -CF 3 C00H) 

mmm 212. 7 - ( 2 - 1 ^/v- 8 - s?^- 1 - 

yfM -2- [2- (tfP y ^^-1-^^^/W) -1, 7-v* 

15 HJS^J 2 10 fc*5V^-C, ^/VT ^ ^<Oi\t> <9 m % fny S^SrffiV^T^H 
^J2 10fc ^litML, tllBte^ 6 . 8 6m g «r#fcio 
MS a/e (ESI) 476(MH + -CF 3 C00H) 

3E3ftM2 13. 7- (2-^^-^/M -1-^^-2- [ 2- OE/Ufry^ 

mmm 210 ^^t, >^ ^vvt ^ ^©ft^ 9 y ^srjs wt^J6 

#1 2 1 0 1 mmztim^ wfctt&m 3 . 6 3 m g &mtc 0 

MS Ve (ESI) 492(MH + -CF 3 C00H) 

WH2 14. [7- (2-^^V) - 1 -^^;V-6-^y-8- (fc° 
25 ^S^-l — f/^) -6, 7-^bFP-lH-7yy-2 — f T-fe h~ 

hy^ by p B^Eftia 
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M2 15. [7- (2-^=/V) - 2-->Ty 1 -tf-As- 6 

-t^y- 8 - (tf^S?^— 1 ->f/V) -2, 3, 6. 7 — y- h y h Kp-1 

4- [7- -2-^on-l-^f;v-6-t^y-6, 7 

5 -v>t Kci- lH-^y fc^?^- 1 -^/Votf^lfc t-^ 

/Vx^f;l/8mg SrT-fe h P/VO. 8ml(^iU TRl^t^ MJ !7 A 8 m 

SiaE«r38**B5RiS55i*flc^n-vh^7w- (T1r h- h y /P-*3R«HWB (0. 
10 1 % h y 7 Atf-n SrffiV>fc„) RITHMKU flMBflflMfe 1 . 8 5 m g (M 

Ii2 14), 2. 2 0mg (MM215) £r#fc 0 
(HJfc0ll2 14) MS m/e (ESI) 326 (MH + -CF 3 C00H) 
(HJ&M2 15) MS m/e (ESI) 367 (Mlf-CFaCOOH) 
H»i|2 16. 7- (2-^=71^) - 1 -*=^jV— 2 - 
15 ;v) -8- -l, Kp^3J^-6-ty b 

y 7^;*- ptosis 

4- [7- {2-^f^-=.)V) -2-?vu-l—*^/P-6-jr*y-6, 7 

kp- iH-^y 8 — f/n ^7^v-i-*;^yi t-^ 

;V-x^r;V8mgSrTthyO. Smll^U Tkiftt h y !?A8mg^P 
20 £ % 6 0*CR1T3I*MJW^U*:. RlS^fc 1 N-4ftKSrJn^ fj^^vW^Tlfc 

J!!*B*i«a*#:^n-^ h^^^^f- (Tir h= h y A—zM^ftffi (0. l%h 
U7/Vtn^t) SrJBV^fco) KlTffiHRU tlfB-ffr^ 1 . 17mg&#fc 0 
MS Ve (ESI) 343(MH + -CF 3 C00H) 
25 Hli2 17. 7- (2-^-:=^) -2-3i^n/^-l-^^-8- (fc° 
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h y^f^y^7*f 0 n 1 ^7h7t K»7?yi. 0ml fc^S? 

U n-^AsV^V* (1. 5 6M^^rt^S) 0. 27mU-78tt 

5 It A- [7- -2-^nn-l-^^-6-^y-6, 7 

-^tKa-lH-7°yy-8->f;H t°*<^vV- l -tj/^>-^ t -y^- 

—7k 1.0ml K^Mls, fcWt* V !7 A 1 0 m g ZMZ-feo ^.Tr 1 B#fffl»#ms 

fcrwh???* — (T-ir h- h y/V-TM^HrfB (0. 1 % h y :7/l^-nI£ 

£rffl^fc 0 ) ^TftiSlU ^«a^^ 1 . 0 6 m g &#fc„ 
MS m/e (ESI) 311 (MH + -CF 3 C00H) 
16 ^#112 18. 7- (2-!7*^~^) -l-7<^/V-8- (tf^ v^-l- 
-2- (^n^^- 2-^7V^^=^) -1, 7-^bKP7°yy-6- 

4- [7- (2-zf^~M -2-^no-l-^f;V-6-^y-6, 7 
-v?t Kn- 1H-T°y V^&ls— 1 -^/w^^ t 

20 ;H7,7^6mgS:l-^f;v-2-t t ny KVO. 15ml|iilim 2-7" 

s«^fpit^r^^!7A7K^^o^s n^^/w^-t^m u mmm% 

WM^K-o w^^^on^^^O. 3 0mU:IifU -7 8°C^^*PU 
fCo -tt^j32-^naal^S*m5mg^Px., - 7 8°C^*C 1 5#W£Ufc„ 
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iv-immm (o. i%by7;vtn^t) &m^tc 0 ) fc-ci»«u mm 

0 . 8 9 m g £r#fc 0 
MS Ve (ESI) 377(Mtf-CF 3 C00H) 

5 mmm2i9. n-t^^^-n- [7- 

-^y-8- (t°^7i^- -6, 7-i^fc Kp- 1H-^U V- 

4- [7- (2-^=/v) - i -^/v-e-^y-e, 7 

— i?t Kb- lH-zfV V-8-^7V] fcT^^V— l-^/l^^ t-zff- 
10 ;Vx^T^8mg^2 0 %T ^~TtM« 0 . 2ml!«U 8 0°C^T5 
B#WH*#U;fc. S«ft«rMU. «ttl£*try^O. 4mll«U tokSEBfc 
0. 0 5ml %*Px., ^mi-T4 8^W^#Ufc 0 KJ$3RSr«*BU B^Sr h P 

th^MJ fr-jkmmi® (o . i % h y ^/^aSH&^r) «:jsvyfc„) ic-c** 

15 $K L s 1 • 4 9 m g £r#fc„ 

MS m/e (ESI) 386 (MH + -CF 3 C00H) 

g|jfcffi|2 2 0. N— f 7 — (2-^^V) -l-^f^-6-t^ry-8- 
(tr^9S?^- 1 z^LM -6. 7-^bKn-lH-^!Jy-2-^;v] Ti? 

20 4- [7- (2-y^-~;V) -2-^PP-l-^^-6-t^y-6, 7 

^xxf;V8mg^2 0%T>' j e=T7fC»«0. 2mllMU 8 0°CMT5 
R#W8!#UfCo gis««:WIBU, SSSSrtfy^VO. 4mlMU MtKS^M 
0. 0 5ml*M % iiCT4 8«^Lfc. Rjfc«S:*»U 
25 J —MZMM U #<M# y ^ i» 1 0 m g ^rin ^l, Stfct 6 H#HHJS# Ufdo 
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^pvf^77^f- (T-fe h~ b V (0. l%hy7;^o^ 

Wt%%) Zm^fro) fcTffifiKU ^fB^^ll. 3 6mg&#fc 0 
MS (ESI) 344(MH + -CF 3 C00H) 

$Mil2 2 1. C7- (2-^~A0 -l-^^W-6-^-^y-8- (t° 
5 ^i^-i-^v) -6, 7-^KP-lH-^jy-2-^;V^] T 

4 _ [7- -2-^on-l-^^-6-^y-6, 7 

Kn-1H-T*y V- 8 --f/v] tf^yv^- 1 t 

10 ^f-VTt hsbJJA'SO/t Is TkiH-ffr?- h y >7 A 5 m g %;0n;^ Sti^T 1 

vy?7j~ (.r±h^b]}^-7^^mm (o. i%M)7;wtPifM) 

<£fflWfo 0 ) l^iHt, ^|B^^2. 12mgWc 0 
15 MS (ESI) 342(MfT-CF 3 C00H) 

ggjjfe#!l2 2 2. N- T7- (2-7^-7^) - 1 f2k= 6 V - 8 - 

1-^fVV) -6, 7-^bKP-lH-7°yy -2-^;W] 

4 — [7— (2— -f^-cz-jiV) -2-^an-l-^f^-6-t^y-6, 7 
20 Kp- 1H-7°P >—S — { ;v\ M'^y^y-l-^^^m. t-7*f 

;H^7;V7mg^l-yf/V-2-l^py FVO. 15ml|:»#U = 

ffiSRWiffiR^n^b^^-f- (T-feb=-MJA'-**^»ffi (0. l%hy 
25 &fflV^c„) UlTWJtU 3. 20mg^#fc, 

MS Ve (ESI) 344(MH + -CF 3 C00H) 



WO 03/104229 



PCT/JP03/07010 



220 

mmm2 2 3. 7- -2-^fW77^-8- (tf^ 

a ) 4 - [ 7 _ -2-^pp-6-t^-y-i- 

^Vv-^^ji h^V^^) -6, 7-i?bKP-lH-^y^8-^] 

4- [7- (2-^^/V) - 2-^PO-6-t^y-6, 
OmgSrN, N-^W/^T^ K 1 . 2ml fctgfllU (2-^nn^h^ 

«f&ffc-©* 5 5 m g £r#fco 
^-NMRCCDCIS) 

8 0.07 (s, 9H) 0.97 (t, J=8. 4Hz, 2H) 1.49 (s, 9H) 1.82 (t, J=2. 4Hz, 3H) 
15 3. 40-3. 44 (m, 4H) 3. 58-3. 62 (m, 4H) 3. 71 (t, J=8. 4Hz, 2H) 4. 92 (q, J= 2. 4Hz, 
2H) 5.67 (s, 2H) 

4 _ [ 7 _ -2-^aP-6-^y-l~ (2-bP^^ 

xi^;/- i -#/V/J?^ t -^f ;vx^f;V6 m g Sr 1 - 2 - l^n 

y K^O. 15mll«U **fjV*)V%79l/ (30%, — /V^) 

5 o jb i , &sb& ^^lomg^M^ satziT 5 mmmwvtco R&mK& 
25 h y 7>v*umfco. eomi Kijwfcu 5 mmmw^ <gM1S* 
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iB'fb^ 3 . 9 9 m g Srlffc 
MS n/e (ESI) 319 (Mlf-CFgCOOH) 

$1ifS#l2 2 4. 7- -2-^fy^ Pb>^77^-8- 

5 (bfx^s?^- -1. 7-^KP^y-6 -ty 

-/V ^ b y «7 AJ££fflV^Sf|;li0!! 2 2 3 t ^fl^It, &&&&& 2 . 9 7 

m g 2r#feL 0 
10 MS (ESI) 347(Mtf-CF 3 C00H) 

*m.m 225. 2 - t -^w;v77^v- 7 - ( 2 -^-^) - 8 - (tr 
^v^^-i->f/v) -1. 7-^bKo^r/-6-i-y by 7^tp»» 

15 n*w-**-A> -Thy vj»m.&m^xmmw2 2 3 in^Mis mmt& 

Ufa 2. 9 9 m g 3r#fc 0 

MS n/e (ESI) 361 (MIT-CF 3 C00H) 

gglifcffil 2 2 6 . 7- -6-^7-8- 

_ 6> 7-^^ |fp-iH-7°Uy-2-^;^m^ k JLZZk^lE 

20 BElteS 

4 _ [ 7 _ (2-y^/V) -2-^nt3-6-^-^y-l- (2-MJ^^ 
7V^7n/^b^^^^V) -6, 7-^Kn-lH-7"yy-8-^v] fcT 
^o^^^- ! -^77V#^ t -7*f;vx^6mg«rl -^^-2-eP 
DK^O. l5mU:iiU ^7VfttbP^8aig, Kii*!JCA10m 
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%Wfc?kM^fcW-'?v-*Yy ! 7 7'{-- (T-fe b~ MJ/v-TK^^lh^ (0. 1% 
h V 7;^n^f) %m^tc 0 ) Mmt^ 1 . 4 6 m g &#fc 0 

MS m/e (ESI) 298 (MH + -CF 3 COOH) 
5 ggjM2 2 7. 2- [7- (2-^^7V) -6-^y~8- ^jZj^ 
-1-^7V) -6, 

4- [7- (2-^^/V) -2-^OP-6-t^y-l- (2-MJ^^ 
;^7^;yxhdr^f;V) -6, 7 h*P - 1 H-^P V- 8 — f/P] tT 
10 ^<7^>-- 1 t -^;Vx^t^6 m g lr 1 - ^ f 2 - t°n 
]} K>-0. 1 5ml KligflPU iMJ^/VT^ K8mg N $t^# U >)A8mglrJll 

15 h^77-f- (T-fe h y/^-*3ROTMB (o. i%hy^ 

/l^ng^^f) SrffiV\fco) ICTJ^SSU, ^IB^#»2. 4 5mgWc, 
MS Ve (ESI) 408(Mir-CF3COOH) 

iMJ2 2 8. 4- [7- (2-^^/V) -6-^-^ry-8- 
-l-^Vv)-6, 7—S?fc Kn-lH-^y jvJrZc^&fSMWi Y 

20 y 7^^P|^ft • 

227 ic^-t. -y- y ^ K<z>fs:b 4 - 1 kp 

^fflVMT^WJ 2 2 7i ^i^ML, S&fb-^ft 1 . 5 5 m g £r#fc„ 
MS Ve (ESI) 409(Mir-CF3COOH) 

tMH2 2 9. 7- (2-^-/1*0 -1- (2-^7/^^ -6-^ 
25 ^y-8- (tf^S^-'l-WAO -6, 7-^fcKP-lH-7 , Jy-2- 
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a) 4- T7- {2=7±~M -2-^Ty-l- (2->7;^;V) - 
6-t^ry-6, 7-i?fcKn-lH-^gy-8-^] * 

6 a-C#btl/fc4- [7- (2-^-/W) -2-^nn-l- (2 

tV^^y— 1 — t-^fWr^Smg, %/T isftri- h y 

lOmg, N, N-^fMM7$KO. 3m 1 ©H^lrSfe4NfMi 

10 b^|B^-a-#»6. lmg#fc„ 
'H-NMRCCDCls) 

5 1. 50 (s, 9H) 1. 83 (s, 3H) 3. 50 (s, 4H) 3. 58-3. 64 (m, 4H) 4. 99 (s, 2H) 5. 74 
(s, 2H) 7. 02 (d, J=8Hz, 1H) 7. 44 (t, J=8Hz, 1H) 7. 55 (t, J=8Hz, 1H) 7. 74 (d, 
J=8Hz, 1H) 

15 b) 7- -1- (2-jXT/^ViW -6-^-^y-8- (fc° 

^7^y-i-^f;w) —6, KP-iH-7°yy-2-^;^hy;V' 

4- [7- (2-^^/V) -2-v^Ty-l- (2-V7/^^) -6 
7-i?tKn-lH-^!)y-8-^;H fc>^S^- 1 
20 t -^f;vx ^^71^6 . lmg, hy^/^nf^^O. 2ml(OM 

£^§.2 0^m#bfCoH^5:^^s^^2 0-6 0 %^ * 7 -^/zKC 0 . 

5. Omglr#fco 
^-NMR (DMS0-d6) 

25 6 1. 80 (s, 3H) 3. 30 (s, 4H) 3. 60-3. 70 (m, 4H) 5. 09 (s, 2H) 5. 60 (s, 2H) 7. 27 

(d, J=8Hz, 1H) 7. 54 (t, J=8Hz, 1H) 7. 68 (t, J=8Hz, 1H) 7. 94 (d, J=8Hz, 1H) 
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artfrftH2 3 0. 3- [7- -l- (2-i/7;^/^) - 

5 4 _ [ 7 _ -2-^on-l- (2-^7^V^V) -6 

-**y-6, 7-i?tKo-iH-yyy-8->f;v] tr-^9^-i-^ 

t -^H^f/V 7 m g ^ 1 - ^ f^- 2 - fa U KVO. 2ml ^ 
jg^l^ 3-t Kt3^t^^/-2-*7^/t7^ F8mg > #c^#y!7.k 
Smg^rM, 10 0tlct2llli^lfc, SjSWaN-tt?ri)Px.> Wife 

(O. l%h!J7;Vta^f) tr^fc) ^T^U ^IB'fb^ 2 . 9 3 
m g £r#fc 0 

MS Ve (ESI) 524(MH + -CF 3 C00H) 
15 3ttft0!l2 3 1. 4- [7- (2-^^/V) -1- = 
6 _^y_ 8 - (bT^9^^-l->f/W) -6, 

JUfrftl 2 3 0 ^*3V>T, 3-t Kn ^ Vfcf y 2 -^^^17 5 K©tt 

%>y)^ 4-t Ka ^v^^if ^A-tf^T 5 K&ffiV^T^lWii 2 3 0 £ UTO- 
20 #kaU &&&&& 1 • 9 0 m g £r#fc 0 
MS ml e (ESI) 559 (MH*-CF 3 C00H) 

gffiffi2 3 2. 2- T7- (2-^^) -1- (2-^7/-<^) ~ 

6 _^-^y_ 8 _ -6. 7-^tK p-iH-7°yy 

- 2 z^jM^jd b u /v b y 22k±gHMM 

25 X)M 2 3 0 *£*3V^ B-KKB * Vlf y S^- 2 -jfrAotf^IfcT ^ K©ft 

fetnc 2 - 7x/-;vs:fflv^«w 2 3 o tmmzmmv, ^iste-a* 
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m 2 . 1 5 m g £r#fc 0 

MS a/e (ESI) 505(MH + -CF 3 C0OH) 

jg»M2 3 3. 4- [7- -1- (2-^7;^^) - 

6 _^y_ 8 - (b'XL^^y- 1 -^/V) -6. 

5 - 2 -4>vHc*c 9 s\ Mil ^ P 7^:j-pBinftfe 

HJfe^J 2 3 0 fc*5V>T % 3-t KP^t°y v?^- 2 -ifr/HtfS'BT 5 K©tt 
9 4-t Ka ^^mMftfc/BV^IIlfifll 2 3 0t IrUH^S U ^Ifrffc 
3 . 7 4 m g £#fc 0 
MS Ve (ESI) 524(MH + -CF 3 C00H) 
10 IH6fl92 3 4. 2- [7- {2^7±~M -1- (2-V7/^y^) - 
6 - (^V^^-l-^/V) -6. 

mmm 230 ki&v^t, 3 - 1 ko y 2 -*;^yt7 s K©ft 

15 7 4 m g £r#fc 0 

MS Ve (ESI) 523(MH f -CF 3 C00H) 



:j£ffi]2 3 5. 2- [7- -1- (4-^7^^^) - 



6 -^y- 8 - (1^9 s^v 


- 1 


->f7V-) -6, 


7 Kp-1 H-^y ^ 


-2-^/v^-^Vl ^77 5 


K 






a) 4- [7- (2-^^/V) 


- 2 


— ^ in a— 1 - 


- ( 4 — isT J -^S^AO — 6 




1H 


-yy ^-s- 




atf t — -ff-Aszt. XT'/I*- 








4- [7- (2-^^/1^) 


- 2 


— ^ a a — 6 - 





1 H-^y V- 8 — 1W] t^^i^V-l-^^^ t-^/^^^/H 
25 OOmglrN, N-^f^/^7^ Kl. 2mlCSf#U 4-*/7/^ 
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1 mg &r#fc 0 
^-NMRCCDCIS) 

5 6 1. 49 (s, 9H) 1. 84 (t, J=2. 5Hz, 3H) 3. 43-3. 47 (m, 4H) 3. 59-3. 63 (m, 4H) 
4.94 (q, 2.5Hz, 2H) 5.53 (s, 2H) 7.42 (d, J=8. 0 Hz, 2H) 7.62 (d, J=8. 0 Hz, 
2H) 

2- T7- -1- U-v-TV^^vW) - 6 

- (tf^^v-l -6, 7-^fcKp-lH-/!)y-2-^f;m 
10 V] ^yy7^ K h'j7;i/tPS^fi 

4 - [7- (2-^^^/v) — 2 — ^ pp-i- (4-^r;^y^v) -6 
-^-^y-6, 7-^tKo-iH-^!)y-8-^f;v] yf^yitis—i-Usv 

tf^lfc t -/f;Vx7r/V 1 2 m g ^ 1 f /V- 2 - fn U 0 . 3ml 
tPf^T^KlOmg, KK*y!>A10mg*M> 1 0 0°Cfc 

mfaPv^h???-*— (T-fe h= MJ/l^-*3R^»* (0. I%hy7;vtn 
@»^) fcfflVVfco) fc-C#S54U, aiflB^fee. 6 9m g r#fc 0 
MS Ve (ESI) 523(MH + -CF 3 C00H) 
20 Hffiflil2 3 6. 7- (2-^=7VQ -1- (4-^7;^/^) -6-*- 
=fry- 8 - (If^^^- l-^7V-0 -6, 7— S?fc Kp- lH-^y ^- 2-^7 

4 - [7- (2-^^—^) -2-^pp-1- -6 
_^-^y_ 6> 7->?tKo-lH-^!Jy-8-'f/V] yf^jVls- 1 -#/V 
25 aff^Bfe t - T'f/wx^f^ 1 2 m g 1: 1 - ^ f ^- 2 - p D Fy 0 . 3ml 
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j&m\z in -mm&tB*.s mm^Mz.xmmvtc 0 ^mm&mmv, mm^h 
(r-tr b~ h y ?v- a&mwfc (o. i % h v y^umm^) &m^tn 0 ) \z. 

5 MS u/e (ESI) 413 (MT-CFsCOOH) 

mmm 237. 4 - c 7 - c 2 z^g^zk) - 2 -y r 6 - 

**y-8- (f^iSis-i-^M -6, 

f-fV\ ^£ MJ ^ h y y/i^-g 

4- [7- (2-^=/v) -2-^nci-l- (4-i/r;^» -6 
10 -^y-6, 7 -^t Kn- l H-7"y ^- 8 -^^] tXy^y- i 

tf^M t - ^x^r^ 1 2 m g lr 1 - ^ 2 - tfn y Ky o . 3ml 

tuigflpu * is (30% >vmm 2, on u #tn#y 

15 Stiff Lfdo 3RaESraS!*B3Ri«3S»e#:^n^ h^^^^f— (Ti? b ~ h V 

mm (o. i%h &m^it 0 ) ^xnmv, msM&mz: 

6 9 m g £r#7c 0 
MS Ve (ESI) 434(MH + -CF 3 C00H) 

^1^2 3 8. 2- [7- (2-^^^) -1- (3-^7;^;W) - 
20 6 -^V- 8 - (tfW^i?^- i -^k) -6, 7-i?K Kp- iH-yy V 
- 2 7V^-dr §/] <<>y X 5 K by 7;vtPBtm 

a) 4- [7- -2-^PP-l - (3->>7;^^) -6 

7 - $?fc Kp - I H-^g y- 8 ->f ;H g^jg l -*i;V 

25 4- [7- (2-y^rr^) - n n— 6 -^-^ y- 6, — 

iH-y°y is- 8— i>v\ t°^=>^- i t -7^x^t;h 
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OOmg^rN, N-^WW5Kl. 2mli«U 

*?)V7xi W K9 7mg N fimtlJ !)!)A68mg %M*-fr 0 MUKX 1 2 R$ffi$ 

5 7 1 m g &#fc 0 
^-NMRCCDCIS) 

6 1.49 (s, 9H) 1.84 (t, J=2. 5Hz, 3H) 3.43-3.47 (m, 4H) 3.59-3.63 (m, 4H) 
4.94 (q, 2.5Hz, 2H) 5.53 (s, 2H) 7.42 (d, J=8. 0 Hz, 2H) 7.62 (d, J=8. 0 Hz, 
2H) 

10 b) 2- [7- (2--?7-~M -1- (3-^7/^/^ ) -6-^y-8 
- (f^i?^- 1 ->TA0 -6, 7-^bKP-lH-/!) ^-2-^/Vt^ 

4 _ [ 7 _ (2 - ^^^/V) -2-^nn-l- (3-^7/^/^) -6 
_^y_ 6> Kn- lH-^y i/-8->T/V] 

15 tflsWt t - yf /H^f;V 1 2 m g 1 f /V- 2 - ^ P n>0 . 3ml 
{c^U. t!If4/75Kl0ing % J8»*y9A10mgS:lP^ 1 0 0°C^ 

#*n^ h^?:7>f — (T-fe b = h y (0. 1%MI7/W*p» 

20 m^W) 3rffiv\fc 0 ) H:T*&ftU SSB^4fc8. 7 6mgSr#fc, 
MS (ESI) 523(MH + -CF 3 C00H) 

g^2 3 9. 7- (2-^~/H -1- (3-^7;^/^) - 6 

(fcT^^V-l-^AO -6, 7-^KP~ lH-^'Jy-2- 

25 4- [7- -2-^PO-l- (3-'/7;^*» -6 

_^y_ 6> 7-i?t Kn-lH-yy ^-8->f/V] 
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t-»x77;H2mgH^^-2-^ n>0i 3ml 

5 (T±h-bVjl>-^®mm (0. I%hy7;^n^f) £rj^fc 0 ) 
U HIB^I^ 4 . 9 6 m g £#f Co 
MS (ESI) 413(MH + -CF 3 C00H) 

mMffl2 4 0. 1- - 2 - (V^Vls-i 

a) 4- f7- -2-^p-6-t^-1 - f3- K 

^WJ9 5aT^#e,ttfc4- [7- (2-^^v) - 2 -^np- 6 -^ 
15 y- 6 , Kn-iH-^yy-s-^] t^7^~l-^>i 

i7R»yr)^2 0mg % N, N-^fM;^7^ KO. 2 

IS^^7K?5feV^^^bfCo aS^Ji^n-rh^7^^\_ ( 70 o/ 0 

20 t*iit N ^sa^% s m g *ntc 0 

1 H-NMR(CDC1 3 ) 

6 1.49 (s, 9H) 1.50-1.81 (m, 6H) 1.83(t, J=2Hz, 3H) 2.06 (quint, J=7Hz, 2H) 
3. 38-3. 62 (m, 10H) 3. 80-3. 90 (m, 2H) 4. 34-4. 47 (m, 2H) 4. 59 (t, J=3Hz, 1H) 
4.92 (q, J=2Hz, 2H) 

25 b) 4- n- ( 2-^^ /t, ) -9-^y-i, 7 . 8. fl-y^y-frs, 
ty^O-fr r _ b] t7j? i /y _ 2 ^ ;k 1 t--7> 
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4- [7- -2-^nn-6-^y-l- [3- (Thy 

t Knfc 0 7y-2-^;^v') ^nfcVU] -6, 7 -S?fc Kn- l H-:/ ]} V 
-8— fA-] fc>*7 1 -^A-tf^gg t-^x^f/V8m g> ^ y 

5 -AO. 2m K ftlllf ©/^7 h^>'^;V^I/t-^©S^^t'C4 

I3mg ZntCo 
10 'H-NMR (CDC1 3 ) 

8 1.48 (s, 9H) 1.82 (t, J=2Hz 3H) 2.18-2.26 (m, 2H) 3.37-3.43 (m, 4H) 
3.56-3.62 (m, 4H) 4.07 (t, J=6Hz, 2H) 4.43 (t, J=5Hz, 2H) 4.88 (q, J=2Hz, 
2H) 

c) 1- (2-zf^=.;v) -2- (fc-^v^- 1 -^A) -7, 8-^fcKa 
15 -1H, 6H- 5 -^-dr jh- 1 . 3. 4, 8 a — T h *7 Tif P ^< fbl 

4- [1- (2-^=/p) -9-^V-l, 7, 8, 9 -ir h 7 Tif iX* 
n-^* [b] -7-7^1x^-2-^/1.] t^^S^-l-*,^^ t-^ 
/^f/V3m gl hy7;^o^0. 5ml©i^Il20»Lfc 

20 bfc 0 20-50%^^; -a/ 7 k ( o . i %mmm) mm&m^ 

^-NMR (DMS0-d6) 

5 1.79 (s, 3H) 2.08-2.16 (m, 2H) 3.27 (br. s, 4H) 3. 44-3. 54 (m, 4H) 3.90 (t, 
J=6Hz, 2H) 4. 38 (t, J=5Hz, 2H) 4. 94 s, 2H) 9. 02 (br. s, 2H) 
25 ^1«24 1. 1- (2-zf^=zM - 2 - (bV<7^-l-^) -fi, 
7-^Kn-IH-R-^t-l. 3. 4. 7 a h =7 Tif- s ^tf 
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mtiZ&\2 4 0\z.m^X, 2- (3 -^n^e^n/K^v') fh^tKnt^y© 
ftb*H^ 2- (2-^n^E-^ h^rV) x h 7 t Ko t°9 ^£rJEV^|iiife#!] 2 4 

5 ^-NMR (DMS0-d6) 

6 1.80 (s, 3H) 3.27 (br. s, 4H) 4.19 (t, J=8Hz, 2H) 4.70 (t, J=8Hz, 2H) 4.94 
(s, 2H) 9.06 (br. s, 2H) 

$1^12 4 2. 8- Vls-l-sC'V) -7- (2-^^ 

7V) _ ! _ (2-v/T^y'» -6-^y~6. 
10 V-2-#/V^ MJ/V 

2 6 m 1 „ WM^f-fr 3 0 0ml ©Sft^fcU yklfrT? & & ^Wt^> 9 ^ (30% 
/ — A- 2 OOmK 5^r/WKM^ h y ^AtK^4 0m 1 Sr^Px.^ 

3 0. 9 g £#fco 

r©^g3 0g, ^7*^y^7^K2 4. 5ml> hV^^T^l^l 
5. 9ml, t-7'^/-/V'2 5 0ml<D?l^Sr^ii.^l. 5f$TOI#U £ 

biao ot;«)» 2 o ^mMmmw^o Rmmz^w^, nm^mm^ 
25 A—TRT^m, ^a»%^v^^7Km^- b y * j*&mm. nk^xmm-km.7kxm 
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^^•Cf?j$ft VMWk&m 2 1 . 4 g «r#fc 0 
^-NHflKCDCla) 

8 1. 43 (s, 9H) 1. 48-1. 92 (m, 4H) 3. 20-3. 80 (m, 5H) 4. 58 (br. s, 1H) 5. 13 (s, 
5 2H) 7. 26-7. 40 (m, 5H) 

b ) y v> V- 3 — f A^A^l § t - -f s f-;v^^ 1 r;v 

3 - t -^h=5r^/Vfel'7^y t°^y v^- 1 ^O-i^m 
^r;H0g, 10%^5WK*5 0 0mg, i^;-/HOOml©l^ 

10 T*l&fb#*6. 0g&#fc o 
^-NMR (CDC1 3 ) 

8 1. 44 (s, 9H) 1. 47-1. 80 (m, 4H) 2. 45-2. 60 (m, 1H) 2. 60-2. 75 (m, 1H) 2. 75-2. 90 
(m, 1H) 3.05 (dd, J=3Hz, 12Hz, 1H) 3.57 (br. s, 1H) 4.83 (br. s, 1H) 

c) [1- [7- -2. 6-^PP-7H-^y 
15 gjg y ^ — 3 — >f /V] # flgj ^ Vlft t - 7^/1^ * 7VV 

7- (2-T/^-~A0 -2, 6, 8-M)^OP-7H-/yyi. 2 5g, 

t°^y >^^— 3— «f /Kfr/w^ i/^ t —-ff-jv^TsTt^ l . Og, Ttb-h 
y ;H 0 m 1 ©?l^^ttt 1 0 ^Wf , fyxf;V7^yO. 6 3ml& 

^iS^r t -zfj-tv* <?-fi'3i*- s 7'A'-^Wi*1&&te\*s Mmfc&Vn 1 . 7 9 g 

^-NHflKCDCla) 

5 1.43 (s, 9H) 1.60-2.02 (m, 4H) 1.83 (t, J=2Hz, 3H) 3.32-3.41 (m, 1H) 
25 3.42-3.52 (m, 1H) 3.67-3.76 (m, 1H) 3.80-3.91 (m, 1H) 4.76-4.90 (m, 3H) 

d) [1- [7- (2-y^^/V) - 2-^PP-6-t^y-6, 7-^fc Kp 
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Cl- C7- -2, G-v^^nin-yH-^y 

y *J>^- 3 --f A-] ^ i/Wt t -zf^sv^^tv i . 79g, ^mrt 

5 hy^^l. 0 g s ^^.f ;^;^^v' K 1 8 m 1 ©Jl^lr 1 2 0 1©^^ 
3^Wl»#Lfc, Jft»J&»&*]U g^ttl 8ml IriOi^^L 

1 . 5 9 g Sr^fco 
'H-NMR (DMS0-d6) 

10 5 1.39 (s, 9H) 1.34-1.88 (m, 4H) 1.78 (s, 3H) 2.81 (t, J=llHz, 1H) 2.95 (t, 
J=llHz, 1H) 3. 48-3. 60 (m, 2H) 3. 64 (d, J=6Hz, 1H) 4. 90 (s, 2H) 6. 94 (d, J=8Hz, 
1H) 

e) [1- [7- (2—Zf?-^;V) -2-^PP-l - (2--XT J^SitjV) — 
6-^-=^y-6. KP-lH-/yy-8-^/W] fc°^y^-3->f 

15 /Kl >-g% t -7"f;l/3:^T;V- 

[1- [7- (2-^^/1^) -2-^oo-6-^y-6, 7-i?tKn 
- lH-^y >--8-^7H t^^y v?^-3--f/V] t -^7V 
^^TVHOOmg, tlTK^M^ y 6 6mg > 2-e/7/^y^;^a W 
K 7 0 m g , N, N- i?;* ^VV/Jvi^T U'lml ©^-a^Sr^tTT? 5 B£I^Ji# 

mm^ y v j*m,m&mm vtc 0 mm* 5 0 %mm^f-;v/^^- ^x-> y # 

^-NMRCCDCls) 

6 1.44 (s, 9H) 1.59-1.81 (m, 2H) 1.83 (t, J=2Hz, 3H) 1.86-1.94 (m, 2H) 
25 3. 20-3. 50 (m, 3H) 3. 66 (d, J=7Hz, 1H) 3. 86 (br. s, 1H) 4. 88-5. 06 (m, 3H) 5. 72 
(s, 2H) 7. 06 (d, J=8Hz, 1H) 7. 38 (t, J=8Hz, 1H) 7. 51 (t, J=8Hz, 1H) 7. 70 (d, 
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J=8Hz, 1H) 

f) Cl- [7- {2-^=-M -2-V7V-1- (2-i/7/^^) - 

6-^-^y-6, 7-^bKp-iH-^gy-8->f^] fc°^y^-3-^ 

5 [1- [7- (2-^=/V) -2-^nn-l- (2-'^T;^/*» - 
6-^-dry-6, 7-i?tKn-lH-yyy-8-^/V] fcT*<y 5?^- 3 ->f 
t —-f^jV^^T-fV 15m g N ^TWIit h P 17 i» 20mg, 
N, N-^fM;VAT5KO. 2ml©M^Ilt3HW#U 0 S 

U ^flB^-B^ 10. 3 m g £#fc 0 
^-NMRCCDCla) 

5 1. 44 (s, 9H) 1. 52-1. 98 (m, 4H) 1. 81 (t, J=2Hz 3H) 3. 24 (dd, J=7Hz, 12Hz, 
1H) 3.30-3.40 (m, 1H) 3.46-3.56 (m, 1H), 3.72 (d, J=12Hz, 1H) 3.86 (br. s, 
15 1H) 4. 86-5. 10 (m, 3H) 5. 73 (s, 2H) 7. 00 (d, J=8Hz, 1H) 7. 42 (t, J=8Hz, 1H) 
7.54 (dt, J=2Hz, 8Hz, 1H) 7.73 (dd, J=2Hz, 8Hz, 1H) 

g) 8- J fc°^<y 1 -4^) -7- -1- (2 

-vry^y^) -6-j-^y-6, KPiH-7 p yy-2-^;^ 

20 [1- [7- (2-y^=/V) -2-V7/-1- (2-i/77^;W) — 
6-^-^y-6, 7-i^t Kn-1H-7!J ^-8— f/k] fcf^yi^-3— f 
/V] t-yf;Vx^f/H0. 3mg s MJ7;l/^n^O. 2 

ml©{|«2 0^#Ufc o a$g£2 0-8 0%y 

^/7k (0. l%a^m) ^SrfflV>T^ffi^7^^n^b^7^^-l*MU, 

25 ^HBfl^5 8. 0mg^#fc o 
^-NMR (DMS0-d6) 
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5 1. 60-1. 74 (m, 2H) 1. 79 (t, J=2Hz, 3H) 1. 88-2. 03 (m, 2H) 3. 14-3. 28 (m, 2H) 
3.42 (br. s, 1H) 3. 52 T 3. 82 (m, 2H) 4.98-5.12 (m, 2H) 5.58 (s, 2H) 7. 26 (d, 
J=8Hz, 1H) 7. 53 (t, J=8Hz, 1H) 7. 66 (t, J=8Hz, 1H) 7. 93 (d, J=8Hz, 1H) 8. 16 
(br.s, 3H) 

5 giiiij. 2- [8- o-T^y b 0 ^y v^-i-^r/v) -i- (2- 

7±~A& -2-^f^-6-t»y-6, 7-^bKP/!)y-lW;^ 

[1- [7- -2-^DD-l- (2-^T/^O-^V) - 

6-^-^ry-6, 7-v?kKP-lH-7 P !Jy-8 — f/V] fcf^y i?^- 3 --f 
10 #/W-* ^ ^ t -^f;VxX7/V 1 5 m g N UfaWk* P^20m g> 

;vo. 2m i (Dm^-m^smmWiW^tio ^iW2 4 2 f,. g ) 

^-NMR (DMS0-d6) 

5 1.58-1.72 (m, 2H) 1.84-1.94 (m, 1H) 1.96-2.04 (m, 1H) 3.08-3.20 (m, 2H) 
15 3.36-3.70 (m, 3H) 3.90 (s, 3H) 4.90-5.02 (m, 2H) 5.32 (s, 2H) 7.20 (d, J=8Hz, 
1H) 7. 47 (t, J=8Hz, 1H) 7. 63 (t, J=8Hz, 1H) 7. 87 (d, J=8Hz, 1H) 8. 12 (br. s, 
3H) 



WJ2 4 4. 8- (3-T^/fc 0 ^y -7 — {2-7*?-— 





i - ( 2 - y ^ —iv^ef-jv) 


-6, 7-i?t Ko-lH-7' 


V is— 2 —Jjjutf— 






a) [1- C7- (2 




6-^-^y-l- (2-7xx 


)V*.*f-)V) —6, 7 


-S^fc Ko-lH-7*!) ^- 


8-4^1 t°^i;^i/-3-^ 




t —"f^-jv^^TA/ 





25 ai^v^o'if is&m^x^mm 2 4 2 e ) £ m^^^ufc 

^-NMR (CDCI3) 
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6 1.44 (s, 9H) 1.58-1.80 (m, 2H) 1.83 (t, J=2Hz, 3H) 1.86-1.94 (m, 2H) 
3.00-3.06 (m, 2H) 3.20-3.50 (m, 3H) 3.60 (d, J=12Hz, 1H) 3.85 (b. s, 1H) 
4.42-4.48 (m, 2H) 4.88-5.04 (m, 3H) 7.02-7.34 (m, 5H) 

b ) 8 _ J W— 1 — (M -7- {2=7±~M -6-^- 

5 ^y- 1 - -6. 7-^fcKP-lH-^yy-2-^ 

[1- [7- -2-^pp-6- ^-^y— 1— (2-7i = 

/Ucc^A-) -6, 7-^tKn-lH-^yy-8 — ( ?V\ fcT*<y 3 ->f 

A] j&Av^^BI t -^A^^-rA'SrfflV^ ^»J242 f , g) il^i 
10 Kl^JEfcLfc. 

1 H-NMR(DMS0-d6) 

6 1.60-1.72 (m, 2H) 1.83 (s, 3H) 1.88-2.06 (m, 3H) 3.04 (t, J=7Hz, 2H) 
3. 35-3. 60 (m, 2H) 3. 75 (d, J=12Hz, 1H) 4. 35 (t, J=7Hz, 2H) 5. 09 (s, 2H) 7. 18 
(d, J=7Hz, 2H) 7.22-7.34 (m, 3H) 8.16 (br. s, 3H) 
15 3Hfifl!l2 4 5. 8- (3-T^y K'^V — i AA -7- (2-?^- 
AO — 2-* h^jy- 1 - (2-:7 3^=-A3^A) -l, 7-^'KP^I)y- 

[1- [7- (2-^— A') - 6 -^-=¥y- 1 - (2"7i^ 

Ao^aO -6, 7-v?tKP-lH-^!Jy-8 — fA] fcV<!J v^-3 — f 
20 A] ^w^V'ifc t -^^AJ^'rASrffli^ HJEM 2 4 3 £ mil^-g^t b 

x H-NMR(DMS0-d6) 

6 1. 56-1. 72 (m, 2H) 1. 80 (t, J=2Hz, 3H) 1. 84-2. 04 (m, 2H) 2. 85 (t, J=7Hz, 
2H) 3.08-3.18 (m, 2H) 3.34-3.54 (m, 2H) 3.64 (d, J=12Hz, 1H) 3.83 (s, 3H) 
25 4.15 (t, J=7Hz, 2H) 4.88-5.02 (m, 2H) 7.16-7.24 (m, 3H)7.29 (t, J=7Hz, 2H) 
8.09 (br. s, 3H) 



WO 03/104229 



PCT/JP03/07010 



237 





!j7U ^ *x \J • 


O — f q — -f ^ 7 'J °/ V — 
O / — . / i — ^ y >s *s 


i 

X 




— 7— ( o — ^fzf- — 


Sis) 


— 1 — (4 - 






6 ♦ 7 — 


v*fc Kp 1H-7 p !J 


\y- 


-2-#/Vtf^ 










a) 


[1- C7- 




1 


- (4- 




6 - 




7-^t Kp- l H-r/y 


8 






*1 













H1^J2 4 2 e ) T? N K<£>ft:b 9 ^ 4 - v'T / 

^^/K/o-^vf KSrfflVNT^JSM2 4 2 e) t[^#^^b^ 0 
^-NMR (CDC1 3 ) 

10 6 1.44 (s, 9H) 1.58-1.80 (m, 2H) 1.82 (t, J=2Hz, 3H), 1. 85-1. 95 (m, 2H) 
3.18-3.26 (m, 1H) 3.29-3.37 (m, 1H) 3. 40-3. 48 (m, 1H) 3.65 (d, J=12Hz, 1H) 
3.86 (br. s, 1H) 4.86-5.04 (m, 3H) 5.22 (s, 2H) 7.41 (d, J=8Hz, 2H) 7.62 (d, 
J=8Hz, 2H) 

b) 8 - ( 3-7$ / bV<y 1 — f ?V) —7- (2-y^~M — 1 - (4 

15 —>7;^y^) - 6 -Jr^y - 6 , 7-^tFPiH-7 p !)y-2-w 

[1- [7- (2 -y^A-) - 1 - (4-^77^^) - 

6-^y-6, 7-i?t Kn-lH-^Hy-8-^] fcf^ys^-3 — C 

>v\ $!)v^ % t -•j'^si'^xTsis&m^x, mmm 242 f , g ) t mwk 
20 t'-a-^bfco 

^-NMR (DMS0-d6) 

8 1.62-1.72 (m, 2H) 1.80 (s, 3H) 1.88-1.96 (m, 1H) 1.98-2.06 (m, 1H) 
3.16-3.26 (m, 2H) 3.41 (br. s, 1H) 3.50-3.80 (m, 2H) 5.07 (s, 2H) 5.49 (s, 
2H) 7.49 (d, J=8Hz, 2H) 7.85 (d, J=8Hz, 2H) 8.16 (br. s, 3H) 
25 H»J2 4 7. 4- [8- ( 3 -T % / fcV< V 1 -4 M -7- (2- 
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gyp] -<iyy ^ hvsi- mmm. 

[1- [7- (2--f=3-~;V) 1- (4^i/Ty^/^) - 

6 _^-dry-6, 7-— 5?fc Kti-lH-^y ^-8—<^] fc^y t^-3-^f 
;v] #;w^ vgfe t -^^v^^-tvv-StJSv^-c, MMM 2 4 3 t m^K&j&V 

5 fdo 

^-NMR (DMS0-d6) 

8 1.58-1.70 (m, 2H) 1.79 (s, 3H) 1.84-2.04 (m, 2H) 3.08-3.20 (m, 2H) 
3. 36-3. 70 (m, 3H) 3. 89 (s, 3H) 4. 88-5. 02 (m, 2H) 5. 22 (s, 2H) 7. 39 (d, J=8Hz, 
2H) 7.79 (d, J=8Hz, 2H) 8.14 (br. s, 3H) 
10 WJ2 4 8. 2- [8- ~7- (2- 

-l-^^V-6-^-^y-6, 7-^bKP-lH-^!)y-2- 

a) [1- [7- -2-^PP-l-^f^-6-^y-6, 

kp- iH-7"y ^— 8 — >r^3 tf^<y v>;x— 3— £aj #zkzlfLrdi 

15 t -y^/Wrc^-^/V 

[1- [7- -2-^PP-6-t^y-6, 7-i^fc Kp 

- iH-7"y ^-8-^T/w] tr^y v^-3— on ^/w^^ t-^^/v 

x^t;v 7 0 Om g ^v?^ f F 7 . OmlMU a^fb^A- 

114/il, y^A299mg %lNx.tc 0 ^filET 3 0 #Jt#$L Sifc^ 

20 ^4 0ml<D7K^P^fc„ IIt3 0^im SfiifcJK!4&«:5»^ #£>*bfc 

e#,gi^^7K> ^r-y-^-c^u auBfb-a^* 5 4 om g &it 0 

^-NMRCCDCIS) 

6 1.44 (s, 9H) 1.72-1.94 (m, 4H) 1.81 (t, J=2. 4Hz, 3H) 3.16-3.92 (m, 5H) 
3.72 (s, 3H) 4.91 (dd, J= 17.6, 2. 4Hz, 1H) 5.01 (d, J=17. 6Hz, 1H) 
25 b) 2- [8- (3-7U^P^/-l-^) -7- (2-zf^=^M -1 
-^f/l/-6-t^y-6. 7-^bKP-lH-7 > y> / -2-^;m'>] ^ 
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7-i?t KP-lH-yyy-8 — iW] 3 -^/V] #/W^i/^ 

t-^f;Vx77;H 0mg^l-^f;V-2-t°P U KVO. 3ml 
5 tUW^KlOmg, »y>^10mg^Pt, 1 0 OT,\Z.X 2 R#ffi& 

77^- (Ti? b~ b V ^-7k%k&W}fa (0. 1% h y :7^;*-Pi»^r) 

10 MS Ve (ESI) 436(MH f -CF 3 C00H) 

mmm2 4 9. 8- o-r^y t°^y v^-i — r/v) -7- (2->^~ 
^ b y ^ by 

[1- [7- (2— AO -2-^nn-l-W-6-t^y-6, 
15 Kn- 1H-7°!J ^-8-^fA] tf-^yv^-3 — fA] #Av^ 

t -^^vl^n^TVH 0mgSrl-^f^-2-t°P UK^0.3ml fc^U 
v-T ^it-T hy^AlOmg^B^ 6 0 'C^lT 2 B$|KH*# UfCo BCJ&Wifc 1 N 

Hm£^#PU ^«U/Co a^&JTO^m^ft^^b^^- (Tirb- 
20 hy/v-zK^#Sjffi (0. l%hy7;vto^f) £JSv>fc 0 ) ^TiW$SU, 
^IB^-S-^I 3 . 6 7 m g £r#fc 0 
MS iz/e (ESI) 326(MH + -CF 3 C00H) 

^iiifeM2 5 0. 8- (3-7^y^y^y-i-^^) -2-t-7^A*:* 

-r =^jV- 7 - (2-^=7V) -1-pt^-l. 7-^bKP^yy-6 

25 — b y 

[1- [7- (2-^^=/v) -2-^OP-l-^^-6-t^y-6, 



WO 03/104229 



PCT/JP03/07010 



240 

t — ^Act^y/H Omg £■ 1 — — tfn y K^O. 3m 1 \zMM\^, 
2-f3-;V-2-7u/<l/^ — ;V i~ hV V 1 0 m g SrJUjiU il(ct2 

nvf^77>f- (Tir h y /V—Tk^tttfg (0. l%hy7;^nStt 
MS Ve (ESI) 389(MT-CF 3 C00H) 

mmM25 1. 8- (3-T^^!J^-l-^/V) -7- (2-^^ 

io a^) -2-^ h^-i-^^-i. KP7°yy-6-^y by z 

[1- [7- (2-^^^/V) - 2-? n u- 1 -*=?-?V— 6 — 6, 
7-i?tKn-lH-/!Jy-8-^H fcf^y e?V-3— f/Kl J'lfc 
t --f^-jV^^/V lOmg^r^^ / —/V 0 . 6ml KMM U tK^^ h y # 

fr 0 mm*mffi%kHh7£.m<£? v^vyyyj— ir± h - h y ^-7m&mm ( o . 

1 % h y ^A^n^M^T) SrfflV^cJ [uti^L, ^|B^#> 2 . 1 4 m g £ 
20 MS Ve (ESI) 331 (MlT-CFaCOOH) 

mmm2 5 2. 8- o-T^t^D^y-i-^/v) -7- (2-^^ 

[1- [7- -2-^PP-l-^f/V-6-^y-6, 

25 7-i?tKo-iH-/yy-8--f;v] t°^y 3--f/^] 

t -^A^h^tvW 0mg3rl-^5vV—2-fc: o t2y K^O. 3mll^|?U 
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^_ 7 x^^ij,^a (o . i % h y ^a-nam^) Sr^fc) ^tiiu, ^ib 

5 flfrfrfc 2 . 1 7 m g £:#fc 0 
MS (ESI) 372(MHM?F 3 C00H) 

ggjjfcffll 2 5 3 . 8- (3-T$y tT^y S?V- l-^/H -7- (2-7*- 
6 -^-V h y 

10 2 5 2 X\ 5?x^;vr ^ y©ftt) 9 fc^ tfn y ^SrfflV^llW!! 2 5 

2 £ HJtfil^S U m^t-frVd 1 . 9 4 m g 3r#fco 
MS tn/e (ESI) 370 (MH*-CF 3 C00H) 

3l1ifrgil2 54. 8- ^jJL^Zz: 1-^) -7- (2- 

-l-^^VV- 6-^3^-6, 7-^Kp-1H-^!)V-2- 

15 ^^hy;w 

3 _ t y ,Vi?s~?\sT ^ / \f^< y v 5 ^- 1 A-^^ 

*7Vk3. 3g, H^fls^/K). 7 5ml, N, N-^^*^T5K2 
20 Oml ©»&4fefc: x M^MT?*^ b y 9 A (60 %ifc14) 0 ! ' 4 g Sr*D 

*&jftte*fcJciSfev\ ^*««^^V^A^ia»«««lU*:. ^10-2 0% 

ruia^^^i 1 . 8 2 g &#fc„ 
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^-NMRCCDClg) 

8 1.46 (s, 9H) 1.48-1.64 (m, 2H) 1.72-1.84 (m, 2H) 2.43 (dt, J=3Hz, 12Hz, 
1H) 2.60 (t, J=12Hz, 1H) 2.75 (s, 3H) 2.74-3.02 (m, 2H) 3.86 (br. s, 1H) 
h) N— fl - T7- -2. 6-^PP-7H- ^r/-8 

5 fcXyi?^-3 {AA -N-^f/^/^r/l t- ^/V^^X 

7- (2-^^/V) -2, 6, 8-MJ^DP-7H-/yy^ tf-^ys? 
^- )X>j3jV/^% isWt t -^f^a^f ^«rfflV^HlS<f!l2 4 2 c) £PI 

10 1 H-NMR(CDC1 3 ) 

5 1.48 (s, 9H) 1.70-2.02 (m, 7H) 2.83 (s, 3H) 3. 00 (t, J=12Hz, 1H) 3.14 (t, 
J=12Hz, 1H) 3.96-4.25 (m, 3H) 4.80 (s, 2H) 

c ) N _ [!_ [ 7 - ( 2 — zf'f'^M — t^y 

-6. 7-S?fc Kp- 1H-^!) bVj]? ^ -3-^f/Kl -N- 

15 * ^ t -:/^vV3^-7VV 

N _ [! _ [7— (2 -y^"— -2, 6-v ? ^nn-7H-7 P y ls—8 — 

5 8 Omg, ^^-bP ^^3 1 5mg N ^f;V^*^K6ml (OW&to 
& N 1 2 0°C<D?a^^7^r»^#UfCo RlStKSrirafe^^-TKt'lftmU. 

N- [1- [7- (2-^=A-) -2-^nn-6-t^y-6, 

p-iH-^yy-8-^;v] tr^y 3->f/v] — n-^^/v^w^v 

6 t-^x7f^4 2 0mgWc e :©H©100mg, aSMfc^ 
25 ^0. 17mUi*K»*y^48mg,N, N-^WMT? KO. 
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^-NMRCCDCla) 

8 1. 47 (s, 9H) 1. 62-1. 74 (m, 1H) 1. 81 (t, J=2Hz, 3H) 1. 82-1. 96 (m, 3H) 2. 82 
5 (s, 3H) 2. 86 (t, J=12Hz, 1H) 3. 02 (t, J=12Hz, 1H) 3. 68-3. 82 (m, 2H) 3. 72 (s, 
3H) 4.20 (br. s, 1H) 4.90 (s, 2H) 

— 6 , KP-lH-7°yy-2-^;V^^hy 

io n- ci- [7- -2-^no-i-^f^-6-t^y- 

6> 7-i?tKn-lH-7°!)y-8-^/H -N — * 

t -^/I^^/I'&ffiV^^ifi^ 4 2 f , g) t 

^-NMR (DMS0-d6) 

15 8 1. 60-1. 77 (m, 2H) 1. 81 (s, 3H) 1. 84-2. 00 (m, 1H) 2. 02-2. 12 (m, 1H) 2. 60 

(t, J=5Hz, 3H) 3.17-3.40 (m, 3H) 3.46-3.56 (m, 1H) 3.79 (d, J=12Hz, 1H) 
5.00-5.15 (m, 2H) 9.01 (br. s, 2H) 

^»J2 5 5. 2- T7- (2-^-/1/) -1-^^-8- (3-y^vV 

r 5: y tf^y 1 ->taO -6-a-<fry-6. 7-^bKp-iH-7°yy 
20 — 2-^/v^-^v] ^yyr$ if jggfcfefc 

N- [1— [7- (2-y^^/V) -2-^PP-l — y ^/V— 6 — ^"^r y — 

6> 7_^?t Kn-iH-7°y : — 8 — w/t'D t^y fA-] -N-y 

^VV#/W^ ^ t -^^JV^KT/V 2 0 m g s 2 - t ^^^^7 ^ K 

2 Omg N feK$«#y !7^2 0 m g % N- y ^vt— 2 - 1: 0 * ]} K^O. 3 m 1 

25 <Dm-a-m&8 o°c<Dmm%>4:*$mm;Wvti 0 ra»J242 f, g ) tn^si^ 
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^-NMR (DMS0-d6) 

8 1. 69 (br. s, 2H) 1. 82 (s, 3H) 1. 92 (br. s, 1H) 2. 07 (br. s, 1H) 2. 62 (s, 3H) 
3.10-3.40 (m, 4H) 3.48 (s, 3H) 3.76 (br. s, 1H) 5.02 (br. s, 2H) 6.96 (br. s, 
2H) 7.44 (br.s, 1H) 7.91 (br. s, 1H) 8.81 (br. s, 2H) 
5 gHfc#!l2 5 6. 8- (3-7$^Py^-l-^ =l7_= (2-^^ 

MMM 2 5 4 X\ N-t^-Jls-N- (fc°^<y v 5 ^- 3 -^7V) #7W** t 

10 x.xf;v»^l^|2 5 4b, c % d) £ iRHH^^Ufdo 
^-NMRfoMSO-de) 

5 1. 81 (s, 3H) 2. 13 (br. s, 1H) 2. 32 (br. s, 1H) 3. 64 (s, 3H) 3. 74-3. 86 (m, 
2H) 3. 93 (br. s, 3H) 5. 19 (d, J=18Hz, 1H) 5. 28 (d, J=18Hz, 1H) 8. 32 (br. s, 
3H) 

15 »J2 5 7. 2- [8- (3-7-;/t°Py^- l-^^) ~7- (2- 
- 1-^^-6 -^y- 6, 7-^KP-lH-/!)y-2- 

2-t Kp^y^r? KSrfflV>-CHJ£^J2 5 5,2 5 6 t(^#l^^b7t 0 
^-NMRfoMSO-de) 

20 8 1.82 (s, 3H) 2.11 (br.s, 1H) 2.32 (br.s, 1H) 3.46 (s, 3H) 3.72-4.00 (m, 
5H) 5.15 (d, J=19Hz, 1H) 5.23 (d, J=19Hz, 1H) 6.90-7.02 (m, 2H) 7.42-7.50 
(m, 1H) 7.90-7.99 (m, 1H) 8.22 (br.s, 3H) 

Jgjfcfl82 5 8. 3- {2jzlZ±~M -2- (\f^^>-l-^CM -5- 
25 —Hr^ h!)7;^PSit 
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[4. 5-d] K°V tV<^^- 1 t 

{2--f^-^V) -2- (tX^S^- 1-lW) -3, 5-v^fc: 
Kn-f [4, 5-d] t°y ^^^-4-^-^ h V 7A'*-u%mffi.O. 4 

5 4 8 g <DN, N-^f;V*M7^ K2 0 m 1 b U x^7 5 > 0 . 2 

9 9g N 4-^^7 5 / try ^^O. 0 2 3 g> *5«tTJ«^^-t-^ 

l Sran*^ i^WHft#ufco Rfcifc&ffflfc^/i^ oomi ■&&T*mkT 

v^e= ^^olSfpzR^M ioomi mSEt? N ^il^TK i o o m i -e 2 ifrffc 

10 ^ h V PJ*(DfflQ*&Mii 0 0ml "T?»|?«fei£U iKi-r^V^AT^jiL, 

^vH£m#® <fc «9 s WSBflS-e* 0 . 2 9 8 g SrWfc. 
^-NMRCCDCls) 

6 1.50 (s, 9H) 1.84 (t, J=2. 3Hz, 3H) 3.41 (m, 4H) 3.63 (m, 4H) 5.06 (q, 
15 J=2. 3Hz, 2H) 8.17 (s, 1H) 9.92 (br. s, 1H) 

b) 3- {2-Zf -2- (fcV^S^- 1 -5- (2-7"P 

\f=.;V) -3. [4, 5-d] \*V #*Jls- 4-*"y h 

4- [1- (2-^-^) -7-^y-6, 7-v?t Ka-1H — 
20 ^[4, 5-d] if !)^y-2-^f;H if^^-i-*^^!! t 

fvl^J*7VV0. 0 10g©N, N-^WM75KO. 5mllM 
S£;*7 !Ji>A0.0 0 5 g S3 J: 1^3— ^n^e- 1 -/o t°^0. 0 0 3 m 1 
MUX- 1 0^^»^Lfc o S^t^f;Hm 1 s 7K 1 m 1 «rJH;fc#ifcU 
WtW&fcffiUBiS&S^nia^^O. 5m 1 *5J:tfhP 7/V^-n^0. 5 
25 m 1 m»#U 1 BfrWflfcUfcfft, «ibfco «B£3rattB*i«3£?R#* h ^ 
77^- (T* h~ h D ^-ik3m>Wm (0. l%MJ7;vtnftttt) 
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v^cj m-CHEHU mUfc&WO. oil gSrUfc. 
MS a/e (ESI) 311. 29 (MIF-CF3COOH) 

tMJ2 5 9. [3- (2-zf^~M -4-^y-2- (tf^9S?^-l 
-M^k) -3, C4. 5-d] T 

5 i? h~ h y /V h y ^/v^-pg^^^ 

4- [1- -7 -**y-6, 

y C4, 5-d] \*ypi?*-2-' <rt \f^i?*-i-^^*Wt t-zf 

10 MS Ve (ESI) 312. 28(MH + -CF 3 C00H) 

gllfcff!l2 6 0. 3- -5- (2-tKP »Vaf/l/) -2- 

(tf^93?>—l fVk) - 3 , [4, 5-d] vypi? 

^- 4 -a-s^ f y ^/va-ggEB&fc 
15 y [4, 5-d] try 2 — r/v] t'^r^^- 1 -^^*m t-zf 

^x^f;^J;t;2 -/a^;- jv^m^xmMM2 5 8 b tHHi^aS 
MS Ve (ESI) 317.30(MH + -CF 3 C00H) 

gljjfeflt] 2 6 1. 3 - ( 2 -Zf^—M - 5 - ( 2 -y Y^^ ±M ~ 2 = ^° 

20 ^7i?y-i-^^) -3, 5-^Kp-f-:^/[4, 5-d] vypi?*- 

4 b y ^/v^-uwmM 

4- [1- (2-^=^) -7-^-^y-6, 
y [4, 5-d] t°y Pi?*- 2— f7V] ^7^^- 1 — %fl'°&*&. t-y 
^V^^x/^^t^^n^-^^vy ^/Vni— TVl'&fflV^HW^ 5 8 b tW\M 
25 ML, ^IB'fb^^ltfCo 

MS a/e (ESI) 331. 32 (MH*-CF 3 C00H) 
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t*«2 6 2. ra- -4-**y-2- (tv^s^- i 

^rvk) -3. 4-^KP^-;yy r4. 5-d] fy^v-s -^v] m 

4- [i- -7-t^y-6, KP- lH->f ^ 

5 y 14, 5-d] try ?z»- 2— r/n tr^v^-i-^/v^vm t -z* 
^^^^^•^^^mm^^^xmmm 258b ^ti«u 

MS m/e (ESI) 359. 13 (MH + -CF 3 C00H) 

gfeW2 6 3. 3- (2-^^/V) -5- {2.-y ^~JV^>V) -2- (fc° 

io ^^v-i-^/w) -3, T4. 5 -di try^^- 

4- [l- (2-^-/v) - 6, 7— 5?fc Kn-lH-^f 

*S C4, 5-d] t°y ^v^- 2 — f/V] \£^<y^>-l-^;V^m t-zf 
^jV^XT-jl'teXTf {2-Zfn*£^?-?v) ^<-y^^m^XUW^2 5 8 b fcP 

15 IMU, Stated Srttfc. 
MS (ESI) 377.34(MH + -CF 3 C00H) 

■£1feffil2 6 4. 3- (2-^^/V) -5- (2-"7 * S ^Is^M -2- 
(^9^- 1— fAj -3. 5-^KP^$^/[4, 5- dl If y ^ 
^- 4 -^-v h y 7;VtP^tt 
20 4- [1- (2-y^/V) -7-t^-y-6, 7^KKn-lH-^^ 

y [ 4> 5-d] t°y ^^-2 — ov\ tr^^-i-^7v*v» t-y 

MS m/e (ESI) 393. 32 (MH + -CF 3 C00H) 
25 tffiiai2 6 5. 3- {2-Zff^M -5- (2 -^V- 2-7x^xf- 
^ - 2 - (t°^7^^-l-^^) -3. KP^$ ^/ T4. 5-d] 
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y [4, 5-d] t°y ^>--2— <)V\ v^it^-i-xfrtf^m t-y 

MS Ve (ESI) 391. 32(MH + -CF 3 C00H) 

jM!l2 6 6. 3- (2-^^/1^) -5 - [2- ( 3 -y h *j/7^~/V') 
-2-^-^y^/v] -2- (f^^- 1 -3, 
[4, 5-d] tfy^i?V-4-^-^ f y 
10 4- [1- (2-i ^—AO -7-t*y-6, 

y [4, 5-d] n°v ^^-2-4^1 \f^-9^>-i-^^>m t -y 

^oi^7 i /^j:t^2-^P^-3 / -y h^Ti? i/£rJ^T^l3fc#iJ 
2 5 8 b ^iMl, ^iB^^^r^fCo 
MS Ve (ESI) 421. 33 (MH + -CF 3 C00H) 
15 mMm2 6 7. 2- [3- (2-7°?— fr) -4-&*y-2- (bT^9^ 

-1-^T/V) -3, 4-^KP^f$^ [4, 5-d] <;v 

y gVl/j h y 7V MJ 77V:j-PBEMfeSa 

4- [1- (2-^^-^/V) - 7 -^y- 6, 

y [4, 5-d] t°y^^-2 — f/v] t°^7^^- t -y 

20 ^Vl^^TVl'&J;!^ -ya^ey h y /V'^V>T^JSM2 5 8 b t 

1 H-NMR(CD 3 0D) 

5 1. 81 (t, J=2. 5Hz, 3H) 3. 45-3. 49 (m, 4H) 3. 66-3. 70 (m, 4H) 5. 15 (q, J=2. 5Hz, 
2H) 5. 62 (s, 2H) 7. 34 (dd, J=7. 6, 1. 5Hz, 1H) 7. 45 (td, J=7. 6, 1. 5Hz, 1H) 7. 59 
25 (td, J=7.6, 1.7Hz, 1H) 7.75 (dd, J=7. 6, 1. 7Hz, 1H) 8.25 (s, 1H) 
MS Ve (ESI) 388. 32 (MH + -CF 3 C00H) 
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mmM2 6 8. 3- (2-?^~M -2- ( tV<^ v^- 1 -^) -5- 

-3, 5-^tKP^^^[4, 5-d] 

4- [1 - (2-^-/V) - 6, 7-i>tKP-lH-^^ 

5 y [ 4> 5-d] try Wis- 2—4*'] M^i^-y-i-iJ^'yfk t-zf 
JS0H2 5 8 b fcRflHuftsJffiU «*&fb£**#fc. 

MS Ve (ESI) 431. 21 (MH + -CF 3 C00H) 

$ffi«l2 6 9. 3- -2- (g^S^-l-^) -5- 

10 ( 3 - M? 7^tP ^ f-;W< % /^) - 3 . 5-^bKP>f^^ [4, 5-d] 

4- [1- -7-t^fy-6, 7-v?tFP-lH— f 5^ 

y [4, 5-d] try ^^-2— f/v-] tr^^^^-i-^^^ift t-^ 

15 %$|2 5 8 b £|BI«lfc*&JffiU «IB^^4fiJ«r#^o 
MS Ve (ESI) 431.23(MH + -CF 3 C00H) 

mmm 270. 3- (2 - 5 - (2-^ hp^y ^) - 2 - (t° 

\ -4 M -3. 5-^Kp-f-;^/ T4. 5-d] t°y^>— 

20 4- [1- (2-^^V) - 7 7-v^t kp-ih — r 5^ 

>/ [4, 5-d] t°y ^v 5 ^- 2-^r/v] tr^^^v-i-^/v^^Sft t-y 

^vVoi^-TVKjSj;!^-- hP^y^7*PW KS:IHV>T^Jfe^2 5 8b £|H 

MS Ve (ESI) 408. 25 (MH + -CF 3 C00H) 
25 j»j2 7 1. 3- [3- (2-^-^) - 4 -^^ V-2- (tf^^V 
-3, 4-i?fcKP>f^/ [4. 5-d] 
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4- [1- - 7 7-^tKn-lH->f^ 

y 14, 5-d] — (VKl M^yVls-l-lVV^ym. t-zf 

MS m/e (ESI) 388. 27 (MH + -CF 3 C00H) 

^1ifcfltl2 7 2. 4- [3- -4-*-fry-2- ( tr^9S?^ 

-3, 4-^FP^f^/[4. 5-dl t°y^i^-5-^ 
y. ?vw] ^<^y*~ MJ;u M) yAoj-oMfeSft 
10 4- [1- (2-^^) -7-^y-6, 7-i?tKn-lH-^f^ 
y [ 4 , 5 - d ] fcl tT^S^-l-jfr/l'affV'Ife t 

^/l^t*^/V;££tJM-:/n^y 5vV^>-y*= h y A-SrJl V^T^JSM 2 5 8 b £ 

MS m/e (ESI) 388. 29 (Mf-CF 3 C00H) 
15 jli2 7 3. 3- [3- -4-*-* y-2- (g^S?^ 

. -i — -3, 4-^tKp>f^^/ [4, 5-dl try^s^-s-^/v 

4- [1 - (2-^^/V) - 7-^-^y-6, 7-i?tKo-lH-^^ 

y* [4, 5-d] try ^^-2-^/1/1 t^^y- 1 t-y* 

MS Ve (ESI) 421.29(MIf-CF3C00H) 

^»li2 7 4. 4- T3- (2-7*^^) -4-^y~2- (tT^7^V 
-1-^71^) -3, 4-^tKP>f?^ [4, 5-dl 

4- [l- (2-y^=^) -7-t^y-6, 7-v^t kp-ih — r ^ ? 
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y* [4, 5-a] try jf&is- ^^^-l-P^^Wt t-zf 

^;u=n^T^HX^4- (:7*u^-y^vV) g6&#&y f-J^^/^m^XmM 

W2 5 8 b kmrnztimv, m^t^m^t^o 

MS Ve (ESI) 421.31(MH + -CF 3 C00H) 
5 WJ2 7 5. 5- [3- -4-*-^y-2- (fc°^7^ 

-1 — -3, 4-^fcKn-^^y>y [4, 5-d] ify^-5-^;w 

^ 3vH 37 g ~y — 2 -tj/i^^^^vw^tvI' b y 7;v^p^fS 
4 - [1- (2-^^7V) -7-t^y-6, 

y [4, 5-d] t°y 2--f/V] f-^v^- 1 t -~7 

10 ^vvoi^7vn}o£t£5 - (:/n^-y <?vv) y^y- 2 -^A-^^l^^vv^*^ 

/v&fflv^^i«!l2 5 8 b tlllil^^ab, Mm4k&W%nfr 0 

MS (ESI) 425. 30 (Mtf-CF 3 C00H) 

^Mj2 7 6. 3- (2-^^^/V-) -5- [2- (2-^fP7x=;V) - 

2-^-^y^^)] - 2- (f^^y- 1 zidJkl ~ 3 - 

15 V [4, 5-d] try ^^-4-^-^ h y 7^tn^£ 

4- [1- (2-:/^^) -7-^y-6, 7-i?tKo-lH-^^ 
5/ C4, 5-d] t°y ^v 5 ^- 2— <7V] v?^- 1 -^77^^ t -37* 

5 8 b trnm^mmi^ mmit^-m^m^ 

20 MS m/e (ESI) 436. 28 (MH + -CF 3 CO0H) 

»J2 7 7. 4- [2- [3- (2-7^^) -4-^y-2- (fc°^< 
^^^-X-^^y) -3, 4-^KP^^/[4. 5-dl t:°y^^-5 

4- [1- (2-'7*^/V) -7 -**cy-6, K13-1H-- f 

25 y [4, 5-d] t°y^>--2 — f/U] tr^^y- 1 -TJ/^V^ t-:/ 
^:n*^K}3j;-o?2-:/ti^--4' — */T JT*z h^^y y%fi^T|i«!l 2 
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5 8b tmm^mv, mmz&vs&wto 

MS m/e (ESI) 416. 31 (MPT-CFsCOOH) 

Hm^!l2 7 8. 3- -5- [2- ( 4 - * h *c^7 

-2 - (fc°^vi?^-l — (M -3. KP^f^ 

5 ?-s [4, 5-d] t°v ?v^-4-$->' hv^^^wmtm. 

4- [1- (2-y^=/V) - 7 -**y- 6, 7-v^tKn-lH-^f^ 
y [4, 5-d] t°U jf&ls- 2.-4 )V\ V^<7*?^-l-$UV7$l/m. t-zf 

2 5 8 b t [fitML, ^|B-fk^Sr#fcio 
10 MS (ESI) 421. 32 (MH + -CF 3 C00H) 

j»J2 7 9. 3- (2-^^/M -5- [2- (2- * h*^? 

-2 - (bV^s?^- 1 —4 sis) —3, 5— KpjU 
fy* [4, 5-d] tfy^v^^-4-^-V h y 

4- [1- ( 2 —~f^~=-7V) -7-**y-6, 7-v*fc Kn- 1H — f^y 
15 )/ [4, 5-d] t:°y 2 — tVK) tV^S*^- 1 -XAstf^Wi t-Z? 

f-jv^^7v^^2--f^^:-2' y*cisT± h?^y ^&m^xmi&M 

2 5 8 bi«iSU ^!Ete-^£#fc 0 
MS Ve (ESI) 421. 33(Mf-CF 3 C00H) 

mmm28o. 4- [2- [3- (2-y^^) 2- (t^ 

20 9^-1-4^) -3, [4, 5-d] b'!l^y-5 

-WVH cn^/v] b!)7;^pm 

4- [1- (2-y^^/^) - 7-t^y-6, 7-i?tKn-lH-^f^ 
^ [4, 5-d] 2— f/V-] t°^7^^- 1 t — Z* 

25 l^T|£m#ij2 5 8 b #ia^^^#^ 0 
MS Ve (ESI) 421. 33(MH + -CF 3 C00H) 
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mmmz si. 3- (2-y?-~M -2- (tf^e^-i-^) -5- 
(fc°y z^Uk*±M -3» 5-^11 Kp^f T4. 5-d] try 

4- [1- (2-:/^-^) - 7 -^-=^y- 6, 7-i?tKP-lH->f-;^ 
5 ^[4, 5-d] If y jrW-2-4A'] l-Xfrtfl/Wt t —7 

ef-^T.y-jvte&ni - (?vu* t° y ^mmm^m^xmrnm 258 

MS a/ e (ESI) 364. 24 (MH + -2CF 3 C00H) 

jli2 8 2. 3- (2-^~A0 -2- (tT^S^- l->f JVO -5- 
10 (fc°y v^- 3 z^Cik2Lg2kO =-3-i 5-^tKP>f^^/ T4. 5-d] bfD 
4 -^-^ If* h> y 7;V^P^t 
4- [1- {1--?^-~)V) - 7 7— 5?t Kn- 1H-W ^ 

/ [4, 5-d] — r/v] tr^^v- t 

15 b irPUHMSU WlBflfraib&Wfc. 
MS Ve (ESI) 364. 30 (MH*-2CF 3 C00H) 

HlfeM 2 8 3. 3 - ( 2 -zf=J-^?V) - 2 - (tf^<9 1 — f /V) - 5 - 
(tfy^-4 — f/l^3vvO -3. 5-^bKP<f^^/ T4. 5-d] b°P 
4 -^-^ tf * h y 

20 4- [1- (2-^;>) -7-^y-6, 7-v?tKn-lH-^f^ 
^[4, 5-d] fc°y fitls- 2--T/V] tf^9^^~ l-^/V^^Bft t 
^vi^* ^v*5 £ t£ 4 - (^Pnp{ ^/v) tr y ^^Jfe^m^rffl V >t 2 5 8 

MS Ve (ESI) 364.26(Mir-2CF3C00H) 
25 gSfifrgil2 8 4. 3- (2-^^/W) -5- l2-**y-2- 
2 — (jV) *.^-)V\ -2- {y+^iS-y-i—JM -3. 
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4- [1- - 7 —$r*c y - 6 , 

y [4, 5-d] try M'^yV'y-l-^A^^k t-zf 

<?>V^* ; r;V#i&X$2- (2-^a*Ttf/V) \f])^M:i^BMM.^m^X 

5 ££$12 5 8 b fcflWfcfl&SU «IBfl^«J&#fco ' 
MS Ve (ESI) 392.27(Mr-2CF 3 C00H) 

$jj2 8 5. 3- (2-^^yV) -5- [2-^y-2- (tfys^- 
3 — (?V) ^f-AA -2- (fc^vv^-l — fAO -3. 

[4, 5-d] t°y ^v^-4-a-^ tr^ hy 77^pB^»ia 

10 4- [1- (2-^— 7V) -7-t^y-6, 7-v?kK.o-lH-<^ 

✓ [4, 5-d] t°y ^s^.- 2— r/v] t^7^v-i-*/^ t— y 

^»J2 5 8 bt*m, SfB^-a^Sr^fe. 
MS (ESI) 392. 27 (MH*-2CF 3 C00H) 
15 gl1feff!l2 8 6. 3- (2-y^/V) -5- [2 -^V- 2- (Kli^Z 
4 -^7lO - 2 -t^-yxf/V]] - 2 - (fcf^S?^- 1 ->f /V) - 3 , 

[4, 5-d] t°y ^v^^-4-^-V g^_hJLZ2k^E 

4- [1- (2-^—71") - 7 
20 ✓ [4, 5-d] try^V-2 — f/W] t^y^V- 1 — tf^stf^g* t 

Hffift! 2 5 8 b t PitMLs ffifBte-a^Sr^fc. 
MS (ESI) 392. 28 (MH*-2CF 3 C00H) 

g|»[)2 8 7. 3- {2=7±~M -5- (2-^ h^Vtfy^-3-W 
25 ;V^^-;V) -2- (b"^7 1 -4 A) -3, [4, 
5-d] try^^V-4-^-^ h'j7;VtPfttt 
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4- [1- (2-^/0 - 7-^y-6, 7 -v>t Kn-1 H--T 5: ? 
[4, 5-d] try ?i?y- 2— f/v] \f^=7^-i-^j;v^m. t-z? 

5 MS Ve (ESI) 394.30(Nttr-CF 3 C00H) 

tM!l2 8 8, 6- C3- -4-a-=fry-2- (t"^7>^ 

-3, 4-^tKP>f^/[4. 5-d] t°y^^-5-^/W 

g =i?--ym* fvj^^gvk t** h y zzk±Hll^^ 

4- [1- (2 -y^^/W -7-^y-6, 7-v^t Kn-1H — f ^ 

10 5/ [4, 5-d] t°y^i^^-2 — f/w] tr^9^v-i-^7^^« t-y 
JiM2 5 8 b fc|H!8lfc*ffi3ffiU ^|3>fb^Sr#^o 

MS (ESI) 422. 31 (MH + -CF 3 C00H) 

mmM2 8 9. 5- (6-T57 try — f/K*?vVO -3- (2-^ 
15 ^n/V) -2- (f^v^- 1 -3, [4, 5 

-d] t°y ?*?1s—±-Hr> h !) 7^tPSiS 

4- [1- (2-^^-^/V) - 7 -t^f-y-6, 7-v>t Ko- 1H— f ^ 

y [4, 5-d] try ^v^-2— r/v] t^^^v- 1 -#/t^^ t 

^•/Vcn^^/v*3j;TJ«2- (t-^ ) -5- (^P^E-y^ 

20 /^) t°y i?>&m^xni&m2 5 8 b trnm^timx^ m^t^-m^t^o 

MS Ve (ESI) 379. 31 (MH + -CF 3 C00H) 

»0il2 9O. 4- [3- (2-^^/M 2- (^7^V 

-1-4W0 -3, 4-v^bKn^-;^/ [4, 5-d] try ^S?^- 5 ^ 

25 MfciS 

4- Cl- (2-7*^/1^) -7-^y-6, 7-ybKP-lH-f^. 
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V [4, 5-d] t°y^v > >'-2 — (Ar\ t--f 
3-;V^* s r;V$$£.X$4-'?VL^:f?-;V- 3 —isTS — 5 h <*V— N — * *f-?V 

K^rffiV^T^m#iJ2 5 8 b ^IH^fc^SU ^IB^^i^#fc 0 
MS Ve (ESI) 489. 35 (MFF-CF 3 C00H) 
5 »J2 9 1. 4- [3- -4-^-^y-2- (fc'^v^ 

-l-wvi^) -3, [4. 5-d] fy^-^-s-^v 

y^vKl -3, 5-^7/-N-^f;W<yy7^ K MJ y/va-pffEBfcSS 

4- [1- (2-^^/^) -7-^"^y-6, — f ^ # 
y [4, 5-d] t°y ^^^-2-^/V] fcV^^-l-^VT}?^ t -:/ 
10 ^;Vai^7 i 7Vd3j;t^4-7 f n^-^^- 3, 5-^7/-N-^f^^7 
^ K<£rfflV^^;&£0!| 2 5 8 b £ 1^111 fcMS U ^|B^^«r#fc„ 
MS Ve (ESI) 470. 33 (MH + -CF 3 C00H) 

H»U2 9 2. 4- [3- (2-^^/V) -4-^-^y-2- C^jgj^ 
-3, 4-^bKP>f^y [4, 5-d] fc°y ^^-5-^/V 
15 ^^-/^] - 3 - '>7y - 5 - - N- ^f ;Kyy7^ K h 'J 7;vtn 

4- [1- (2-^^/V) -7-t^V-6, 7-i?fc Kp- ih— r 5^ 
y [4, 5-d] if !)^y-2-^;W] V^y^-l-XiViS^m. t -zf 
^tv^K'rjvte £1$ 4 -zfv J^- 3 -i^ry - 5-7;wa-N-^^;^ 
20 y>7^; K£J^T^I»iI 2 5 8 b £ IHiltelMJSU ^iS4fr^£r#fc 0 
MS Ve (ESI) 463. 33 (MH + -CF 3 COOH) 

mMM2 9 3. 4- T3- 2 - (H'^<9^> 

-3. 4-^bKP-f-;^/ [4. 5-d] K 0 V<?i?>'-5 — f )V 
y^vv] -5-i/77-2-xh^y-N-^f;^yy7^ K HJ^/^p 

25 n^ifc 

4- [1- (2-y^^7P) -7-^"^y-6, 7-^cKp-ih-^;^ 
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5/ [4, 5-d] t°y ^v?^- 2 fcVS?$?f-l-;tr;M?yll t -:/ 

^vyr ^ k^v>t»j 2 5 8 b t Faasmaygu SfBte-a^&Wfco' 

MS Ve (ESI) 489.35(MH + -CF 3 C00H) 
5 jlM2 9 4. 5- [3- (2-^=71^) -4-^^-2- (fcV<7v^ 
-3, [4, 5-d] Ify^V-S < )V 

4- [1- (2-^— JV) -7 ~^y-6, 7-^tFP-lH-'f^ 

y [4, 5-d] t o y^^-2 — (M tr^^v- 1 -%^tf>m t-zf 
jsm2 5 8 b ^ti«u mm^m^mco 

MS Ve (ESI) 406. 15(MH + -CF 3 C00H) 

H%gM2 9 5. 2- [3- (2-^^/W) - 4 -^-^-y- 2 - (tf^S?^ 
-1 — i)V) -3, 4-v ? fcKP^5:^V [4, 5-d] \1°V 

15 - 5 -ysv^rv^^y— h y ^ h y 7 jvirximWM. 

4- [1- -7-^"^y-6, 7-v>tKn-lH — 

V [4, 5-d] fy^i^-2 — f/Kl tV7i?y-i-^#yi t-^ 

^/V^^.x/W*5j;tJ ? 2-^'a^-^^7^— 5 -^7V^"C2^^y= h y^^V^Tll 

1M2 5 8 b tliMU ^SB^i^^#fc 0 
20 MS Ve (ESI) 406. 16 (MJT-CFgCOOH) 

M^J2 9 6. 4- [3- -4-^y-2- (fcV^v^ 

-l — -3. 4-^hkp^-;^/ [4, 5-d] tfy^v^-s — 

^ ±Aj - 3 - ^/v^-P^^y^ h'J;w by ~7;V$rxifflmM 

4- [1- (2-^^/W -7 -$-*y-6, 7-v^t Kb - lH->f ^ 
25 y [4, 5-d] — i)V\ \f^y^-l-^j;V^m t -zf 
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mm 2 5 8 b t ^liMu wfofc&oo&ftitc 

MS (ESI) 406. 23 (MlT-CFaCOOH) 

gHfafl!i2 9 7. 2- [3- j2=7±~M -4-**y~2- 

-3, 4-v?fcKP-f-;^/ C4, 5-d] If 1)^^-5-^ 

4- [1- -7-^y-6, 
1/ [4, 5-d] t°y yt^V-2— e^v^- 1-#/^>^ t-y 

«J2 5 8 b ti^i-Msu siafls-a^sr#/t 0 

10 MS (ESI) 406. 25 (Mlf-CFaCOOH) 

mmm 2 9 8. 3 - ( 2 -^-ao - 5 - uy^y ±M 

_ 2 - (tf^y^- 1-^f/V) -3, [4, 5-d] t° 

4- [1- (2-^^/V) -7-^"^y-6, 

15 y [4, 5-d] try jrzrzs— 2— f/v] tv^s^— 1 t-:/ 

f /wx^f^i^l - T'p^^f/W y=¥/ y :/2r;i^-C^«!l2 5 8 b 
1 H-NMR(CDC1 3 ) 

8 1. 80 (t, J=2. 4Hz, 3H) 3. 46 (m, 4H) 3. 68 (m, 4H) 5. 17 (q, J=2. 4Hz, 2H) 6. 22 
20 (s, 2H) 7. 94 (dd, J= 8. 2, 8. 0Hz, 1H) 8. 08 (t, J=8. 2Hz, 1H) 8. 21 (d, J=8. 0Hz, 
1H) 8. 24 (d, J=6. 4Hz, 1) 8. 27 (s, 1H) 8. 46 (d, J=6. 4Hz, 1H) 8. 68 (d, J=8. 2Hz, 
1H) 

MS Ve (ESI) 414. 32(MH + -CF 3 C00H) 

||1#J2 9 9. 3- (2-^^) -5- (2-7/l^-qtry^-3-^ 
25 >V*±M - 2 ~ (fc^7^^- 1 -3. 5-^KP-f^y' [4, 

5-d] b°!)^y-4-ty hyysvjrn^tmM. 
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y [4, 5-d] rw- 2— ivv] m°^<v^- i-#/v^m t 
xmmm 2 5 8 b t mmfcwmx^ mm^m^m^o 

5 MS a/e (ESI) 384. 22 (MHM^COOH) 

jli3 0 0. 3- (2-y^/V) -5- (2~7;V*n \Z° V 4 f 

/W?vl^ -2- (H 0 ^7^^-l-^/V) -3, [4, 
5-d] fc°y ^i^-4-:*-^ MJ77V^-p^^M 

4- [1- (2-^^/V) - 7-^-=^y- 6, 7 Ko-1 H — f 3: ¥ 

io y [4, 5-d] try ^>-- 2— r/v] tv*?^- l-tf^tf^Bfc t-:/ 
t^»J2 5 8 b tmm^mi^ mmh^m^nt^o 

MS Ve (ESI) 384.20(MH + -CF 3 C00H) 

HMJ3 0 1. 3- (2-^=7V) -5- (6-^/^Ptl 0 i;^^-2->f 
15 /l^^) -2- (t:°^7^- 1 — f/M -3, [4, 

5-d] try y^v-4-^->- hy^/^p^m^: 

4- [1- -7-3-*y-6, 7-i?tKP-lH-^^ 

y [4, 5-d] fy ^v 5 ^- 2— f/K] tf^9^>-- l-tfA'JtfVlfe t 

20 xmrnm 2 5 8bi mmzmmL^ mm^m^t^o 

MS a/e (ESI) 384. 22 (MH + -CF 3 C00H) 

«g#il3 0 2. 2- [3- (2-^^/W) -4 -^-^y- 2 - (fcf^S?^ 
-ISA*) -3, [4, 5-d] fc°y^^^-5-^/V- 

25 4- [1- (2-^=^) - 7 7-^fcKn-lH-f5y 

y [4, 5-d] t°y^v-2 — jvv] t^^^^- t-^ 
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^;V^**r;V0. OlOgON, N-i?^ WMTU'O. 5ml»R 
m^y^AO. 0 0 5 gfe ±U! 2 - ^o^ ^ f ;V/<y)/= MJ ;V0 , 0 0 7 g £ 
MX., m&X* 2 0 B#|ffl&#bfc 0 M^^i^^^/p l m 1 % * 1 m 1 «rJH*.# 
ifcU ^TttMitrftlib^. RilESr^^/— /H. Oml i^iu TV^TtK 

5 o.2mi as itwaifcffcfc*© 3 1 %^<mm O . 2 m l ?:*Px. N 2 0 ^ra 5 °CT* 

^#Lfc 0 KJ&f&^^^vV'l m 1 % Tklml &>bR&#?&U WtSSJf Sr^L 
H^Sr^nta^^o. 5m 1 S3j;tJ«h y 5mli«U 

h y jv-j&h&wm (0. 1 % h y &^fc 0 ) \z.xmu 

10 U ^fEtel^O . p 0 9 g 3r#fCo 
MS Ve (ESI) ^^SCMir-CFaCOOH) 

HMI3 0 3. 3- [3- (2-^^/P) - 4 -^y- 2 - (f^i?^ 
-1-W/lQ -3. 4-^fcKn>f>;^ [4, 5-d] fy^^-5-^^ 

^yr^ k h y 7^tPS»a 

15 4- [1- (2-^^/V) -7-^y-6, 7-i?t Kn-IH — f ^ 
✓ [4, 5-d] t°y^-2-^;H fcVt?S>V- 1 t 
^^^/Woit^s -^n^fvi^^y^ MJ/pS:^vVTlUfe^3 0 2 £|lf| 

MS m/e (ESI) 406. 30 (MH + -CF 3 C00H) 
20 !Mj3 0 4. 4- [3- (2-y*?~/U) -4-3hfry-2- (f^v^ 
-1-^fVV) -3. 4-^fcKP^f^/ [4, 5-d] fc°y^^-5-^^ 

*?->v\ ^/yr^ k b y y^^^mm. 

4- [1- (2 - y^^/V) -7-^"^y-6, 7-^tKn-lH-^5^ 

y* [4, 5-d] try 2— f/v] tr^9^- i-^^^k t-:/ 

25 ^^^jv^^UA-^u^^^jv^yr- YV ^m^XmmM3 0 2 ^ IrJ 
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MS Ve (ESI) 406. 31 (MH + -CF 3 C00H) 

mmm3 0 5. 3- [3- - 4 - jj^<2J^. 

-1-4A>) -3, 4-i?bKP^^y [4, 5-d] 

5 4- [1- (2-^— -7-^V-6, 7-^tKn-lH^5^ 
✓ [4, 5-d] fc°y^i^-2--f/Kl fcV*?^- l-^A-tf^M t -:/ 
f-A'X.XTA'O. 0 10g©N, N-^^*^T5 KO. 5 m 1 l^i^ 
fifc# y !)AO. 0 0 5 g :j3<];t£3- C^n^^/P) ^Itl^f/^f/WO. 
0 0 8 g Sr^nxi, 2 0 H#Hg^#bfc 0 £0&*fcIfflfc»7"A' lml, Tklm 

10 1 «rim^*u *«Mi«r*«rufc. omi^u* 

SMb^ h!)!>A05 N;fc$£$fc 0 . 1ml 3r#n xi, 2 0 ^IKJSfCHjt bfc 0 

i(«^f/Hm 1 N tK 1 m 1 5rJ)0^I«T#ltluML, 

*»Ufc 0 SfctftSr^nTa^^O. 5m 1 *5j;t^ MJ ^7Vn^0. 5mll: 

15 - (r-fch^fy^-vtfca^KrtB (O. I%by7;wtn^t) Srfflvyfco) 
'fcTfiWRU *lBft;#4&0 . 0 0 8 g £r#fc 0 
MS m/ e (ESI) 407.29(MT-CF 3 COOH) 

il^lj3 0 6. 4- [3- (2-^^/V) 2- 

-3, [4. 5-d] fc°U y^-5-^7V 

20 pL±Z^ fyy/utpM 

4- [1- (2-^^/V-) -7-t^-y-6 , 7-i?tFn-lH-^f^^ 
1/ [4, 5-d] t°y ?%?-y-2-' V^y^ls-l-tUViSl/m. t-zf 

#J3 o 5 tl^iMU «|B^^Sr#fco 
25 MS n/e (ESI) 407. 30 (MH*-CF 3 C00H) 

HJfeffi] 3 0 7 . 5- [3- (2-^^/^) -4-^-^y- 2- (tf^v^ 
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-T-^H -3. 4-^KP^f^^r4. 5-d l t?'jm-5->f^ 
^ [ 4> 5 _d] try tX7v?y-l-*;l/^yf t 

/vst^t^ms o 5 tmm^tuM^ mmc&to&ftfccr 

MS m/e (ESI) 397. 28 (MH + -CF 3 C00H) 

tffi^3 0 8. 3 (f^v^- 1-4 J>V) -3, 5 — S?fc 

kp/$^/ [4, 5-d] hy7;vtp|^ii 

10 4- (l-^^^7V-6-"<>-v ? /V^- !3 rV^^-^-7-^ -^ry-6, 7- 

KP-1H-^-;^/ T4. 5-dl tV<?^- 

4 _ ( 6 _^v^/v^V^^7V-7-^-=¥y-6, 7-^tFn-lH — f 
^^^/ [4, 5-d] fcV^i^- 1 t 

15 -^/v^^^/^Jz^^^v^n-e-f KSrlQfcWl 1 6 d £ Hfli^aL, 

^-NMRCCDCls) 

5 1.48 (s, 9H) 3.13-3.18 (m, 4H) 3.50-3.54 (m, 4H) 4.72 (s, 2H) 5.61 (s, 
2H) 5.65 (s, 2H) 7. 20-7. 35 (m, 10H) 8.22 (s, 1H) 
20 b) 3-^^V-2- (\f^ s 7^>-l-4M - 3. 

v [4, 5-dl try ^^-4-^-^ hy y/i^-pgfflfelft 

4 _ ( 1 _^v^ 7 v-6-^^^/V^- ;3 r^^^-7-^-^y-6, 7-^t 
jjn-iH-^^y [ 4 , 5-d] tf-^^V-l- 
t -^/w^^^/vSrlUfi^J 1 1 7 £ PilMU, tRI&fb^S: 

25 #fc 0 

x H-NMR(CD 3 0D) 
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0 


3, ol-o. of vm, 4H; o. 4U— o. 4o vm, 


4xv oo vs, ZrU #. zz /• oovm, ony o. ZD 


(s, 


1H) 




MS j 


Hp e UioJJ oil. Z4vMri — l/r 3 lAJUri; 








^^fw— 2 — (t^^-^y- 1 — <4 )\A — 


3, 


Kn/f§y/ [4, 5- 


d] fc>y MJ7;^p 




fett 




a) 


4-(i-^yv ! ^-7-^y 


-6, Ka-lH--f 5^/[4, 


5 - 


- a ] t°y 2 --r /v) 





10 3— <^^V-2-(t°^9^V- 1— (A*)- 3, 5-i>t Kn^S^U, 
5-d] fcfy ^^~4-*>' hP7;Vtn^tMIl^j2 5 8 a) tHUSI 

('Mi, ^fa^^^#fc 0 

^-NMRCCDCls) 

5 1. 47 (s, 9H) 3. 12-3. 16 (m, 4H) 3. 47-3. 52 (m, 4H) 5. 58 (s, 2H) 7. 20-7. 34 (m, 
15 5H) 8.20 (s, 1H) 10.04 (br. s, 1H) 

b) 3 — ^S^/f- 5-7<^vW-2- (tf^^i^V- 1 -3, 5-3? 

bKn-f^^/ [4, 5-d] t°yy> ? y-4-ty m; ^/va-ggEiSia 

4- (l-^;V-7-^y-6, 7-^kKo-lH — t$jf*S [4, 
5-d] 2-' (M l—Xfi'&l'WL t-zf^tv^* 

20 tvV-£ a f-^^XMMM 2 5 8 bi: PIEItc&aU SSB-fb^lSj £r#fc 
^-NMRCCDaOD) 

5 3. 29-3. 35 (m, 4H) 3. 36-3. 41 (m, 4H) 3. 83 (s, 3H) 5. 68 (s, 2H) 7. 21-7. 34 (m, 
5H) 8.20 (s, 1H) 
MS m/e (ESI) 325. 01 (MIf-CF 3 C00H) 
25 jiM3 10. 3-^>^V-5- (2 zi^M&Zz: 2-7x^xf/l/) -2 
- (fcV<^^-l-^) -3, 5-d] 
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4- [1 — <l/*SJV- 7 -$-*ry-6, Kn- 1H--T [4, 5 

-d] t° y 2 — f/V] t^^i?^- 1 -^/V-#V^ t— -7*f-)V^^J: 

1 H-NMR(CD 3 OD) 

6 3. 31-3. 36 (m, 4H) 3. 44-3. 49 (m, 4H) 5. 69 (s, 2H) 5. 77 (s, 2H) 7. 22-7. 52 (m, 
8H) 8.06 (d, J=9. 3Hz, 2H) 8.32 (s, 1H) 
MS Ve (ESI) 429. 39 OfflT-CFaCOOH) 
10 Hifcff!l3 11. 3-^<V^-5- (2-7 j^A^n^v^) -2- (fcT^S? 

v-i-^r/p) -3, [4, 5-d] b°y^v ? ^-4-^- 

4- -^-^y-Q, 7-i?K — r %?*S C4, 

5-d] t°y 2-4^1 tf^^v- l t-zf^v-^^ 

15 tvKJS,};^ (2-^n^e^/V) ^^>-§rfflVVTllWJ2 5 8 b £ IWHU^S 

'H-NMRCCDClg) 

5 3.11 (t, J=8. lHz,2H) 3.24-3.29 (m, 4H) 3.37-3.42 (m, 4H) 4. 46 (t, 

J=8. lHz,2H) 5.58 (s, 2H) 7.09-7.34 (m, 10H) 8.20 (s, 1H) 
20 MS Ve (ESI) 415. 54(MH + -CF 3 C00H) 

MMM 3 12. 3 -^y^;v- 5 - ( =fr ^J^/Vp - 2 — ( g^jg 

v^-1-^f/W) -3. T4. 5-d] 

4- [l-^^^V-7-^-^y-6, 7-v^fcKP-lH-f^y [4, 
25 5-d] t°y jfW— 2— -f/Kl f^^v 5 ^— 1 -^7/^^^ t-zf^/ls^X 
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^-NMRCCDClg) 

8 3.21-3.24 (m, 4H) 3.37-3.42 (m, 4H) 4.37 (t, J=5. 8Hz, 2H) 4.64 (t, 
J=5. 8Hz, 2H) 5. 58 (s, 2H) 6. 86-6. 94 (m, 3H) 7. 07-7. 34 (m, 7H) 8. 21 (s, 1H) 
5 MS m/e (ESI) 431. 57(MH + -CF 3 C00H) 

I1W3 13. 3-'Q&A'-2- (fcV^S^-1-^/uQ -5- (2- 

Zfn\?~;V) -3, [4, 5-d] fc" V ?*?y- 4 -HrV 

4- [1— 0-*J/ls-7 -**y-6, 7— Kn- 1H-- f [4, 
10 5-d] Pitls— 2—^)V\ V^ity—l—Xfrtfyfflt \--?=f-)V^7s 
TfriS&Xf 1 -•7nK°>'&m^XmMM2, 5 8b ^Pilfc&ygU 

MS (ESI) 349. 31 (MIf-CF 3 C00H) 

Hjfeff[)3 14. [3-^<v^/v-4-^-^y-2- (tf-^v^- 1 — W 

15 -3, [4. 5-d] fc o y^i^-5 — f/l/TT-feh^h 

4- [1 -^O-^- 7-^"^y-6, 7-i?tKn-lH-^^)/ [4, 
5-d] \f V PiTy— 2—^jV] tXy^y-i-^;;^^ t --J^JV^Ts 
*r>\>%>&n-7xi=£T^ Y=- h V /V^V^HJS^J 2 5 8 b ^iMl, ^IB 

20 \^m^m^ 

MS Ve (ESI) 350.30(MT-CF 3 C00H) 

glM 3 15. 3 5 - ( 2 - pP^^af^) - 2 - ( 

^>-i-^ao -3, 5-^kp^^/ r4, 5-d] 

25 4- [l-^VSM'— 7-;fr^y — 6, 7-i?tKo-lH — f ^ #V [4, 
5-d] t°y jfi?is— 2—' f^v^- 1 -%J\>>tfl/m. t --f-f-jV^-^ 
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MS Ve (ESI) 355. 32 (MlT-CFaCOOH) 

mmm 3 l 6 . 3 -s<l/i?/V- 5 - ( 2 - y h ^ -y^;V) - 2 - i£ 
5 ^-1 — (As) - 3, 5-v?bKnxf^y [4, 5-d] P 4 

4- [1 -^^-7-^y-6, 7-i?tKa-lH— f^/.[4, 
5-d] ?*?-y- 2->f/V] f^v^- 1 t -^^vV^;* 

X/^^^n^-^^W^^V^— x^SrfflV^THW!l2 5 8 b RWUtejaJBU, 
10 «!Bfls^*«r#fc. 

MS Ve (ESI) 369. 35 (MH + -CF 3 C00H) 

»J3 17. [3-^^^V—4-^-^y-2- (fc°^^- 1-^f/V) 
-3, [4, 5-d] \fV # , i?l/-5-4/l'l wm^/i" 

a^^jv Y y 7 ;v$rviWWM. 
15 4- [1— <l/i?/U-7 Kn-1H— f^/ [4, 
5-d] t°y 2— f/Kl fcV^^- 1 t-'ff'A'*-* 
^/^.t^n^m^^^^fflVN-CHJfe^^ 5 8 b^iMU «ffB^ 

MS m/e (ESI) 397. 33 (MH*-CF 3 C00H) 
20 ^Mil3 18. 3-^^v^-5- [2- (3-y h^v^ a^~JV) 

^yoi^] -2 - (f^v^-l — T/V) -3, 5-i?t KP^f^^V [4, 

5-d] try ys?x-4-a-^ hjj_7A^Hf|^^ 

4- [1 7-^tKn-lH — f $ ^y* C4, 

5-d] ifU^y-2 — f/v] t'^7^y- 1 —iJ/viRi/Wt t-rff-;v^^ 

25 7"7^J:U?2-^P ; E--3 / -y h*isT± V7zcJ ^£rfflV^^ll£#! 2 5 8 b 
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MS n/e (ESI) 459.34(MT-CF 3 C00H) 

tttM3 19. 2- [3-^i^-4-;3-^y-2- (f^i^-l— f 
^ _ 3 . 4 -^KP^f^/[4. 5-d] tTljy^-5->f7W^^] 

5 4 _ [i-^^i?/v-7-^-^y-6, [4, 
5-d] t°y ^v^-2-^/k] t^y^^-l-^^^ t.-^^/W^^. 
7;^iU ! 2-^n ; e^f^vy^ h V jv&m^X&JfoW 2 5 8 b fc^l-M 

MS (ESI) 326. 33 (MH*-CF 3 C00H) 

io mmm3 2o. 5-^^-2- (tr^9s^-i->f^) -3- (2-^p 

4 _ (6-^^-7 -^-^y- 6, 7 Kb - 1 H— f ^ PS C 4 , 5 
-d] try 2— f ;V) \*'<?*?l'—l—UA'l£>1k t -Zf^As*.* 1 ? 

is 3-^p^-i-^ot°v£Ji^TiimM2 5 8 b tnm\^wm\^ m 

'H-NMR (CD 3 0D) 

5 2.99 (t, J=3.3Hz, 1H) 3.45-3.49 (m, 4H) 3.65-3.69 (m, 4H) 3.83 (s, 3H) 
5.75 (d, J=3. 3Hz, 2H) 8.20 (s, 1H) 
20 MS m/e (ESI) 273. 1 (MFT-CF 3 C00H) 

gg1fcff!l3 2l. 3- -5-^^ -2- (H°-<7*Jl/-l- 

J)V) -3. 5-i^t:KP^^-/ [4. 5-dl ifU hV 

4 _ ( 6 _^^-7_^-^y-6, 7-v?tKP-lH-^^/ [4, 5 
25 -d] t°y ^v 5 ^- 2-^A-) M^y^-l-tuV^m t-'f^V^^T 
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^-NMRCCDgOD) 

5 1.69 and 1.84 (dd, J=6. 3, 1. 3Hz and dd, J=6. 3, 1. 3Hz, 3H) 3.43-3.48 (m, 
4H) 3. 54-3. 58 (m, 4H) 3. 82 and 3. 84 (s, 3H) 4. 94 and 5. 07 (d, J=6. 5Hz and 
5 d, J=6. 5Hz, 2H) 5.63-5.80 and 6.11-6.20 (m, 2H) 8.19 and 8.22 (s, 1H) 
MS mfe (ESI) 289.2(^^000^ 

tMJ3 2 2. 5-^^7V-3- (2-'OT~*') -2- (fcT^S?^- 1 
— 4)V) -3, 5-^tKP>f^/[4. 5-d] b°U^^-4-^-V h 

10 4- (6-^^-7 -^y- 6, Ka-1H-^^^/ [4, 5 

- d] t°y 2 -> f /W) ^7i?y- 1 t -•7=f->V^*>*r 

*H-NMR (CD 3 0D) 

15 8 0. 97 and 1. 08 (t, J=7. 7Hz and t, J=7. 7Hz, 3H) 2. 04-2. 27 (m, 2H) 3. 42-3. 46 
(m, 4H) 3. 54-3. 58 (m, 4H) 3. 81 and 3. 84 (s, 3H) 4. 91-4. 96 (m, 2H) 5. 59-5. 81 
and 6. 14-6. 22 (m, 2H) 8. 19 and 8. 22 (s, 1H) 
MS m/e (ESI) 303. 25 (MIf-CFaCOOH) 

jMj3 2 3. 5-^^/V-3- 2 -rfr^-jV) -2- (fc°^ 

20 7^-1— -3, [4, 5-dl Writls-A 

4- (6-^^7V-7-^-=¥y-6, 7-??fcKo-lH->f5^/ [4, 5 
-d] t°y 2 --f/V) fc 0 ^^- 1 t -7 t ^~;V3L^T 

frteXXfl-Zfn*:- 3 - stasis- 2-7'7 L ^&m^XmMM2 5 8 b £ PliHn 

25 J&SIU *IBft:-a^Sr#feo 
1 H-NMR(CD 3 0D) 
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5 1. 75 (s, 3H) 1. 83 (s, 3H) 3. 43-3. 47 (m, 4H) 3. 52-3. 57 (m, 4H) 3. 84 (s, 
3H) 5.00 (d, J=6.8Hz, 2H) 5.40-5.45 (m, 1H) 8.17 (s, 1H) 

MS (ESI) 303. 27 (MH*-CF 3 C00H) 

mmm 324. \£?\<* ^;v- 5 7^- 2 - ( w- 

5 i-^r^)-3. 5-^Kp^f-;^/[4, 5-d] b°y ^^-4-^-^ b 

4- (6-^^-7-^y-6, 7-^t Ko-lH-/f^^ [4, 5 

10 U *fBfc-a^«r#fc 0 
*H-NMR (CD3OD) 

6 0.44-0.55 (m, 4H) 0.81-0.85 (m, 1H) 3.42-3.46 (m, 4H) 3.54-3.58 (m, 4H) 
3.83 (s, 3H) 4.39 (d, J=6. 6Hz, 2H) 8.21 (s, 1H) 

MS (ESI) 289.25(MH f -CF 3 C00H) 
15 ^1^3 2 5. 5- [2- (2-T^/7x^) - 2-Jr*cV ^}V\ - Z 
- {2=7±~A£ -2- (V^W-l-JM -3, 5-i^bKP>f^ 

y [4, 5-a] ggjiy_zzk^gM^ 

a) 4- [1- -6- [2- (2-^fP7x^) -2- 

^-^y^^/V] -7-^-^y-6, 7-^tKP-lH->f?^/[4, 5-d] 

20 fc°!)^y-2-^f;v] v^yy— 1 t-^^/^^-x^ 

4- [1- (2-^^/V) - 7-^-^y- 6, 7-^kFn-lH — f 5 ¥ 

y [4, 5-d] t°jjy^:/-2— ivki tr^^^^-i-^^^^ t -y 

5 8b fcra&fctf&SlU MmfcSrVo&UTca 

25 ^-NMR^DCla) 

5 1.49 (s, 9H) 1.83 (t, J=2. 3Hz, 3H) 3.37-3.44 (m, 4H). 3.50-3.55 (m, 4H) 
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5. 04 (q, J=2. 3Hz, 2H) 5. 44 (s, 2H) 7. 62 (m, 1H) 7. 71-7. 74 (m, 2H) 8. 13 (d, 
J=7.9Hz, 1H) 8.21 (s, 1H) 

b) 5- T2- ;^7^~)V) -3- (2-zf . 

^■=z;y) -2- ' (If ^9-^^-1 -3, [4, 5 

5 -d] if if* hV yns^rnW-WM. 

4- [1- (2-y^7V) -6- [2- (2--fo7i=;V) - 2 —3r* 
yzr.*f-,V\ -7-$-*y-6, [4, 5-d] If 

U jri?f— 2 — f/U] lf^9^V- 1 — tfA^Vfifc t-^f/Vx^f/WO. 0 

5 8g©x^y-;V5ml|Efl^2mK $cO. 0 7 0 g^itFfiftTy^ 
10 0 0 7gS:M, 3«rre*n«BS«KUfeo RJS«Sr«3au. UHEfeffiU 

•t b y >v-immm ( o . i % h y 7/u*pfii^t) £J3v>fc 0 ) (-xff 
Mb, ana-fb-a^o. 051 g ^#/c 0 

15 ^-NMR (CD3OD) 

6 1. 82 (t, J=2. 3Hz, 3H) 3. 45-3. 50 (m, 4H) 3. 68-3. 72 (m, 4H) 5. 16 (q, J=2. 3Hz, 
2H) 5. 68 (s, 2H) 6. 56 (t, J=7. 2Hz, 1H) 6. 67 (d, J=7. 2Hz, 1H) 7. 30 (t, J=7. 2Hz, 
1H) 7.85 (d, J=7.2Hz, 1H) 8.25 (s, 1H) 

MS m/e (ESI) 406.22(MH + -2CF 3 COOH) 

20 ^J3 2 6. 3- (2-^^7V) -5, 7— S?*?VV-2- (If^S?^- 

5-^fcKP^^^/[4, 5-dl If h 

y ^A-a-PtEifttt 

a) 4- Pi- (2-7^~A0 - 5 -J. h ^ V^77V^=-A- 4 - ( 1 — t K 
q^^^/V) -lH-^^^/wV-2->f;U] lf^9S?^ — 1 
25 t —^^/VJi^^/V 

-7 0°C-e, ^f<£>#B^n^ 4 - [ 1 — (2— — 5-^hdrV^7 
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jvi$^;v- 4 -ifr?v%?v- l T 5: py—jv- 2 — ( ;v] M^W- 1 
A-tfVlfe t -^^VVJ^TVK) . 050g©ff7tKn77y3ml» 
^f^^V!?A7*nWK©0. 3MTh7t KP77^tO. 5 m 1 & 

5 ffcai^vv 3 0mll?iiiJLfc o &7K lOmli: h V «7 ^ OlSfPTK^ 

^1 Om 1 -ejlK&^U ^^*^<7^Ti6:!i£U ^BEMtUfc, 
y 7J-^/V7J7^^n^ h^77^-lilt|tm (1 : 1) 

mmfrm z v mMk-s-vo o . o 4 9 g <M#fc 0 

1 H-NMR(CDC1 3 ) 

10 5 1. 37 (t, J=7. 1Hz, 3H) 1. 47 (d, J=6. 9Hz, 3H) 1. 48 (s, 9H) 1. 81 (t, J=2. 3Hz, 
3H) 3. 17-3. 22 (m, 4H) 3. 55-3. 59 (m, 4H) 3. 84 (d, J=6. 9Hz, 1H) 4. 38 (q, J=7. 1Hz, 
2H) 4.78 (q, J=2. 3Hz, 2H) 5.12 (quint, J=6. 9Hz, 1H) 

b) 4- [4-T-E:^/^- 1 - - 5 —J. f =fr v^/l^^/V- 
lH — f ^ f^S—tV— 2 — f/VQ f^v^- 1 -7J/1^>^ t — ^^;V^^ 

15 2Jt 

4- [1- ( - 5-=^h ■**y%uv~$=-;V— 4 - (l-t Ka^f- 
^;n^vw) - 1 h— T ^ 2 -> f /Kl t'^7^^- 1 -7J/V^V^ t 

-^^i^^^sr^tm i 5 g tmrnz-wmv. m^^^t^o 

^-NMRCCDCla) 

20 8 1.38 (t, J=7. 1Hz, 3H) 1.48 (s, 9H) 1.79 (t, J=2. 3Hz, 3H) 2.53 (s, 3H) 
3. 14-3. 18 (m, 4H) 3. 56-3. 60 (m, 4H) 4. 38 (q, J=7. 1Hz, 2H) 4. 77 (q, J=2. 3Hz, 
2H) 

c) 3- (2-^^/lQ -5,7-^^-2- (fcT^^y- 1 

-3. 5-7bKP-f^'/ [4. 5-d] M' }) 4?^- 4 h U 7;Vt 

25 

4 - [4-Tir^/V— 1- (2 - y^-^/V) - 5 — ^ Y^r^X ;V-$=^;V— 1 H 
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0. 0 1 9 g ©x;? ; 3 m 1 iSl^ f K7 0 . 15ml^l 

io°c-e25^^ufc 0 mmzmmwkm^ »^p D ^yo. 5mi 

5 h^97>f- (T-fe b~ h V )V-imf&W$ (0. 1%M)7 

MS Ve (ESI) 301. 33 (MH + -CF 3 C00H) 

ggjfcflil 3 2 7 . 3- (2-Zf^^;V) -7-7^~?V-2- (M^^-l 

-3, [4, 5-d] b: o y^v ? ^-4-^-^ h 

10 y 77V^-Pg^^^ 

4— [1— (2— Zf^—JV) — 5— ^ hdrV^7/V^^V— 4 — °foJV^;V— 1H 
15 _^ ^ ^>/_ 7W _ 2 f/l/] tf^7^>-- 1 -TJ^tf^^ t -7 s f-)\>^* , T)\' 

^-NMRCCDCls) 

6 1.33 (t, J=7.3Hz, 3H) 1.48 (s, 9H) 1.81 (t, J=2. 2Hz, 3H) 3.16-3.27 (m, 
20 4H) 3. 55-3. 59 (m, 4H) 4. 24-4. 34 (m, 2H) 4. 39 (d, J=8. 3Hz, 1H) 4. 78 (q, J=2. 2Hz, 
2H) 6.09 (d, J=8.3Hz, 1H) 7.22 (t, J=8. 0Hz, 1H) 7.30 (t, J=8. 0Hz, 2H) 7.41 
(d, J=8.0Hz,2H) 

b) 4- f4-^<V^/^-l- (2-^^/V) - b^TJ/V^— )V 

25 

4- [1 - (2-^n/^) - 5-^ y*i/%;VT$~7V- 4- (1-tKP^r 
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y ^ t -^/V'^^T^MMM l l 5 g bmWz.Wkmv.fflMfc&Va&^fco 

1 H-NMR(CDC1 3 ) 

5 0. 92 (t, J=7. 1Hz, 3H) 1. 48 (s, 9H) 1. 83 (t, J=2. 3Hz, 3H) 3. 22-3. 28 (m, 
5 4H) 3.57-3.62 (m, 4H) 4.03 (q, J=7. 1Hz, 2H) 4.88 (q, J=2. 3Hz, 2H) 7.43 (t, 
J=8.1Hz, 2H) 7.55 (t, J=8. 1Hz, 1H) 7.92 (d, J=8. 1Hz, 2H) 
r) 4 _ pi- -7-^y-4-7xci;l/-6. 
Kp-1H-/f^'/ [4. 5-d] b°U^^-2-^7V] K B ^y*?^-l- 

^-NMRCCDClg) 

15 8 1.50 (s, 9H) 1.83 (t, J=2. 3Hz, 3H) 3.44-3.48 (m, 4H) 3.63-3.67 (m, 4H) 
5. 15 (q, J=2. 3Hz, 2H) 7. 40-7. 50 (m, 3H) 8. 34 (d, J=8. 1Hz, 2H) 10. 70 (s, 1H) 

A) 3 - (2-!7*^/V) - 7-7^^-2- (bf^7 ^^-l f_M ~ 

3 5 _^ Kp ^^>/r4. 5-dl lita^h 

20 4- Cl- - 7 -^y- 4 -731^^-6, 

[4, 5-d] t°y^^-2-^/V] tf^^^-l-^^ 

t-y^/v^^/^ius^ii i 5 i tmufctimv, &&&&&&& 

MS Ve (ESI) 349.30(MH*-CF 3 C00H) 
25 iti3 2 8. 3- - 5 - ^ f2k= 7 - 7 ^n/V- 2 - (fc° 

^v^-l-^/V) -3. 5-S>fc FP>fg*V T4- B-dl fy^/- 
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-iH-^f$^/ [4, 5-d] trym-2->f;H tr^^-i-*^ 

t j;u?3 <^>fb^^^^^J2 5 8 b tmn\z®M 

*H-NMR (CD 3 0D) 

5 1.83 (t, J=2.4Hz, 3H) 3.47-3.51 (m, 4H) 3. 71-3. 75 (m, 4H) 3.92 (s, 3H) 
5.22 (q, J=2.4Hz, 2H) 7.43-7.48 (m, 3H) 8.35 (d, J=8. 1Hz, 2H) 
MS m/e (ESI) 363. 31 (MH*-CF 3 C00H) 
10 tMJ3 2 9. T3- -4-*-*y- 7-7^/1^- 2- (tf 

<<*7*J^-\-4AA -3. 4— s?EKp-r5*y [ 4. 5-dl tfy^v- 

4- [1- -7-^y-4-7s=/V-6, Kn 

-iH-^f?^/ [4, 5-d] f/v] tf^^-i-*^ 

15 # ^ t - r/^A-^ * tvv-*5 J: TJ^ a t - ^ ^/v^ T ;v * mMW 2 5 

MS Ve (ESI) 407. 29 (MH + -CF 3 C00H) 

iMi3 3Q. 2- rs- -4 - ^y- 7 2 

- (tf^9^-l->T7V) -3. 4-^tKP-f$^ [4, 5-d] gjTg 

20 2>^z 5 — C2k2? f2k] hlik h ^ Z2k±£jHii^ 

4- [1- (2-y^/V) - 7-*^y-4-7-*=A'- 6, 

-iH--f^/ [4, 5-d] try ^^-2— f/v] t°^7^^- 1 

affi/'fifc t -^7V^^^v*3a:tJ ? 2-^ci^^^v^vy= hyA-£r^l«t|2 
5 8b MMb-frfciSrWfc. 
25 MS zz/<? (ESI) 464. 33 (MlT-CFaCOOH) 

tli3 3 1. 3- {2=?±~M -5-;*? VV-2- (t°-^7^V-l- 
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"(si") -7-M)7^tP^f^-3. [4, 5-d] fc° 

a) 4- [1- -5-x>h*l>'Ufi'ti~A'—4 t — (2, 2, 

2 - by -1-tKP - l H — f ^ PS—As— 2 ->f /K] 

ti©^iliTs 4- [1- (2-^=7V) -5-3i 
-jM^/I'- 1H — { *jf*S—A'— 2 — f^] K°^<9 v^- l -%/Uy$l/M. t 
-Zff-A-^^T^O. 15 5 g^N, N-^f;V*;VAT^ K3ml»ffi 
#&0. 0 6 5 itF F !) 7;Vtn 3 f ^0 . 2 0 0 g ON, N-i?^ 

10 ;W^AT ^ K 2 m 1 ^SrJPx., jg^^fiWTT 3 0#3»#bfc o fifflla?- 
/V3 0ml &&T$mkT>^~V&<0 5%j£mWi.Z Oml Sr*B^L % ^#JI £rzk 2 

o m i -e 2 m £ h y ? a <^3&fn7k?« 2 0 m 1 -ens^^ u mwty 
Tfit$£u g^^/v— ^i*-^ (1 : 9) WMftrnzv, m^t^o. 0 1 

15 3 g 3r#fc„ 
1 H-NMR(CDC1 3 ) 

6 1.39 (t, J=6.9Hz, 3H) 1.48 (s, 9H) 1.83 (t, J=2. 4Hz, 3H) 3.15-3.26 (m, 
4H) 3. 55-3. 60 (m, 4H) 4. 34 (qq, J=10. 2, 6. 9Hz, 2H) 4. 53-4. 64 (br. s, 1H) 4. 83 
(qq, J=17. 6, 2. 4Hz, 2H) 5.39-5.47 (br. s, 1H) 
20 b) 3- (2-^^/V) - 5 -*^->V- 2 - (tf^yv^- 1 — >( M -7 
-by7;^n^f^-3, [4, 5-d] b'y^v^- 

4 h y Z/i^LHl^^ 

4- [1- (2-^=7V) - 5 h^filA'tf—A'— 4 - (2, 2, 2- 
h y 1 - 1 -lH-^f ^7"^-2-^] fc 9 ^ 

25 1 — ^/Vtff^ifc t —"f^-tVzc x -7VK). 013g©^oo^^y4 

m 1 ^^fcx^-^— (D e s s -Ma r t i n)1&^0. 0 6 0 gSr^Px. N 
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mmrz i 5 ftm&w ufc 0 ^pp^ysmi, i* y * A^ia^pTK 

mm i o m i as «tt^i£^7Km^ hy^^o. ioo g ^mm*$mt^ 

tK7^0. 2ml ^JP^ N 20^11 0 o CT*JP^Lfc: o ^£r^ffii§*§U 
5 T&WkWwf-Z^O. 5ml}l^)IU MJ^/Vai^^O. 5ml^qxfc 0 

-tR^Kj^ (O. £fflV^C 0 ) ^"C^U ^IBfa 

0 . 0 0 8 g £r#fco 
x H-NMR(CD 3 0D) 

10 5 1.83 (t, J=2.3Hz, 3H) 3.45-3.49 (m, 4H) 3.71-3.75 (m, 4H) 3.87 (s, 3H) 
5.18 (q, J=2. 3Hz, 2H) 
MS (ESI) 355. ^(MHW^COOH) 

ggffiffi] 3 3 2 . 1- -6-^^-/V-7-^-^y-2- (fcT^ 

-6. 7-^bKP-f^/[4, 5-d] b°U^v ? ^-4 

15 -fr^^M^ K b y 7/1^0 

a) 4- Cl- (2-7^~M -4- (->7y-fc Kn»i/^f;l/) ~ 5 ~ 
* 1 H — T ^ #-S—>v- 2 z^fjk] t:°^7^^- 1 

4- [1- (2-^^/V) — 5— * hdr^/V-^^/V— 4— 1H 

20 — f ^ yy— /i — 2 -wwo tr^^-v 5 ^- 1 t — ^^vVJ^TVV' 

(D7t f^MJ;H 5mlW-^7yftt MJ #AO. 2 OO g&^tFfl^O. 
0 10ml 6^F^#Ufc 0 H®xf;n 00ml trMZ.^ * 

5 o m i -e 2 m h y ? -^ois^tk^ 5 0 m 1 -enHw^u ^mm& 

25 •7h^7 7^-ttHiU gfc^^vV (2:3) ^ttt^ilU ?K ^ 

&&&& 0 . 2 7 4 g £#fc<> 
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X H-NMR(CDC1 3 ) 

8 1.49 (s, 9H) 1.83 (t, J=2. 5Hz, 3H) 3.19-3.23 (m, 4H) 3.56-3.60 (m, 4H) 
3.95 (s, 3H) 4.68 (d, J=9. 0Hz, 1H) 4.82 (q, J=2. 5Hz, 2H) 5.72 (d, J=9. 0Hz, 
1H) 

5 b ) 4 _ fl- (2-7?'~M -4- (j&P/^^-b KP^f ;v) 

5 0 C"C*4- [1- -4- (^7;-tKn^^V) -5 

10 ^ t - -f ^/l^* *r,V 0 . 2 74 g©^^; — ^ 8 m l ft^lcffliMteK* 
3 0%tK^3. 2m 1 fei-0^2 SroT^^TTKS. 2ml^PXLl 5^K» 
#bfc 0 h y ^A(Z)t&fP7K^l OOmllrM, SB&x.^vH 0 

15 SfcJ^/l' (1:9) ^m^iSJ:«9. ^IS^fb^O. 0 3 9 g £#fc 0 
^-NMRCCDCls) 

8 1.48 (s, 9H) 1.83 (t, J=2. 5Hz, 3H) 3.13-3.25 (m, 4H) 3.54-3.57 (m, 4H) 
3.91 (s, 3H) 4.33-4.37 (br. s, 1H) 4.77 (q, J=2. 5Hz, 2H) 5.54 (s, 1H) 5.63 
(s, 1H) 6.82 (s, 1H) 
20 c ) 4- r4-T^y*-3HHJ^-l- (2-Zf^^) - 5 - * h*i>'#A' 
1 ^ PV^-As- 2 OV\ V^Vl/- 1 Z^iLfe^ % ZlL 

0°Ct?4- [1- -4- (#/W^e-f/V-l; Ko^^f^) 
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A,W***s Kim 1 1 5 NPWM"e«#Ufeo h V ^f-frT 

>yO. 10 2ml33J:tJ«=»ft:«Hilttry^>'0. 116gO^WA4* 

^FOT&flKS*l%*^2 Om 1 , h y Oml 

^•jv-^^is (2:1) mmfrmz*), mmt&wo. 021 g &#fc 0 

1 H-NMR(CDC1 3 ) 

8 1.48 (s, 9H) 1.82 (t, J=2. 5Hz, 3H) 3.19-3.23 (m, 4H) 3.56-3.59 (m, 4H) 
10 3.84 (s, 3H) 4.84 (q, J=2. 5Hz, 2H) 5.62 (br. s, 1H) 7.02 (br. s, 1H) 

d) 4- Cl- -4— ftJW*^ /W— 6 — ^f-/^— 7—&* 

y _ 6- 7-j?bKP-lH-i?bKP>f^^ [4. 5-d] gy^S^-2 

4 - [4-75 y^-^iMJ/v— l - (2 -y^=-^) -5— 7< 
15 /k- 1 H->f § ^/-/I'- 2 ->f A'] 1 t-^/V 

^.^/v^mmm 1 1 5 h t mm^Mv^ mm^m^m^o 

^-NMRCCDCls) 

8 1. 50 (s, 9H) 1. 84 (t, J=2. 3Hz, 3H) 3. 46-3. 50 (m, 4H) 3. 63-3. 66 (m, 4H) 
3.99 (s, 3H) 5.12 (q, J=2. 3Hz, 2H) 6.16 (s, 1H) 8.85 (s, 1H) 
20 e) 1- {2-zf°?~M -6-yf;V-7-t^ry-2- (V^Vls- 1 
-JAA -6. T4. 5-dl \£ V Pl?^- 4 

± 5 K hi) 7A*:frqBW& 

4- [1 - (2-^^^^) - 4 — ^W^^f/V— 6 — t^As— 7 -t^y- 
6> 7 _i?tKo-lH-i?tKn^5^/[4 ) 5-d] tr9^V-2-W 
25 7V] tr^^X— 1 -jfrA-^V^ t -T/^V^^A-Sr^KS^J 1 1 5 i t Wlffi. 



WO 03/104229 PCT/JP03/07010 

279 

MS mle (ESI) 330. 18 (MH*-CF 3 COOH) 

iii3 3 3, l- i2-zf^=-;v) -6-^^/v-7-^-^y-2- (t: 0 ^ 

— OV) -6. 7-^bKP>f>;^/ [4, 5-d] 

6, [4, 5-d] f 

7V] tr^Ti^^— 1 — t-T'f/VX^T/V'O. 0 15g©^nn 

^yim l^g^lc Mlxf^T^vo. o 3 Om l *3J;t^^-^.^^by ^0. 

io 7jwmm i m i &jh*., i tifm&mmznmmfc^tco m**mto?m%mft 

?wyjf=77j— (Tir h VjV-i&m&Wfc (0. I%hy7;^pfi 
^f) SrfflV^ 0 ) mTfflfiSU WBft^O. 00 1gWc o 
1 H-NMR(CD 3 OD) 

8 1.83 (t, J=2. 3Hz, 3H) 3.45-3.49 (m, 4H) 3.74-3.78 (m, 4H) 3.88 (s, 3H) 
15 5.18 (q, J=2. 3Hz, 2H) 

MS w/e (ESI) 312. 25(MH + -CF 3 C00H) 

mUm 3 3 4. 3 - ( 2 -zf^~JV) - 7 - ±])S7_ ^7-5 2 

- (b°^7^v-i — (M -3, s-$?tKp>f^^/ [4, 5-d] try^ 

20 a) l-^^-7-^PP-5-^^-l, 5— KP^f$^/[4, 
5-dl b°y ^^^-4-^-^ 

I-^v-7-^pp-I, 5-i?t Kn>f5^/ [4, 5-d] t°y^ 
S?^— 4 — ^"V (J. A. Carbon Journal of the Am 
erican Chemical Society, 80, p 6 08 3, 1 
25 9 5 8; S?*— • ^ • # — #V — ^ • • If • 7^ y # V • tr ^ 

yf^xf-f, 8 0, 6 08 31, 1 9 5 8) 1. 0 35 g©N, N — 
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K30ml»»y^0. 6 0 4 g *S£tfH 
°3-;V0. 2 9 7mlSriO^ 1 5I^WtJfef #Lfc n ^3 0 Om 1 ^3 

J:U?7K 10 0ml Srfln*., 3T$SJi£7k 1 0 0 m 1 T? 2 HI tmt^ h V *^<Z>tfrfcl 
TK^l 0 OmlT?)limU 2$j£»Ufc„ & . 

Mziik^ 0 . 2 8 0 g £r#fc 0 
^-NMRCCDCls) 

5 3.86 (s, 3H) 5.64 (s, 2H) 7.11-7.16 (m, 2H) 7.35-7.43 (m, 3H) 7.90 (s, 
1H) 

#9 [4, 5-di b°yy^v-4-^-v 

1 -^ ly ^ /V - 7 S-^tFP-f^^ [4, 5 
-d] t° U 4 — 0 . 1 3 8 g ©x^ y 2 m 1 ^tt^^ f 

>;y©5 0 %7k*« 2ml^Dtx 13 0 7 2 ^»Ufc 0 £0»2r^?l. 

^ ^ y d : 19) ^ffi#®£«fBte^3Q. . 1 3 9 g3r# 

'H-NMR (CDC1 3 ) 

5 2.73 (s, 6H) 3.79 (s, 3H) 5.59 (s, 2H) 7.12-7.16 (m, 2H) 7.30-7.39 (m, 
20 3H) 7.79 (s, 1H) 

c) l-/<y^V-2-^PP-7-^W^-5-^^-l. 5- 
^KP^f^/ [4. 5-d] b°Vm-4-ty 

mM.-?^m(D^mM,T, v^yzfv tvi^r 5^0. 3 2 om 1 <dt t kb 

7 9 V 2 m 1 W6LXZ.*?"f+Ar* 9*^/1} J* 1 h 7 t KP77 1 • 1 

^-7-^^75 /- 5_y^-;v- 1, 5-^fcKP^^^[4, 5-d] 
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f!J^y-4-tyO. 1 6 2 g<£>7" h7fc FP77y4m IM&KMZ.^ 1 
5NPM^mt?»i^bfc« % a^ppi^O. 540g©f h7t Kn7 7 
^ 5 m 1 *»&$gT bfc 0 4 B^W bfc^, «7 ^ <£> 5 3 

Oml SrflUx., g^sifvH 0 Oml "CitfiLfc. ^PBUP&zk 3 Oml kMftrir 
5 by 17 A|&5FB7K^?K 3 0ml l?Jl|g#C$5fc#- U fi»^*S'!7 ^*CS£0IU }$ff3§ 
JSILfco •bffys-b?]*? h ^77^- fc-OHKKU Ifflfc^A'- 

^*Mf-^ (2:1) »ffi#®£0*|jfBflS'£«JO. 0 94 g*#fc. 
l H-NMR (CDC1 3 ) 

5 2.68 (s, 6H) 3.78 (s, 3H) 5.60 (s, 2H) 7.05-7.08 (m, 2H) 7.29-7.37 (m, 
10 3H) 

d ) 4 - f 1 -^s*?)V- 7 zJZ* ±2kH % S - 5 - 2! gvj^Z 4 -^-^r y - 4 , 

5-^Fp-iH-^-;y/ [4. 5-d] b°y^^^-2 — ov\ &<9j? 
15 Ko^f^^/ [4, 5-d] tf y ^^-4-*v*aJi*«i 1 6 c tmmte®! 

^-NMRCCDCls) 

8 1.47 (s, 9H) 2.68 (s, 6H) 3.19-3.22 (m, 4H) 3.41-3.46 (m, 4H) 3.76 (s, 
3H) 5.40 (s, 2H) 6.88 (m, 2H) 7.20-7.25 (m, 3H) 
20 e) 4- [7-^^vKT^ y-5-^^/V-4-^-^y-4. 

-lH-^f^y [4. 5-d] tf^^V- 1 

4- ci — 7— 5— y^/v— 4— ;*-3ry— 4, 5 

-i^t Kn-lH — C4, 5-d] tfy^V-2 — f/Kl tV^S^ 
25 - 1 t - 7*f ;V^^r;W0 . 1 1 7 g <Dy- Y 7 1 K» 77 V 5 m 

l|««ft7^T15mlrtt, 31^TT?y f!?AO. 0 0 9 g SrJq*. 
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m^Mm^^^h^^^^— (r± h~ h y/v-Tk^iWB (o. i%mj 

x H-NMR(CD 3 0D) 

5 8 1.48 (s, 9H) 3.11 (s, 6H) 3.55-3.58 (m, 8H) 3.69 (s, 3H) 

f) 3- ~ 7 -^t^AsTX J- 5-p<^/V- 2- (fc°-<7 

^-1-^) -3. 5-^KP^f$^/ T4, 5-dl fc:°y^^>--4- 

10 H _^^^i/ [ 4> 5 _d] fc° y y v?v- 2 —OK] \?^7*Jl/-l-*;Vi£^ 
^ t -r/^v^^-Tvv&.fctFl — 2— T^^^UW 2 5 8 b 

Ml-NMR (CD 3 0D) 

6 1. 80 (t, J=2. 3Hz, 3H) 2. 75 (s, 6H) 3. 44-3. 48 (m, 4H) 3. 62-3. 65 (m, 4H) 
15 3. 68 (s, 3H) 5. 16 (q, J=2. 3Hz, 2H) 
MS m/ e (ESI) 330.16(MH*-CF 3 C00H) 

ttM 3 3 5. 3 - ( 2 -zf^-fr) - 5 -^^7V-2- (t°^y 
4 -^f/yj ) - 3 . 5 Kp^ ^ Zj S f 4 . 5 - d ] fc° y 

20 a ) 5-^^/V-2- (b'^y -3. 5— ^EKp^^ 

[4, 5-d] \*y h y 7;vtPiii 

4> 5 _^ 7 ,;;-2-^f;I/-2H-t°'J^-3-ty [CAS No 
4725 — 76 — 2] (Mar t ine Be 1 j ean — Leymar ie, 
Michel Pays and Jea n-C laude Richer C 
25 anadian Journal of Chemistry 61, p25 
6 3, 1 9 8 3; T/Uf- > ' ^U^^Tls- V =^> ^ • 
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6 1, 2 5 6 31, 1 9 8 3) 0. 2 9 2 gfe^4-^^VtXiJ 1 
t JV^^ As § . 4 2 6 g©^; — )V \ 6ml^i(-Hb 

* (I I I) 2. 7 1 g=l:*B?U e^MM^Lfc. s^^^m*r^*Pb, 

y;v-7MM£iws (o. i%hy :77v;rni»^r) srffliyfco) K:-tfia&u « 

I5<b-a-^ 0 . 0 6 1 g £r#fco 
Hl-NMR (CD 3 0D) 

6 2.06-2.17 (m, 2H) 2.28-2.35 (m, 2H) 3.15-3.24 (m, 2H) 3.29-3.35 (m, 1H) 
10 3.50-3.56 (m, 2H) 3.85 (s, 3H) 8.28 (s, 1H) 

h) 4 -( 6 -^f ;1 ,-7-^y-6. 7-^KP-lH-^^/[4 , 

5 ;V _ 2 - ( t xy >;y- 4-^;v)) - 3, Kn-f ^V[4, 

15 5-d] tfy h y 7;Vt P^tS^^MJ 2 5 8 a i Pli^ 

^-NMRCCDCls) 

6 1. 50 (s, 9H) 2. 00-2. 16 (m, 4H) 2. 85-2. 99 (br. s, 2H) 3. 23 (tt, J=ll. 9, 4. 0Hz, 
1H) 3.95 (s, 3H) 4.11-4.40 (br. s, 2H) 8.39 (s, 1H) 13.90 (s, 1H) 
20 c) 4- [1- j2=7±~M -6-^^ V-7-^y-6, 

p _ 1H -^;^[4. 5-di t°y^v-2-^ i t^y^-i-* 

4 _ (6 _^^-,7-^y-6, [4, 5 

-a] try tv<y v^-i-jfr/v-^^ t -y^vv^*^ 
25 ^%mnm 1 1 9 d t p^^su ^iB^^sr#^o 

^-NMRCCDCla) 
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8 1. 48 (s, 9H) 1. 81 (t, J=2. 3Hz, 3H) 1. 93-2. 00 (m, 4H) 2. 85-2. 96 (br. s, 2H) 
3. 14 (quint, J=7. 9Hz, 1H) 3. 85 (s, 3H) 4. 16-4. 37 (br. s, 2H) 5. 39 (q, J=2. 3Hz, 
2H) 8.24 (s, 1H) 

5 ^/V))-3. 5-^tKP^^V[4. 5 - d] 2 4 
4- [1- (2-^^W) -6-^^/V-7-^y-6, 

1H _^^y [ 4> 5-d] try tr^y^^-i-^^ 
^ t-^^/v^^^^^wji i 5 i kmWkK%mv,-mmik&!%)%'&tiio 

10 ^-NMR^DaOD) 

8 1. 80 (t, J=2. 3Hz, 3H) 2. 10-2. 11 (m, 2H) 2. 25-2. 32 (m, 2H) 3. 18-3. 41 (m, 
3H) 3.56-3.61 (m, 2H) 3.83 (s, 3H) 5.47 (t, J=2. 3Hz, 2H) 8.27 (s, 1H) 
MS ale (ESI) 286. 27 (MH + -CF 3 C00H) 

gUfeffll 3 3 6 . 3- -5-^^/1^-2- (fc'^v^-l- 

15 £iV) -3. 5-i?fcKP>f^/r4. 5-cl hiLZ 

a) 3 - (2-^^/V) -4-^PP-3H--f-;^/ [4. 5-cl 

[4, 5-c] try ^2. o g> 1 -ya^e- 2 

20 -^fyi. 3 7mK &Bfc# y 9 8 g & N. N- ^/V/JvV-kT 5: Kl 

5mlH:«»U ^IiuT18f$|»Lfc 0 RJ6**S»3^^-C**U 7X 

*«&U nm^V *^7A^pv h^7^f- KiTttKU ^^i^^-g^ 
U^^W 1 : 2^|±i^lii J; «9 s 1 &7A'*A'fcfrbfflffi&to<Z> 1 : 1 1 • 

25 7 9 g &#fc 0 

h) 3- [2^f£Zk) -2. 4-^PP~3H — jJ^L [4 . 5-c] 
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K^-fT-f — /M^fcT, 3- -4-^pp-3H 
— 4^?"S C4, 5-c] tfU^49 0mg©f h9tKP79>'5ml»?K 
te.y^P^SM y^ntWT^ K©7 h7t Ko77^2. 2 2 ml «r^T 
5 U -6 6°C^T-t?2 O^-ram^UfCo Wbtt^^tJSa^**:^*^^* 131 ^ 
fl. 1 3 g©fb7t KD77>'2iiil» 1 W-6 3 "C^Tl-ftS £ 9 

10 *t*ft$4U ^i?-V-f^^^2 : l^W^®<t D^fefft^l 2 0mg!:# 
fc 0 

^-NMRUtf-DMSO) 

8 : 1. 78 (s, 3H) 5. 29 (s, 2H) 7. 70 (d, >5. 6Hz, 1H) 8. 21 (d, ^5. 6Hz, 1H) 

c) 4- T3- (2-^^7V) -4-^PP-3H [4, 5-c] 

15 f!) gy- 2 — f ;V\ bT^^^V— t —-7=f-)Va^7, ; T)\< 

3- -2, 4-^PP-3H->f^^/ [4, 5-c] bf 

!)^/2 11mg v tf^<9^^— 1 — #A'&>'Wt t-7*f/HW19 7m 
g> ^7X^*7- h y>7^2 2 2mg^^/-;K«^ > 8 0 o Ce3 0#s 

^ffi^-® i «9 . «|Bfc£^ 2 4 4 m g &#fc 0 
^-NMRCCDCla) 

8 : 1. 52 (s, 9H) 1. 87 (s, 3H) 3. 47-3. 49 (m, 4H) 3. 65-3. 68 (m, 4H) 4. 94 (s, 
25 2H) 7.41 (d, ^5. 2Hz, 1H) 8.15 (d, ^5. 2Hz, 1H) 

d) 3- (2-7?-~M -5 -*fvW-2- (fc^<9^ -l->f^) -3, 
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r-^kp^-;^/ r4. 5-c] try s?^- 4— £y n)7;vtn^it 

4- [3- (2-^-^) 3H-f 5^/ [4, 5-c] tf 

y v?^- 2 -^f/V] v^- 1— XJlsTgl/Wl t -r/^l^^fvVO . 3mmol 

tS^©^^ f K 2 m 1 l«t F y <7^9 8mg^H^^ 1 2 
5 0°C-C4^JS#Ufc^ S/S^^M^y ^^1 0 Omg, a^b^/Hm 

^;V1 : 1 O^tH^ifi 9 5 m g lr b y 7;VtP|^f 0 . 5ml|l 

-im^mm (o. i%by7;vto^f) &jev^c 0 ) fc-cwraiu ^ib^ 

0 . 5 5 m g 3r#fc 0 
US (ESI) 286(MH + -CF 3 C00H) 

«iflH 3 3 7. 3 -^O'SVV— 2 - ( grig 1 -^f A*) ~ 3 , 5 - t 

15 Kp-Y^'/ [4. 5-cl HJ7;WtPitf 

a) (3-^hP^ 1 ; 4-^71^) ^ 

4 _ x 3 - - ]x p f y 1 8. 0 g©x^/-;W4 OOml 

m®£.T y Asr ^>4 0mi srjn*., 8 isroantKssife vtc 0 ^m^U}±Mm U 
20 (i : i) mm&m&*)Mm<k&®i 3. 6 g ^#^ 0 

^-NMRCCDCls) 

5 4. 00 (m, 2H) 5. 29-5. 35 (m, 2H) 5. 87-5. 98 (m, 1H) 6. 63 (d, J=6. 5Hz, 1H) 
8.30 (d, J=6.5Hz, 1H) 8.31 (br. s, 1H) 9.23 (s, 1H) 
h) N*4*-7y;V-2-^PPb'!)^-3. 4-v^T^ 
25 ry/W- (3-=hP^U^/-4-'f;V) T^3. O 2 g|il3 5%I^5 
5ml If»i9 OttTJUitfCo I«l 9. lg«> 90 o C-C30^^ 
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£*fco fcJfclfc&^kX^M U 7K7K2 5 0ml SrJP^Lfdo RjfcJfcSrfcfcffaMiL 
fcH % T^*=T — ^^ r >' w -^Oi&jBliSiR2 5 0ml §rJ!jn^ N 2 0B#i?^#Lfc o 
081^^7 5 0ml Srfln*^ bSSfiU iffMLfc, JWEtrVy 

/Kfc^A^n^h^^-fcTiltiSU fiffll^A'— ^'Sff-^ (1 : D 
5 &m ± *> SUBflfrfr* 2 . 8 8g£r#fc 0 
^-NMRCCDCla) 

5 3. 29-3. 58 (br. s, 2H) 3. 84 (d, J=6. 3Hz, 2H) 4. 26-4. 37 (br. s, 1H) 5. 24 (d, 
J=ll. 0Hz, 1H) 5. 29 (d, J=16. OHz, 1H) 5. 85-5. 98 (ddt, J=16. 0, 11. 0, 6. 5Hz, 1H) 
6.43 (d, J=6.5Hz, 1H) 7.66 (d, J=6. 5Hz, 1H) 
10 c) 1-7U/V-4-^pp-1, [4. 5-c] if V 

N*4*-7U;V- 2-^nolf V S?ls—3, 4-v ? T^^2. 8 8 g©Tt h~ 
h y AjftfmKI&Wm, N' — i?X v- W ^ ^4. 4 6 g OTir b ~ h V A- 4 0 

15 ;V5 0 0mU 7k3 0 0mll*U *«MiSr 1 1 0 0 m 1 T? 2 HI bM. 

vcr y v ^AoiafPTK^i o om i x~m^&^MWz^y*^v J*x°%Lm\^, 

f/v-^nn^y (l : l) $tm#MJ: 9 aHE-fb-Mfe 2 . 3 0g2r#fc o 
^-nmrCcdc^) 

20 5 4.51 (d, J=5.7Hz, 1H) 5.25 (d, J=16. OHz, 1H) 5.30 (d, J=10. 9Hz, 1H) 
5. 85-5. 95 (ddt, J=16. 0, 10. 9, 5. 7Hz, 1H) 6. 91 (d, J=6. 9Hz, 1H) 8. 10 (d, J=6. 9Hz, 
1H) 8.99 (br.s, 1H) 

d) 1-7'J;V-3-^/^-4-^pp-1. 3-^bKP^f^^/[4, 

5-c] b°y^y-2-ty 

25 l-Ty^-4-^an-l, 3-i?tKc^f^y [4, 5 '- c ] !J 

-2-^-^1. 0 5g©N, N-^f^AT? K5 Om iW^^M^V 
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#bfc 0 * 3 0 0 m 1 ^ i^^f/V 3 0 0ml ^jRt^ ^$SJl£zk 1 0 0 m 
1 t3!Hi ^>ffe:^- f y ? A<Df&fB7K.?« 10 0ml t?JlR^C^U N tfLWtr ?* 9 S 
9A-e««U, WEE**U WBfl5£*>l. 5 7g&#fc„ 
5 ^-NMR (CDC1 3 ) 

8 4. 56 (d, J=5. 7Hz, 1H) 5. 23 (d, J=16. 0Hz, 1H) 5. 30 (d, J=10. 9Hz, 1H) 5. 44 
(s, 2H) 5.85-5.95 (ddt, J=16. 0, 10. 9, 5. 7Hz, 1H) 6.91 (d, J=6. 9Hz, 1H) 
7.25-7.34 (m, 5H) 8.08 (d, J=6. 9Hz, 1H) 8.99 (br. s, 1H) 
e) 3-^;V-4-^PP-l, 3-v?tKP^^/ [4. 5-c] tf 

10 V W- 2 -Hr^ 

l-7y;>-3-^^-4-^na-l, 3-i/t KP'f 5^/ [4, 5 

-c] t°Vi?l/-2-*^0. 75g©l, 4-^^f-^l 5m 1 WWi\Z.fc 1 . 

5mlJ-^ *7We/l/* y -i^V K 1 . 0 6 g „ 2 % V J^WKW-W. 

3mH5j;t;i3>>i^tMJ!?Al. 9 4g©7R^i6ml^n^ 18ffl 
15 6 0°C-X?iBfiaUfc o 7k 2 0 Om 1 Sr^O^ Bffll^/H OOml T?ttWUfc 0 ^ 

$IJi3rzk2 x 5 Om 1 b U !^AO|SfPzk^5 Om 1 T?]!|ft#C*» U 9ft 

3 8 g £r#fc 0 
20 'H-NMRCCDCla) 

6 5. 44 (s, 2H) 7. 01 (d, J=6. 5Hz, 1H) 7. 30-7. 38 (m, 5H) 8. 08 (d, J=6. 5Hz, 
1H) 9.18 (s, 1H) 

f) 3-^>^;V-2. 4-^PP-l. [4. 5- 

c] 

25 3-^^-4-^pp-I, 3-i^t Kn-f^^/ [4, 5-c]' try 

3 8 3 gte&^UmtV V5m 1 $5£Tfi3ZMfcV ^0. 338 
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g trim*., 2 4 mmMmMmistco mm&mmmm^ a**** 5 0 g matr, 
(2 : 1) m&ftm& } onme&mo . 1 3 g &#fc„ 

5 ^-NMRCCDCl,) 

6 5. 43 (s, 2H) 7. 12 (d, J=6. 5Hz, 1H) 7. 30-7. 38 (m, 5H) 8. 18 (d, J=6. 5Hz, 
1H) 

g) 4 - Q-^;V-4-^PP-3H — LA^V [4. 5-c] l) 2 

10 3-^>-^/V-2, Kn/f5^/ [4, 5-c] 

fcf U v>V 0 . 127g©N, N- S?* ^vVsiWAT ^ Klml 

t -^f^^T^O. 0 94 g^riPx.> 150tT?2^ 
MLfco S»xf;W2 5mlS:M, WWifcTk 1 0 m 1 T? 3 @ hWcT b P 
^^©|&fP7K^l 0ml "CJIR^^U M^^v^-^f^U «BE»*t 

(3 : 2) ^m^M^^^lB^^Oo 0 2 9 g£r#fco 
^-NMR (CDC1 3 ) 

5 1.44 (s, 9H) 3.21-3.25 (m, 4H) 3.49-3.53 (m, 4H) 5.53 (s, 2H) 7.08 (d, 
J=6.5Hz, 1H) 7.30-7.38 (m, 5H) 8.14 (d, J=6. 5Hz, 1H) 
20 h) 3— <lsl?7V-2- -3. 

Z/Jjk* 5-c] h y 

4 _ (3-^v-4-^o-3H — f5^/ [4, 5-c] 
2 — f t°^<7v^^- 1 -jjsvtf^m t -^f;l/x^f;WO. 0 2 9 g <£>N, 
N-^^vV/}vK^T5; K2ml»7Klml 33^3 5 0 /oIilml 
25 3 6 ^PM^M^bfCo U ^ ^ 

7^- (Tir b=hy/v-7MM£IMB (0. i%f'J7;^o^f) SrJHi^ 
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fc„) fcTflWfiU mmit^-mo. 0 0 6 g£#fco 
MS m/e (ESI) 310. 29 (MIF--CF3COOH) 

tMiaas. 3- - 2- (e^^^-i— f/v) -3, 

S-^KP^^'/r4. 5-c] tr9S?y-4-^ h!) 7^PS»fi 
5 aj 2-^-1- (2-^^AO - !H->TS*V~7V-4, 5 — 

2-^n*-lH-'f^^/^-4 ) 5— MJA' CCAS No 
50847-09-1] 90. 6 g ON, N-^ 2 Om 1 

»»^^6 9. 8g*5^1-^ ; t-2-^74ml©N 1 N 

<?;Vl 1 fc*5 0 0mlfcJO^ *«Wlfc*6 0 Om 1 "C 2 HI k h !> 

d:4) mmftmx vm&ib&vo* 8. o g £#fc 0 

15 1 H-NMR(CDC1 3 ) 

6 1.87 (t, J=2.3Hz, 3H) 4.85 (q, J=2. 3Hz, 2H) 

2 _-/ n ^_!- (2-^^/V) -lH-^^^-4, 
20 ^b'J;V48. 0 g©x^/-^5 O Om if 11^10^2 5m 1 SrJtl^ 11 

;V5 0 0mli:7|c5 0 0ml(uijm 2RSMfc;fr U !7 Atp H 8 HUHKUfc. tK 
■ ttfllxf/l/BOOnil-CiiaU tflMM*** WI^^V^AtfMI 

25 m^f-jV (1:3) » m^Wcfc 9 ^13^^12 1. 7 g £r#fc Q 

^-NMR^DCla) 
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8 1.43 (t, J=7.0Hz, 3H) 1. 87 (t, J=2. 3Hz, 3H) 4.46 (q, J=7. 0Hz, 2H) 4.85 
(q, J=2.3Hz, 2H) 

cj 4- fl- h^^/U^/l/- 1 

5 A: 

2_- /t3 c e -l- (2-^^) -5-^7/-lH-^5^/^-4- 
^/km^/V 2 1. 7 g Sr^fc^l 115b ^UTO^SU ^IB 
fc&m 2 5. 1 g £r#fco 
'H-NMR (CDC1 3 ) 

10 5 1.43 (t, J=7.0Hz, 3H) 1.49 (s, 9H) 1.87 (t, J=2. 3Hz, 3H) 3.22-3.26 (m, 
4H) 3.56-3.61 (m, 4H) 4.44 (q, J=7. OHz, 2H) 4.68 (q, J=2. 3Hz, 2H) 
d ) 4 _ [ 1 - (2-7*^=-^) - 4 - 5 - v^T; - 1 H->f ^ 

#,/~ )V - 2 — r )V\ 1 /m$ >>wt t - -f^ -jv^^jv 

4- [1— (2-^^—/V) — 5-^7; — 4-31 b^^7V5j?n jV- 1H — 
15 -iKfyr— ;v-2.-^jv1 \f^<y^-l-iJ^^m. t-zf^?v^y L ;v2 

5 . 1 g tf>^* / -A- 5 0 0ml 5 N?^^ h P 1 6 m 1 SrJn 

x., 2i^[llgmT*fPI#bfc^ S^fc^ffiMiUfco a^&^s^^i 1*5^ 

t57K5 0 0mU«U 2Nlt5 0ml^Ptfc 6 ^WtB *mttr V V V A 
<Dte5fo7k8Bfc2 0 0ml ^Lat^^^!?A^iLiJEtiLiE^ 
20 !|23. 2g 2r#fc 0 
^-NMRCCDCls) 

6 1.49 (s, 9H) 1.87 (t, J=2. 3Hz, 3H) 3.22-3.26 (m, 4H) 3.56-3.61 (m, 4H) 
4.68 (q, J=2.3Hz, 2H) 

e) 4- fl- (2-y>^~^) -5-V7;-4-tKPW^-lH 
25 -xf $ 2 -^VVl fc^93^- 1 -3&^^lft t --f^-;V^^JV 

-10°C"C4- [1- (2-^^A) - 4 5 - */7; - 1 H 
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( * tr>/— ; \,- 2 — ( fV\ bf^9 *J is- l >Wi t - 7^;v^^*r;v 

2 2. 9gOf h9t KP7?V6 0 0ml!:|JI*f^7$y6. 9g*5i^ 

^dn^-f y^vn o. 19 g<D^ h9tKP7?yio Omi^iT 

5 | tb y^ 9> 45g©*100ml^«Tbfc. H*M«, 

5 0 0mlj3±t^7K5 0 0mlSrJP)t, lNltTpH5ic-«llLfct, IK 
^A©tt3ftl7K»«tfpHl OfcWSEUfc. tii%*5 0 0ml fc' 
atfW- b y ?A©IMtoMW*5 0 0ml -CMBJca^UWEBK^^^A-ClfcifcU 

10 ^-^iJ-v (4:1) ?gEW^®J:D«l&fb^l 9. IgSrUfco 
^-NMR (CDC1 3 ) 

5 1.48 (s, 9H) 1.84 (t, J=2. 3Hz, 3H) 2.26 (t, J=6. 3Hz, 1H) 3. 13-3. 17 (m, 
4H) 3.53-3.57 (m, 4H) 4.58 (q, J=2. 3Hz, 2H) 4.64 (d. J=6. 3Hz, 2H) 

n 4 _ [- x _ -5-i/7y-4-^^;^- l H-^f 

4- [i_ -5-^T/-4-t Kn^i/^f;v- 1H — f 

3 5 g PD^^y5ml S9Rm-il^>'^fv 3 . 2 8 g &Jn*.; 
SrSi&T? 15^ Jn^iS^TT- 5 f^KJft^ Vtc^ tiEIl bfc 0 

3 ) mm^m £ y> mm^m 1 . 1 1 g &#fc 0 

'H-NMRCCDCla) 

S 1.50 (s, 9H) 1.88 (t, J=2.3Hz, 3H) 3.24-3.28 (m, 4H) 3.59-3.63 (m, 4H) 
4.70 (q, J=2. 3Hz, 2H) 9.87 (s, 1H) 

25 g ) 4- [1- (2-^^/W) - 5 -77/-4 - (2-3: f^^^- 

as\£~aa - i h — r ^ 2 — r /n 1 zM^l^i i- 
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Kn77^5ml mm^mt^ hVV&O. 0 3 8 g «riPx.fc 0 4 - [ 1 - (2 

- iv) - 5 - i/r / - 4 - ^- 1 h — r 3 ^S—?V- 2 -> f /V] t° 
5 t-T'f^^f^O. 3 1 0 g YyM Ko7 

7y5mim 30#&#Ufc„ S®xf;V5 Oml^O. 1 NzkSHb 

(3 : 7) ^m#®£9^1Bfc^0. 380 gl:#fc o 
10 X H-NMR (CDC1 3 ) 

6 1.33 (t, J=7.4Hz, 3H) 1.50 (s, 9H) 1.86 (t, J=2. 3Hz, 3H) 3.19-3.23 (m, 
4H) 3.55-3.59 (m, 4H) 4.25 (q, J=7. 4Hz, 2H) 4.59 (q, J=2. 3Hz, 2H) 6.70 (d, 
J=15.8Hz, 1H) 7.50 (d, J=15. 8Hz, 1H) 

h) 4 - [1- -5-V-T7-4- (2-* 

4- [1- (2— :/^A0 -5-VT/-4- (2 -.31 y*rZ/j3JVtf~ ;V\f 
- 1 h — f 3 PV—JV- 2 -^T/V] tV7 i?y- 1 -^/V^^ t 

^-/^^^^^r^ji^j 3 3 8 d t mmzmmvmwk&yo&'&fco 

20 1 H-NMR(CDC1 3 ) 

8 1.50 (s, 9H) 1.86 (t, J=2. 3Hz, 3H) 3.19-3.23 (m, 4H) 3.55-3.59 (m, 4H) 
4.59 (q, J=2.3Hz, 2H)' 6.70 (d, J=15. 8Hz, 1H) 7.50 (d, J=15. 8Hz, 1H) 
t) 4- [1 - (2-Zf^=-7V) -5—>T7-4- (2-T3?K#/HK~^ 
g - ;U ) - x H — ( 3 2 -4)V\ t°s<7 1 z^/VjjVM t - 

25 -f^A^^rJ^L 

mm<z>nmn.T, 4- [1- (2-^-^) -5-^r/-4- (2-^7^ 



WO 03/104229 



294 



PCT/JP03/07010 



t-^f/l/^f/VO. 2 0 0 g N hy^^T^^O. 0 7 3ml^J:^7 
^/V***>-ilTi?F0. 1 08ml©t-^;-/l'2ml»4^5 
0°C-e^Pf^Ufci o Oral ^Px^ 7^2 0 m 1 -Cifcif-bfco ^WM* 

^-{JitilL, (2:3) ^W^® J: «9 MWt-^^l 0 . 

1 7 8 g &#fc 0 
*H-NMR (CDC1 3 ) 

8 1.48 (s, 9H) 1.86 (t, J=2. 2Hz, 3H) 3.19-3.23 (m, 4H) 3. 55-3. 59 (m, 4H) 
10 4.59 (q, J=2.2Hz, 2H) 6.67 (d, J=15. 4Hz, 1H) 7.56 (d, J=15.4Hz, 1H) 

n 4- [4- ( 2 - t - / h ^i/i?^^^/^7 ^ > -1- (2-^ 

g-^TVQ -5-^77-lH- ^S^V-/V-2->f;H ^7^V-1-^^ 

^fO#ffljS,Ts 4- [1- (2-^~/V-) -5— V7V-4- (2-T^ 
15 K^/v#-^tf=/v) -iH-^^)/-;v-2->f^ tv<;7^-l-;*^ 

— l-T^U, (9:11) $tm#®£9^f5te^O. 

1 6 9 g £:#fco 
20 *H-NMR (CDClg) 

5 1. 48 (s, 9H) 1. 84 (t, J=2. 2Hz, 3H) 3. 16-3. 19 (m, 4H) 3. 54-3. 58 (m, 4H) 
4. 51 (q, J=2. 2Hz, 2H) 5. 83 (d, J=15. 0Hz, 1H) 6. 43-6. 53 (m, 1H) 7. 55-7. 66 (m, 
1H) 

k) 4- [4- ( 2 - \--?y**/l3)Vi$~A>T^J\?~ ^ -1- (2-^ 
25 ^n/k) - 5 -^;w^;^- l H-^{ ^ 2 - tf^^^-l 
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4- [4- (2- t-zf Y**s1lA<1fi~fi'T%S V-A') -1- (2-Zf<^~ 
JV) _ 5 _c/ T y _ i H — ( yy—Jl'- 2 — f V^irif-i-UAstf-y 

m t -y^/v^^^/vsr^is^j 3 3 2 b t mm^mi.mmt'B-m^m^o 

^-NMRCCDCls) 

5 8 1.48 (s, 9H) 1.84 (t, J=2. 2Hz, 3H) 3.21-3.25 (m, 4H) 3.54-3.58 (m, 4H) 
4. 68 (q, J=2. 2Hz, 2H) 5. 90 (br. s, 1H) 6. 36 (br. d, J=14. 8Hz, 1H) 6. 92 (br. d, 
J= 8. 4Hz, 1H) 7. 45 (br. s, 1H) 7. 52 (m, 1H) 
n 3- (2--ff-^) -2- (tf^v^- 1 ~-lW > -3- 
p^;^/ f4, 5-cl tfy^V-4-^-^ KU7;^pS1I 

10 4- [4- (2- t-^b^V#^^KT^ fcf~A-) -1- (2-^~ 
^) _ 5 - 1 H-f ^ 2 <?V\ fcf^S?>—l-# 

t-^I/X^f/VO. 0 0 7 5 g©^^y-^0. 3mliiC5 

m%knmmfc?w vfyy^- (r-^h^hv^-^^wm (o. i%hy 

15 ^y^Pgtm^) Srfflv^Co) ^Tiff^U ^IB^^O. 0 0 4 3 g %#fd 0 
^-NMR (CD 3 0D) 

6 1. 81 (t, J=2. 4Hz, 3H) 3. 45-3. 48 (m, 4H) 3. 62-3. 65 (m, 4H) 5. 15 (q, J=2. 4Hz, 
2H) 6.60 (d, J=7.1Hz, 1H) 7.18 (d, J=7. 1Hz, 1H) 
MS a/e (ESI) 272. 32 (Mtf-CFgCOOH) 
20 tli3 3 9. 3- (2-^~;V) -5- (2-73i^x^) -2- (b° 
s<j*S > -l->(As') -3. 5-^KP>f^^ T4. 5-c l Qj^zi 

a ) 4 _ [3 _ -4-^y-4. 5-^tKP-3H->f 

25 t/^v^j^tvv- 

3- (2-^^V) -2- (lf^7^-l _3 > 
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5 ?V C 4 , 5 - c ] \* y 4 b 1 ; 7 2 5 8 
1 H-NMR(CDC1 3 ) 

6 1.49 (s, 9H) 1.83 (t, J=2. 3Hz, 3H) 3.35-3.39 (m, 4H) 3.60-3.64 (m, 4H) 
5 5.07 (q, J=2.3Hz, 2H) 6.55 (d, J=7. 1Hz, 1H) 6.97 (d, J=7. 1Hz, 1H) 

h) 3- {2^7±~M ~ 5 - (2-7^^V^^V) - 2- (tf^S?^ 
- i - 3 . KP/f$^/ T4. 5-cl V2U?±^ZA=*> b 

4 _ [ 3 _ -4-^y-4, 5-v?tKo-3H-^^ 

io y [4, 5-c] try^^-2— r/v] ^^^v-i-^/v^vm t-^ 

/Urr.^/HjSiT* ^yfytfl!V^Ifll2 5 8 b £ 1*1111 

^-NMRCCDaOD) 

6 1.83 (t, J=2.4Hz, 3H) 3.05 (t, J=7. 3Hz, 2H) 3.45-3.48 (m, 4H) 3.62-3.65 
15 (m, 4H) 4.26 (t, J=7. 3Hz, 2H) 5.18 (q, J=2. 4Hz, 2H) 6.46 (d, J=7. 3Hz, 1H) 
7.15 (d, J=7.3Hz, 1H) 7.16-7.30 (m, 5H) 
MS (ESI) 376. 36 (Mtf-CFgCOOH) . 

OTSM3 4 0. 3- j2=7±~M -5- - 2 -• 

-3. 5-^bK^$^/ T4. 5-cl U 

20 —A-^y MJ7;VtP^tt 

4 _ [3- (2-y^/V) -4-^-^y-4, 5-v?tFo-3H-^f^ 

✓ [4, 5 - c] try i?^- 2-^r/v] tf^v^-i-^A'^^ t-zff- 

25 1 H-NMR(CD 3 0D) 

5 1. 80 (t, J=2. 4Hz, 3H) 3. 45-3. 48 (m, 4H) 3. 62-3. 65 (ra, 4H) 4. 30 (t, J=5. 5Hz, 
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2H) 4.44 (t, J=5.5Hz, 2H) 5.16 (q, J=2. 4Hz, 2H) 6.59 (d, J=6. 1Hz, 1H) 
6.87-6.91 (m, 3H) 7.20-7.24 (m, 2H) 7.50 (d, J=6. 1Hz, 1H) 
MS m/e (ESI) 392. 34 (MH + -CF 3 C00H) 

tMil3 4 1. 3- -5- (2-t^y-2-7x^Vxf 

5 ;V) - 2 - (tf^7^^-l Ukl -3- T4, 5-c] 

4- [3- -4-t^y-4, 5-^tKo-3H-^5^ 

y [ 4j 5-c] r/Kl tr^s^-i-*^^ t-^ 

/^^7 i 7^J:TJ?2-ya^-r-fe h7x/ ^3rfflV>T^Jfe#l2 5 8 b ^Rtt^ 
10 3ffiU ^fB^^^r#fc 0 
^-NMRCCDsOD) 

8 1. 79 (t, J=2. 3Hz, 3H) 3. 46-3. 50 (m, 4H) 3. 64-3. 68 (m, 4H) 5. 16 (q, J=2. 3Hz, 
2H) 5. 61 (s, 2H) 6. 65 (d, J=7. 3Hz, 1H) 7. 37 (d, J=7. 3Hz, 1H) 7. 57 (t, J=8. 0Hz, 
2H) 7.69 (t, J=8.0Hz, 1H) 8.10 (d, J=8. 0Hz, 2H) 
15 MS Ve (ESI) 392. 34(MH + -CF 3 C00H) 

gffii3 4 2. 2- T3- (2-^^/V) -4- *-*y-2- (bT^^V 

-3, 4-^tKp>f^/[4. 5-cl 

4- [1- (2-7'f^) - 7 7-^tFn-lH — ( $ ? 
20 V [4, 5-d] t°y^-2-^;H t°^7v?^- 1 -^Aotf^ t-^ 
^aL^x^*5J:t^2-^n^-^^^<^y^ h y;v£r^Tll«!j2 5 8b^i 

^-NMR (CD 3 0D) 

6 1. 78 (t, J=2. 3Hz, 3H) 3. 45-3. 49 (m, 4H) 3. 64-3. 67 (m, 4H) 5. 14 (q, J=2. 3Hz, 
25 2H) 5. 47 (s, 2H) 6. 67 (d, J=7. 0Hz, 1H) 7. 20 (dd, J=7. 2, 1. 0Hz, 1H) 7. 46 (td, 
J=7.2,1.0Hz, 1H) 7.50 (d, J=7. 0Hz, 1H) 7.60 (td, J=7. 2, 1. OHz, 1H) 7.80 (dd, 
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J=7. 2, 1. 0Hz, 1H) 

MS w/e (ESI) 387.34(MH--CF 3 C00H) 

ilffi3 4 3. 3- j2^±^M -4-**y-2- (bV7^-l~ 
>tAA - 4 . 5-^bKP^^^/[4, 5 - c 3 y 3?^- 6 -jJfrtflsWt * 

a ) 4 - [i- - 4 - 1 Kp » 5 - f 

4- [l- (2-^=/v) -5-^r;-4-tKp^f;v-iH — f 

5 9 6 g ©x^ y — ;V 5 0ml J§?£fcU5frffcT ?A50 %tK^S 1 0 m 1 & 
Mx.. 1 6 tifm^UX*W#¥\^feo mk^f-^A OOml ^P^L, tK l O 0 m 1 

zmtm\^r y v ?j»(Dmu7kwmi oomi ^m^c^mm-^^^^^ 

15 g^^/v-^^lJ-^ (4:1) *§m#Hi J: 9 SHBflS'&tt 3 . 22 1gWc. 
^-NMRfcDCls) 

6 1. 49 (s, 9H) 1. 84 (t, J=2. 4Hz, 3H) 3. 17-3. 21 (m, 4H) 3. 54-3. 60 (m, 4H) 
3. 62 (t, J=5. 8Hz, 1H) 4. 68 (d, J=5. 8Hz, 2H) 5. 05 (q, J=2. 4Hz, 2H) 7. 35 (br. s, 
1H) 8.46 (br.s, 1H) 

20 b) 4- [4- (t —zf^V^7x^7^9=-A^^r^>^f -A^ -1- (2- 

zf=f-~;v) - 5 -ft^?;v/^^^- 1 H-^f ^ fr-S—fr— 2 —4flA 3? 

-y— l — jfr^tf^lfe t — y^/PJ^^^/V 

4 - [ 1 — (2— zf*F~JV) - 4 - 1 KP f ^- 5 - W^*^ /I' 

-lH-'f?^/- /V-2-^^3 t^7^>- 1 -7J;V#>^ t —-ff-flsx. 
25 7^3. 221g©N, N— 5?* ^#M7 5 K2 5 m 1 $«f--f %?*S— 

;V0. 6 6 8 gfej;t;t-7WPnv?7x=/l/v'7> / 2. 7 0gS:iBi 1 
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6 H#M£aT?»#bfco ffiWt^* 3 0 0mim> ^H^tK lOOmlf 

smtmt-r v v vj»v>ma&tm&i o om i x^mikffi&^wi** 

flsg^^VV-^lf-^ (2 : 3) »W^®J:«9lgSa^*4. 3 5 7 g«rHfc, 
5 ^-NMRCCDCla) 

5 1.05 (s, 9H) 1.49 (s, 9H) 1.84 (t, J=2. 4Hz, 3H) 3.06-3.11 (m, 4H) 
3.53-3.57 (m, 4H) 4.74 (s, 2H) 5.19 (q, J=2. 4Hz, 2H) 7.31 (br. d, J=4. 1Hz, 
1H) 7. 37 (t, J=7. 2Hz, 4H) 7. 44 (d, J=7. 2Hz, 2H) 7. 63 (d, J=7. 2Hz, 4H) 9. 28 
(br.d, J=4. 1Hz, 1H) 

10 c) 4- T4- ( t -T/^/Vv^^^W^ — -i~ < 2 ~ 

2 7 y] l —XA'tfi'Wt t -zf^/^^y L /^ 

4- [4- ( t -^^-7^731^/^9^^^"^^^^^) -1- 

-5-W^/f/V-lH — t ?V-2.-> (JV) K'^i?^- 
15 t-^H^f/W4. 351g©^nP^^100ml 

Ill-f h 7 7;l/t n li 5 1 b f ^t^f V = !> A 1 . 2 3gt:iBl 
1 5mmMWVtc 0 BM^^s o Om l ^Dx.^ ^WM&lfc&ftM'}- hV&<k 
ttffb*l&* lOOmli: ffitffcT 9 A^SlTK^ 100ml T?JH?fciJfc#- UfiSE 

^ v >7 a -c$y& u^ff mm u fc 0 4 . 4 3 9 g %#fc D 

20 ^-NMRCCDClj) 

5 1.05 (s, 9H) 1.49 (s, 9H) 1.84 (br. s, 3H) 2.36 (br. s, 3H) 3.11-3.15 (m, 
4H) 3.54-3.58 (m, 4H) 4.63 (br. s, 2H) 4.66 (br. s, 2H) 7.37 (t, J=7. 2Hz, 4H) 
7.44 (d, J=7.2Hz, 2H) 7.63 (d, J=7. 2Hz, 4H) 

d) 4 - [i - - 4 - b KP 5 - ^ f ;V^^7 

25 t ^;vl3 ;Vt$^;V- 1H-^S 2 — Cik] g^LZ 1 
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4 _ [4- ( t _ ^f;l/i?7 1 =^ ^/Vt^i/^ f /V) -1- (2—^^ 
- 5 - f5-?V7.}\<7 y )Vif^% K-f/V- 1 ^ fT^—A'- 2 - 

Kpyyyi 0 0mlW-5Nl^3 0ml 2 2B£raM"T?J*#Ufc.. 

5 M^iffil t^S^^^ a o ^ ^ y 1 0 0 m 1 i*L. 31^- t 

A^nvh^?7>f-l!:t»iU ffl^c^vV— ^IJ-V (2 : 3) ^ffi^WJ: 
9 WSAK&lfo 2 . 2 4 g 3r#fc 0 
10 X H-NMR(CDC1 3 ) 

6 1.49 (s, 9H) 1.84 (t, J=2. 3Hz, 3H) 2.47 (s, 3H) 3.21-3.25 (m, 4H) 3.27 
(t, J=5.6Hz, 1H) 3.56-3.60 (m, 4H) 4.81 (q, J=2. 4Hz, 2H) 4.89 (d, J=5. 6Hz, 
2H) 

4 — r 1 — (2-^^-^/V) — 4— fr/V^/V— 5-^f/^ ^7T^^ 
15 ;V^;V- 1 H f ^ $j/rz ^~ 2 Ildl^] ^<2_2 l^Z 1 1^1 

4 _ [! _ - 4 - 1 Kp dfi/^ f 5 - > ^;v^;V7 r = 

20 ^-NMRCCDClj) 

5 1.48 (s, 9H) 1.84 (t, J=2. 3Hz, 3H) 2.58 (s, 3H) 3.22-3.26 (m, 4H) 
3.56-3.60 (m, 4H) 4.80 (q, J=2. 4Hz, 2H) 9.88 (s, 1H) 
f ) 2 - (4- t YZj-i/Zuvft-sW^vV^'- 1 z^Ukl ~ 3 ~ ( 2 ~ 
rf^-M _4-^^y-3, 4-^bKP^$^/ T4. 5-cl gy^- 
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a^xTA»0. 1 74g<D^PO^^y2ml»l, 8 -i?TV\? 9 s9 V 1 5 . 
4 o] _ 7 _^yf-feyO. 0 7 9 g^J:t) ? 4- [ 1 - -4 
A— 5-^W^7 7^^^ ;: ^- 1 H-^T 5 — /V- 2 — f 
/V] tV*?^- 1 t -^f^x^T/l'O. 19 4 gcD^^ad 

*^9A^Pvb^7^-fct«HlU g^^^-^^f-V (3 : 2) 

^m^-® <t 9 mmfc&vo o . 1 4 7 g sr#fc„ 

^-NMR (CDC1 3 ) 

8 1.49 (s, 9H) 1.83 (t, J=2. 3Hz, 3H) 3.37-3.41 (m, 4H) 3.59-3.64 (m, 4H) 
10 3.83 (s, 3H) 5.04 (q, J=2. 3Hz, 2H) 5.46 (s, 2H) 7. 33-7. 38 (m, 3H) 7.41 (s, 
1H) 7.45-7.48 (m, 2H) 

5— s?t: Kp-3H-^S*V [4, 5-c] y 2 fAj bT^S^ 

— 1 —$3A/i$ >M t - 

15 li©#ffl^Ts ^^/-;V2mUJ:thy'7A0. 0 2 3 glrM, ^i© 
»^ 0 fcb2- (4- t-^b*V*^*=A'br^9^-l— (M - 
3- -4-t^y-3, 4-.v?tKn^^y [4, 5-c] 

f V) 5 , 6 -S^yVJtfvSfc 5 — <l/i?jV^XTSls 6 ^vVcn;*7VV 

0. 147g©^;^2ml^Mf:i. Hi^iia^u^S 

20 Mfcr-^vW Oml % |gffcT>'*~?A<0 5%7K88fc2 Oml fci^lNlSlm 

1 0 8 g £#fc„ 
^-NMRCCDClg) 

25 8 1.50 (s, 9H) 1.83 (t, J=2. 3Hz, 3H) 3.20 (s, 9H) 3.37-3.41 (m, 4H) 

3.59-3.64 On, 4H) 5.07 (q, J=2. 3Hz, 2H) 6.82 (s, 1H) 8.60 (br. s, 1H) 
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h) 3- (2-^^^^) - 4- t^y-2- (tf^9S?V-l- 
4jkl - 4, C 4 , 5-c] tfyv?y-6-^ 

4- [3- (2-^^7V) -4-**y-6- h !J ^ 5 
5 -i?tKa-3H-^f5^/ [4, 5-c] t° y 2 — f /V] fcT^^^V- 

l t -y'^-^^^T/^mMM 3 3 8 it Hfil^^yguaSB^ 

^-NMR (CD 3 0D) 

8 1.81 (t, J=2.3Hz, 3H) 3.45-3.49 (m, 4H) 3.64-3.67 (m, 4H) 3.95 (s, 3H) 
10 5.17 (q, J=2.3Hz, 2H) 7.35 (s, 1H) 
MS Ve (ESI) 330. 16(Hfflr-CF 3 C00H) 

»J3 4 4. 3- -5-*°?Sl/-4-**y-2- 

7i?y- i-^r/v) -4, [4, 5-c] bfy^-is- 

15 4- [3- (2 As) -4-^y-6-h^f^^-4, 5 
-v>t KP-3H — f [4, 5-c] t o y;^V-2 — i)V\ \?s<=7*?>- 

1—3};V7$1/Wk X—-? s f-)V^?, : T>V§. 0 3 0 g©N, N — ?-/U7fr/VJ>>T 
5K2ml»»!)!)A0. 0 2 4 g*3i^3 Wf^O. 0 2 7ml 
&r*P 5 0 °CT* 4 8 H^TOnf^ bfc D SHft^A' 2ml *5<t U*7k 2ml^P 

&m%mx~mmi,mm&*? ss^o. 5mn«n^5NMo. im 

- h y /^-Tkm^Sj^ ( o . l % F> y y/vtirvwm&ff) Srfflvrfco) teTflfiK U 

^IB^I^ 0 . 0 0 7 g &#fc 0 
25 ^-NMRCCDgOD) 

5 1. 81 (t, J=2. 4Hz, 3H) 3. 45-3. 48 (m, 4H) 3. 62-3. 65 (m, 4H) 3. 74 (s, 3H) 
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3.94 (s, 3H) 5.17 (q, J=2. 4Hz, 2H) 7.25 (s, 1H) 
MS Ve (ESI) 344.30(MH f -CF 3 COOH) 

$Mii3 4 5. 3- (_2=7±~M -5-*^jV-4-**y-2- (fc°^ 

-4, 5-s?tKp>f$^/[4. 5-ci trys^-e- 
5 ft surf yl7 $ K K y 2Jk± g 

fijLftniii^ji 1 5 i tmm\z#mu m^t^mo. 010 gsr#^ 0 

MS a/e (ESI) 329. 32 (MH + -CF 3 C00H) 
10 ggflKfli]3 4 6. 3- (2-^~/H -4 -^y-5- (2-^y-2- 

-2- (tr^^-i-^vv) -4. 

4- [3- (2-^^V) -4-t^y-6-h!J^ h d f^f/V-4, 5 

15 -i?tKo-3H-^^/ [4, 5-c] t°y^y-2-f;v] t°-<7^^- 

MS Ve (ESI) 448. 31 (MH + -CF 3 C00H) 

^Mil3 4 7. 3- (2-7^^7V) -5- ( 2 - y-T/^^AQ -4-sj- 
20 (tf^S^-l-^/VQ -4. 5-^bKP>f$^/ r4. 5-c] 

4- [3- (2-^=-/V-) -4— >^P-y-6— b y * h^>^f-^-4, 5 

-v?tKn-3H-^?^/ C4, 5-c] t^^v- 
1 - # /vjJ? t - ^f-A-^^T/^is £tf2-:/n^ ?vw< v h y 7v£r 
25 $mM 3 44k fSflHc&l&U ftfco 
MS Ve (ESI) 445. 32 (MHT-CF 3 C00H) 
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**«a48. 3- -5 - (2-*/7;^» -4-* 

',»y-2- (tf^S^-l-WAO -4. 5-^fcKP>f $^/r4. 5~c] 

4 _ [ 3 _ (2-^~A0 -4-t=3f-y-6- * 5 
5 ->;tKP-3H-^f^/ C4, 5-c] t o y^V-2-^/v3 tf*?*^- 
1 - * t - "f ^VV^* &T$2.-Zfv*:f- Y V As* 

mm 3 4 5 *|Bfl2^**#fc« 
MS Ve (ESI) 430. 34 Oflf-CFsCOOH) 

io ^ -l. 5-^Kn^f>;^/r4. 5- di by 
T4. 5-di t-y ^i^-4-a-^ 

15 a ) -2 1- -2-^PP-5-^f/V -l- 5— S?fcKP 

^s*vr4. 5-di try^^-4-^ 

2-^P-5-^f;V-l, 5-^tKP>f5^ C4, 5-d] t°y^ 
^-4-^-^0. 184g©N, N-i?^ W^A7 1 O m 1 iil^f 
#y?^0. 16 6g^2-^f=;^oWK0. 106Al^Pi,i 
20 mi? 1 8 B£M»# Ufc 0 5 0mim * 2 0 m 1 "CHIIL Jfrft^ 

hy i>A<pi^7Ki^2 0mi'tf«Wca5»u ?»^^*v^A-e««bfc. & 

(4 : 1) *£m#HJ:lK 3- (2-^-^) 

5 _^^ /V _3, 5-??t K»>f5^[4, 5-d] try m-4-tyo. 

25 1 7 5 g m ^•fr^-Sffifcc^' (2:3) 0 * 1- (2-^ 

-2-^PP-5-^f^-l, 5-^bKP^5^/ C4, 5-d3 t° 



WO 03/104229 



PCT/JP03/07010 



305 

!J 4-t^0. 0 3 3 g?:#fc. 

[4, 5-d] t°y ^$^-4 

'H-NMRCCDCla) 

5 8 1. 82 (t, J= 2, 3Hz, 3H) 3. 87 (s, 3H) 5. 32 (q, J=2. 3Hz, 2H) 8. 19 (s, 1H) 
! _ (2-^^) -2-^n-5-^f/V-l, 5-e?tKn>($^/ 

[4, 5-d] try 

^-NMR (CDC1 3 ) 

5 1.87 (t, J=2.3Hz, 3H) 3.91 (s, 3H) 4.90 (q, J=2. 3Hz, 2H) 8.20 (s, 1H) 
10 b) 4- ri- (2-^^ -5-^^ ~4-^y-4, 

p _i h-^$^/ u. 5-di tf^S^-l-* 

!_ (2-^-^) -2-^nP-5-^f^-l, 
[4, 5- d] t°y ^K^-^&^t^^K- 1 -XA'tfl'M t- 
15 ^/v^*tvi^||J&#|1 19c fcR«IK:«MaU *1Bfl5'£4fc«r#fc. 
^-NMRCCDCls) 

5 1.50 (s, 9H) 1.87 (t, J=2. 3Hz, 3H) 3.30-3.34 (m, 4H) 3.59-3.63 (m, 4H) 
3.90 (s, 3H) 4.70 (q, J=2. 3Hz, 2H) 8.11 (s, 1H) 

c) ! - (2-^^V) -5-*fA'- 2- (f^v^- l-^) -1, 
20 5— Ko>f T4. 5-dl h9 7^Pff » 

4- [5-pt^/V-l- ~4-^y-4, 

iH-^^/ [ 4> 5-d] t°y y^v-2— OKI tr^9^-i-*^* 
^ t-^^-zvcn^^^^^jg^ji 1 5 i tmfflzjtmxsMttik&to&ft'fc-o 

25 'H-NMR (CD3OD) 

8 1. 84 (t, J=2. 4Hz, 3H) 3. 44-3. 48 (m, 4H) 3. 58-3. 62 (m, 4H) 3. 86 (s, 3H) 
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4.96 (q, J=2.4Hz, 2H) 8.39 (s, 1H) 
MS Ve (ESI) 287. 17 (MH + -CF 3 COOH) 

mmm3 5o. 2- cur*. 2r*) 2-t^^ p^w^]-3 

[4, 5-d] If U ^^V-4-^-^*5<tt) ? b9>'^-l, 2— S^^o-^^V 
S?T5 VSrlSififlll 19c fclBl^RjESU Wfc^^&Wfc* \> # J V 4 ~ 

10 ^-NMRCCDjOD) 

6 1.39-1.49 (m, 2H) 1.50-1.61 (m, 2H) 1. 80 (t, J=2. 3Hz, 3H) 1.85-1.92 (m, 
2H) 2.11-2.18 (m, 2H) 3.19 (td, J=ll. 0, 4. 1Hz, 1H) 3.80 (s, 3H) 3.93 (td, 
J=11.0, 4.2Hz, 1H) 4.91 (dq, J=18. 0, 2. 3Hz, 1H) 5.44 (dq, J=18. 0, 2. 3Hz, 1H) 
8.07 (s, 1H) 
15 MS mfe (ESI) 315. 19 (MH + -CF 3 C00H) 

g»j3 5 1. 2- f(lR*. 2S*) 2-7^^p^w-;;]-3 

- (2-^^0'-5-^^V-3. T4. 5-d] \f 

y y^v- 4 — a-y b y 

3- (2-~7?-~JV) — =f-;V- 3 , 5 Kn^f 5 

20 [4, 5-d] try £t^>-*- 1, 2-i/^n^^^v^T 

^ ^&mMM ii9cj: u ^m^5i^^ —x*m 

1 H-NMR(CD 3 0D) 

5 1.54-1.68 (m, 3H) 1.71-1.81 (m, 2H) 1.83 (t, J=2. 4Hz, 3H) 1.85-1.91 (m, 
25 2H) 1.91-2.01 (m, 1H) 3.69 (m, 1H) 3.80 (s, 3H) 4.37 (m, 1H) 5.04 (dq, 
J=18. 3, 2. 4Hz, 1H) 5.55 (dq, J=18. 3, 2. 4Hz, 1H) 8.09 (s, 1H) 
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MS (ESI) 315.27(Mir-CF3C00H) 

SfeHfrflai 3 5 2 ■ 3- -5-^^ -2- (1, 2, 3, 6~ 

-3. T4. 5-d] 

5 a ) 5-^^-2-(lf y ^-4->f/^)-l. 5- ^fc KP>f$^/[4, 

5-dl gjj ^^-4-^-V 

4> 5 _^ 7 >; / /_2-^f;W2H-t o !Jm-3-ty0. 5 6 0 gt 

4 _ t « jj j?y^;wVVft K 0 . 5 3 5 g — h P^Vif ^ 10ml l^Dx^ ^ 
f|©#i^TT'3^1 9 0^-C*n^bfc„ R^SrftSIU, tfcJR«*r*M&U 

10 WIEKfrfrWO. 381gSr#fc„ 
1 H-NMR (d 6 DMSO) 

5 3.78 (s, 3H) 8.14 (d, J=6. OHz, 2H) 8.48 (s, 1H) 8.76 (d, J=6. OHz, 2H) 
MS (ESI) 228. KMtT) 

b) 3 _ (2--77-~M - 5 - * 2 - (t°U -^-4 -^/W) -3, 

is C4, 5-d] try^v-4-a-^ 

5 _^^v_2- (try v?V-4-^7V-) -1, Kn — f [4, 

5 _ d ] if y ^y-4-ty*3j;tJ!2-/f^nW K^MH 1 9 d 

^-NMR^DCls) 

20 6 1. 84 (t, J=2. 3Hz, 3H) 3. 91 (s, 3H) 5. 37 (q, J=2. 3Hz, 2H) 7. 89 (d, J=6. 1Hz, 
2H) 8. 32 (s, 1H) 8. 85 (d , J=2. 3Hz, 2H) 

c) 4- ri- (2-^^yV) -6-^^-7-^y-6, 7-i?fF 
P-lH-^fS^/ C4. 5-d] gU^S?^-2 ->OH ~1~ (4-^ hj£ 

^rlk^k) gy^EJ£Ag-g-2dLii 

25 3 _ ( 2 -^^) -5-^^-2- (try^-4-^f^) -3, 5- 

Kn>f s^v [4, 5-d] if y^y- o45gtp-^K 
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^^/^P?^ KO. 0 6 0 At 1 SrN, N-^f^*^75KO. 1 
OOmlCHi ^m^#ffl^T> 6 5*t?4«fflH»#bfe. Rtf*tr**lU 
/thvimlJ: S^^vWn— 7VV 1 m 1 SrJP*., W^^rltl^ Wfcib&to 
0 . 0 6 0 g Sr#fco 
5 ^-NMRCCDjOD) 

5 1.75 (t, J=2.3Hz, 3H) 3.74 (s, 3H) 3.77 (s, 3H) 5.64 (q, J=2. 3Hz, 2H) 5.86 
(s, 2H) 7.05 (d, J=8.3Hz, 2H) 7.54 (d, J=8. 3Hz, 2H) 8.43 (s, 1H) 8.70 (d, 
J=6.3Hz, 2H) 9.24 (d, J=6. 3Hz, 2H) 

A) 3- {2=7±~M -2- CI- -1. 2> 

10 3. 6-rh7bKnt°y^y-4 — ( AA -5-^ /^-3. KP^f 

[4, 5-di try ^^-4-^ 

4 _ [i- (2-^^7V) -6-^^-7-^y-6, 

[4, 5-d] try f/Kl -l- (4-* h^S"* 

15 frVm-rVVt^O. 0 20 g m lBSK^Ufc, *1 5ml*5J;tf5N 
mo. lmlfcfll*.* JSTC^ISr^^^Ufc^ 5 NzKtftt MJ !)A 1 m 1 

-er /i^ y 14^ u i^^^a- 3 o m 1 -cttffl tfco SrfllEKK a 

u ^^/-yv-^^/V (1:19) mH^lMtK aHBflfr&fcO. 0 3 3 

20 g£r#fc 0 

1 H-NMR(CDC1 3 ) 

6 1. 80 (t, J=2. 4Hz, 3H) 2. 71-2. 78 (m, 4H) 3. 25-3. 28 (m, 2H) 3. 62 (s, 2H) 
3. 82 (s, 3H) 3. 87 (s, 3H) 5. 30 (q, J=2. 4Hz, 2H) 6. 61 (m, 1H) 6. 89 (d, J=9. 1Hz, 
2H) 7.30 (d, J=9. 1Hz, 2H) 8.22 (s, 1H) 
25 e ) 3- {2=2±^M -5-^^/V-2- (1. 2, 3, 6-ff7tK 

-3, 5-^KP^f$^/ T4. 5-dl \?V ^i?^ 
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3 _ (2-^-^0 -2- [1- -1, 2, 3, 

t Knlfy -5-^^-3, 
[ 4} 5-d] t°y 0 3 3 g©l, 

2mlj§iW 3 i 3 ^ (1— ^nnxf"^) 0. 'lOmlSriP^ 9 O^-JPi^ 

0 1 0 g &#fc 0 
^-NMR (CD 3 0D) 

6 1.81 (t, J=2.4Hz, 3H) 2.89-2.94 (m, 2H) 3.52 (t, J=6. 2Hz, 2H) 3.84 (s, 
3H) 4.01 (q, J=2.8Hz, 2H) 5.27 (q, J=2. 4Hz, 2H) 6.67 (m, 1H) 8.30 (s, 1H) 
MS m/e (ESI) 284.22(MH + -CF 3 C00H) 
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mmm 1 3 

fcfomWffiWt (50mM Tris-HCl pH7. 4, 0. 1% BSA) ^Z^M*. *) #k*bfcD P 
P-IV^10mM/mLl^5J;«U MllO/ilttlfco £b 
fcH^Sr 15^1 *&&H m^TQ 2 0 ^a^- V a > U 2 mMKl 

$g$?bfc Gly-Pro-p-nitroanilide Sr 2 5 1 (Jft$&t£ 0.33 mM) #Px.T. 
iiTOlfelt. SJtS^I±2 0^tU IN y >«&*&2 5 n ltti, 
RlSSrfltJh Ufeo -©405 nm^&ttSM^MJ^U MJRJE&RUF^S:* 



3 






I C 50 (/iM) 


H«!J 1 


0.287 


HJ£0tl4 


0. 2 11 


H«J7 


0. 4 0 1 


H«ij9 


0.141 


mmm 1 2 


0. 18 3 


sorai 1 3 


0. 12 5 


mmm 1 e 


0. 2 7 2 


^IJS^J 2 0 


0. 15 2 


2 2 


0.170 


mmm 2 9 


0. 3 10 


5 3 


0. 0 4 6 9 


mmm 6 4 


0. 12 6 


7 3 


0. 0 3 3 4 


7 6 


0. 0 8 6 5 
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mmm 7 9 | 


0. 0 3 5 7 


mmm 8 2 | 


0. 16 1 


mmm 8 3 | 


0. 0 2 7 4 


mmm s e | 


0. 0 0 4 0 8 


mmm s 8 | 


0. 0 0 2 8 9 


mmm 9 8 ! 


0. 0 0 9 6 9 


mmm 109 j 


1.48 


mmm 119 


0. 15 4 


120 j 


0. 116 


mmm 122 | 


0. 0 15 3 


Hlfcttl 12 9 


0. 115 


mmm 142 


0. 0 6 8 5 


^JS^J 14 6 


0. 0 8 17 


mmm 159 


0. 0 3 7 7 


HJE#! 2 2 9 


1 0.0 0 8 9 7 


Hlfifll 2 3 0 


1 0.000 8 90 


mmm 234 


| 0.00174 


HJS^J 2 3 5 


1 0.00144 


mmm 238 


j 0.00119 


2 4 3 


I 0.00 2 1 5 


2 4 8 


| 0.00640 


mmm 266 


1 0.00155 


£S1£09 2 6 7 


1 0.0 0 7 2 2 


mmm 297 


j 0.0 0 6 2 2 


H«J 3 11 


0. 0 7 7 5 
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3 4 1 



0. 0 0 7 3 2 



lF&^?7X<DMMmiZ.tt~tZ>%l%: (i n v i v oftttft) 

: UttC 5 7BL/6Nv!>7 (B*^ -Y— A'* * V <£9^A) 

. 

tf^ffcl^fctts T*^Ufeffl*T?, 0. 5%^f/w*^n^ (MC) 
[Ciitfco i©tW^i:NVP DP P 7 2 8 (^B#fP6 0 1115 5 
<0»»?fct>U<B:, MWtfeSO. 5%MC»10mL/kg© 

10 gPift^tfc. 2g/kg©ffii1?ftBS#Ufc. 

»TOJ:t;NVP DPP 7 2 SO^tttf^^^—^^^^^ 

*3j;tm#«3 o, 6 0, 12 o^m^s mmwn : -V'*?vx<o%> ! &ifc*MJ3~e& 

15 0/jL ^^i-So i&'b&m ( 1 5 0 0 g % 10^ 4 °C. ftti&I'CriRG S - 6 

kr, ^y^v (80) LT#fcJ^*<^/v^-*£^ 3 ~*c i ir^b 



0.5 % MCff, NVP DPP728 RXP&&te&QOV>&& J ?&K<> 
20 V^-C, ^;V3- J*&4-Rf#>£> 1 2 O^Mfc^WJ^-^MM^lffll (AUC 0 - 
120; Area Under the Curve) ^rltHLto 0. 5%MC^ 
«4i©AUC„. 12o l:10 0l NVP DPP 7 2 8 (lOmg/kg) 
84#©AUC 0 . 1J0 *0%i bfc ^fb^<0*W£tB&#£&E*T© 

25 wmm&m& (%) = («hi^auc 0 . 1?0 -nvp dpp i 2 s (1 
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Omg/kg) W©AUC 0 . 120 )/(0. 5% MCW4i©AUC 
o i2o _ NVP DPP 7 2 8 (lOmg/kg) K#i©AUC 0 . 120 ) XI 

0 0 

5 ^m^^x^^>mum^ ^ y>r-7vmmteWfrt>, ±m<D in v i 

v o^HS-K^oT, mn&m^X.V). 0. 1~10 (mg/kg) <D&-$-MX\ 
3E1%^Vx<DMWmKttVXWmte%}&&&tti'1rz k&X%tc 0 

io in vivo umfctertZIR**^ ^ 

m ttj <Dftmx & o x h mm^^M^i^ & t> **** fc^s- 

15 27i£ : 

^m^j2T'^Ufdinvivol^a (0. 5 R$HQ ifcW, 
1. ^3-^A^2g^)fcWfc^^'fr*%«# OWftflS^SrO. 5% 

0ml/kg©ffitt*lP^#) 

20 2. y,isa-x&m2gfcg)<Di\$mmmmk&w*® j * 

SrftPt9:4t5. V^Tsh/t) lOml/k g»fflitiPS4) 
JMSMfc^S-f^ttftflS-fr* (#fc^l*«8 2; 119, 120, 122, 2 
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WJ4] 

5 § at] ; ti^w j 8 t a r 9 y h^MSMihaj^liMi^li 

(in v i v ot£ifc) 
mm : H'I4W iBtar9yb (0 ^ * !> ' <w ** & 

10 mkit^ 1 ®)* 0 . 5%^W/VP^ (MC) 5mL/k g 

*^f&&**fetto. 5%Mc?8E»j<7>«:#ii:iff33J;'cm-^«o. 5, ixt53 

0|»L*IWLU 0. 6MiS»IMW!140MLfcjl^t5. 3fcWMi (3 0 

0 0g N 10^ 4°C) U-C#fctbfcJi»Sr^=-^C I I^*hT7=*- (ft 

1 1 9. 1 2 0, 1 2 2, 2 2 9&£Xfi2G7'frht£&&**bMtt&feWK- 
*3V>TK ±M<Di n vivo»icT,8PS4Wf> 10-3 0 (m 
g/k g) ©S^*^ V^^©^Jfc^Vb^V^t>>IK^*f^t©ra^, 

25 [fWd5] 

Mjj Zudger fa/fa g y h fBM 2i»gff ^«i<h) <DWmm\£*tr&*mfc 
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&m<D$h%: (in vivofW 

mm : Zucker fa/fa vvY (B ^ -Y —fr* * !> * 5 * A) 

5 WHMb&tttt* O. 5%^^Vfe^n-^ (MC) MMLfc 0 

tefi*©MH*fcb<tt, ^l«e&5 0. 5%MC»5mL/k g CD 

[«Wi*tt38 itFiil*. -f 5 X&tf g l p - 1 <oWJH 

0. 5, l, 2 S 3^©^^hW^, ii»T-e5yb®S»)IR4r«^ 

fcTfMLU 3S^^-^«-To ftbft* (lOOOOg, 2*h 4°C) U-c 
#kftfc_t?f l^-f V* y VRtFG LP - 1 Sr-tfri^tU 41/^3 >ffi&*cv h 
15 (^C^^M) Active GLP-1 ELISA^KLU 
co) SrJBV^CWJfeUfc. 131^, «10/tLSr^lLU 0. 6Mltii^ 

i^^a^ci if^M73- (»#«»sx*) 4rfflV^»j£L.fc. ^ 
20 ^n^: : 

3N?Rg«*T?«>JfiL»-«FlHIfti»Tffi» (AUC Glu(0 -3h) Area U n d e 
r the Curve), ^y7!]y-W«Tii (AUC Ul( o. n )) R 
U!GLP-l-^ftiTffii (AUC GLP _ l( o- 2 h>) *»WUfc. 0. 5%M 
25 CitS4il(OAUClrl o 0%fcUfci:#<D.^^W-J:SW^Ii^^ 
-f y yi/^;KDtM^G LP- 1 l^/V<D^fc£^T<D^fr^LLfc„ 
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•KttttB®&fb¥ (%) =t^b^4i©Auc 0 _ 3h / (o. 5% MCI 

«84»©AUC 0 ., h ) X10 0 

• ^ y i/M*G L P - 1 W^/KD^fb^ (%) =tiM«4H©AU C 
0 _ 2h / (0. 5% MCM4pOAUC 0 . 21l ) XlOO 

119, 1 2 0, 1 2 2, 2 2 9*5iU«2 6 7^e>/feSP^^51{mS>fki'a'^lc: 
*5V>Th _hlSO in v i v o»iot, gPS4U:J;!), 0. 1~1 0 (m 

gAg) ^is^i-e, -f ^ y -ycomt (%) gl p - i i/^v-^fc (%) 
^iooj;«9^<, nmm<omW (%) a* l o o J; D fctevvfb-£J»& Ufdo 

10 

P 4 5 0i|ItiM^i:i2, SfBUfeO^SJC (GENTEST t±)£fflW 
GENTESTfrtfMI^L-fc Assay Procedure (WWW.gentest.com) MUX, PJL 
15 fcjgtt'l C 60 £|fLfcfclLfc o fHffibfcP4 5 0^®(»<D 5 (CYP1A2, 
CYP2C9, CYP2C19, CYP2D6,CYP3A4) T'feSo ^^^T^-To D^fe 
SS^^M^l-^^W— h y — (PerSeptive Biosystems *±<£> CYTO FLUOR 
Multi-WeU Plate Reader Series 4000) 3rJBV^c 0 PJ.W3^^> ^SWO-fW 

20 fc 0 



m2 



p450 ^ 


^« 






(nm) 


(nm) 


CYP1A2 


CEC 


CHC 


a-Naphthoflavone 


409 


460 
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CYP2C9 


MFC 


HFC 


Sulfaphenazole 


409 


530 


CYP2C19 


CEC 


CHC 


Tranylcypromine 


409 


460 


CYP2D6 


AMMC 


AHMC 


Quinidine 


390 


460 


CYP3A4 


BFC 


HFC 


Ketoconazole 


409 


530 



% CEC .. 


3^Cvaho-7-etlioxvcoumarin. f .- ='*-&' v **»•■•* ..«**■-.'#. •Vv-~n^- * 




3-Cvaho-7-hydr6xvcoamarink<; «v >v:-' ! * vV^t-Sw • m,: h. \ ••*<. 


• .MFC 


7-Methdxv^4-trtfluor6methvlcdumariri f t * 5 * *V *s 


•• . ' HFC 4 . 


7 s Hvdroxv^-trffluo'rbme*Vlc6urnariri • c -4f=- • > 


■ XCEC; i 


7-Ethdxyr3-cvahocbumarin " ^. <•■ .-4 « * - ■» 


> CHC* 


7-Hvdroxvr3-cvan6co6marlrf ^ ? 


■ AMMC 


342-(N.N-diethvl-N-methvlamin6^^ 


i AHMC? 


3-r24N,Nrdiethvlamtno)ethvfl^ .* ^ 


BFCv 


7-Benzvi6xY^-ft«1fluoromethV0-coumarin 1 >? ^ * • ■ ■ ■<> 


c ?HFCi 


7-hvdfoxv-4-(trlfiuoromethvft-coumar!n -r ! .-ap ^ * 



5 <WMS*> 

u^m. *^swfc*^5fw»*-fc'&* m\z-mnms 2, 119, 120, 

1 2 2, 2 2 9$5£X£2 6 7^e>^S^e>M^tt^^^^*5VM:J £$P4 5 
0 #^5|icD5t>#:tf>5#^1i ( CYP1A2, CYP2C9, CYP2C19, 
10 CYP2D6.CYP3A4) \Z.*tt%> I C 5 0 1 Op. M£l±tfc5^ t tmmtSfrfco 

<hERG <?-V*A'MM<0$bfi !l > 

( 1 ) hERG ^^/I'Wftte^SJWWftMS [Zhou, Z et al, Biophysical 
15 Journal, 74, 230-241 (1998)]£r##fcffMlfi Ufco 

(2) *Hgfct3\ hERG^-Y^/Hft^ (subtype 1) Sr^&A/fc HEK-293 
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h&mMMMR^xfc&m^fro hERG ?-Y*A4tMttL* ^y^?*?^? 
fetomntiLfflfemzXWLmisIZo m^it. Axon Instruments (DmM^BU 
5 £ Jl V > % MM ©13^*5 ,fc t^#?#r ^ W: Axon Instruments (D p CLAMP V7b!>x 

(4) hERG ^^^vmm^s ^m^-80mV/5^+20mV^5#P^> ^UT 

10 ( 5 ) hERG 7-Jr*Jls'mM<Djz% £ fcfe, -50mV ^mfc&Mbfc^SLit&tb 

100% £ U, ^^^^W^^BUfcBf^Sm^^t: 0 — ^#:<7)^J; t) , $c 
hERG (I C g 0 ) &l£tH bfc Q 

15 ^M7^^oV^•r^:^^^S^^^^ (#Kl|iW!l8 2, 119, 
1 20, 1 2 2, 2 2 9&£tf2 6 7fabft%mfrbm&tlZ4b&mz&\,^Xj 

^ov>ThERG ^^*^nffi\zttir&1®m<¥%&WffiLfz.ffiM:, 3 0 nMSUKD 



20 &m-> mmm^m^xx^mmm^^i^m^m^^-to 
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Mt&WZ. a) 
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HN 



Cl 



0 



320 



ftttffl. a) SMfcWl. f) 



\> H 



1. B) "I 

JMkMi. b) f> 



S 1 . g) -2 



o H 

° mill, m 



0 



1 HO^XX'^J 



o 



0 Q^ci **« 3 . a ) 

o^n^-n ^— ' O-f- 0 0 
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mmm 3 . b ) 




321 



mmm*. a) 
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mMM 7 . &Mm i 2 . 




8 . mmm i 3 . 

: 0 



jSJfctfJ 9 . 1 4 • 

0 



glifctSJ 10. S£J8i0!l 1 5 . 
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mmm 19. mmm 2 5 



mmm 2 o 

^ 0 



mmm 2 1 



mmm 2 6 

>^ 0 

F 



mmm 2 7 . 



0 (ST 0 . 



Hill B' M 



msey 2 2 . mmm 2 8 



0 



N H 



fUS0!i2 3. *JSffil2 9. 

0 
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mmm 3 0 . 



mmm 3 e 




H 



3 1 . 



mnm 3 7 



3 2 . 



Y^l 1 N F 



^li^3 8. 



EtO z C 



3iifSi8l 3 9 . 
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5£jK£0ll4 2. *ifi«4 8. 
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mmm 5 4 . 




H 



I 

mmm 5 9 . 




H 
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mmm e 5 . 



mmm 7 1 



CT°: 



mmm e e . 



O 



7 2 . 



3ttfc«7 3, 



mmm g 7 . 



Jftftfll 7 4 . 



*JfeW 6 8 . 



NH 



7 5 



HJfe^e 9. 



° / — o 



^JSM 7 6 
O 



mmm 7 0 . 



mmm 7 7 
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mmm 7 8 , 



gU£0iJ 8 3. b ) 



0 



HffitSJ 7 9 . 



H0 2 C^S 



HiStR] 8 4 



u 



0 



mmm a 0 , 



6 



mmwa 5. 



-^M'^-N N — ' F N N 



H§ifc0!! 8 1 



Klkfl 8 6. a ) 



mmm & 2 . 



mmm 8 3. a ) 

0 



8 6. b ) 



^ N - J Sr<N / " 
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mMM 8 6. c ) 



8 6. d) 

M 



mmm a e . e ) 



HeO' 

H-CI 



mmw 8 7 



H-CI 



HBO2C 



mmms 9. 



to 



EtO^ H - C1 



^Jfetfil 9 O 



too- 



HN N 
HaNOC^ H - C ' 
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HlJfe0i] 9 1 



EtO^ H - C ' 



HlfetffJ 9 2 . 



K N V i />~N ,NH 



OuJU 



H-Cl 



EtCS^^" *JSM9 4 



' H-CI 



tx6 



S-SAn ^ /M " ^JS«aJ9 5. a) 



9 5 . b ) 



HN 
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mmm 9 6. a ) mmm i o o . a ) 

0 



SliStflJ 9 6. c ) 
CN 

' H-CI 



to)::. 



Xttfli ioo. b ) 

SllStfy 9 6 . b ) o 



J H-CI 

Me0 2 C 



10 1 



H-CI 



10 2. 

mmw 97. o , — 



6t<xvc- ueo ^ n Vc, 

SlJ&tBJ 10 3. a ) 



«>— i/;nh 

H-CI 



10 3. b) 

9 9 . a ) 0 



5 ' — n XjC N/> "C nh 



mmm 99. b) mmm 1 0 4 . 



Q r- = 0 



He0 2 C 



J H-CI H-CI 
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mmM 105 

0 



CI 



mmm ioe. b > 



o r 

MeO>^-v Jy|j ^ mM&l 111 

Me0 2 C^ 



Hffi^J 10 7, 



0 
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mmm 109. c ) 



gIffitBJ 10 6. a ) 

0 , — IStttti 110 



0 

F 
F 



BeOv^uA^N /-A 112. 

H-CI „ r XJ 0 

L X. />_ \ / NH F F 
SWJ10 8. " W 

MeO — "^n-^-N. / \ 

MeO-S^N *** 113. 

. ,0 0 

mmm 1. o 9 . a ) ^n-V Vn^nh ho 

0 P 

HJfct&J 114. 



^JS^jl0 9. b) N^^Vn^Nh" 0 ^ 
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115. a ) 



mmm hb. h) 



HJfifiRIl 1 5. b) 



0 iH>vf 



mmm 115. o 
0 



mmm 115. c ) 
0 " 



NH2 



j&tttt 116. a ) 



mmmi. is. <n 



NH % 



mmm ne. b > 



0 N- 



^JSi»J 115. e ) 
^O-Sr-N 



Stttffl 116. c ) 



mm 115. f > 
0 



0H 



116. d) 



n*m 1 1 5 . g ) 



/>— N N 



116. e ) 
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MMM 117. MMM 119. d ) 
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MMW 12 2. **« 128. 




mmm 124. 




mmm 125. 
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mmm 134. 



mmm 140 



HN 



13 5 



14 1. 



HIS 09 13 6. 



HJStfl 14 2. 



13 7. 



H0 2 C^\ ^ 



0 O 



NH 2 



14 3. 



CP 



5^1 




#Si£0iJ 13 8 



!&&£0)J 13 9 



mmm 144, 



14 5 



0 O 

-"S^N N / F 
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mnm 1 4 6 . 152. 




mmm is 4. 

mmm 1 4 a . 




JUtM 1 4 9. 1 5 5 • 




HfflstfiJ 15 0. MMM 156. 
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mmm 1 5 s 



mmmi e 4. 



§HJfc0iJ 15 9. 



HJig^l 16 5. 



-^S-^N^N > ' F 



HiS^J 16 0, 



HJfi^a 16 6. 



16 1. 



mmm 1 6 7 



16 2. 



. O 



JiiStaj 16 3 



16 8 



MeS 



*JS0!l 16 9. 
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mmvi 177. 




OMe 
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mmm 1 8 2 . mmm 1 8 8 . 




mnw 18 3. 
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» mmm 193. 





mMM 2 0 0, 2 0 1. 
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mmm 20 s. 
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342 



HJfctaj 2 18 



mmm 213 



HO 



NH 



mmm 214. 



istttn 215. 



NCT H 



mmmz 1 e. 



HSKM 2 17, 

o 



6 



SgJfcfliJ 2 19 



*JS^J 2 2 0 



ftlkM 2 2 1 



mmm 222. 



NH 



H 



2 2 3. a ) 



Me 3 Si^^ 0 
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mmm 223. b ) 



Vk> ^ H 



HN 



M1&M 2 2 4. 
O 



1 tVu> ^ oh 



Slifcfiaj 225 



2 2 6. 



NC 



HN 

.A 



o o 

=* N ^N F 



2 2 7 




H:KB0!! 2 2 9. a ) 

cn g /— 



2 2 8. 



2 2 9. b) 



CN Q 



H-CI 



mmm 230. 



nc^t o 

Ol XXVO" ,F T" 



H 2 N' 



UllfctfO 2 3 1 



OONC-Qo 



jgiStsj 2 3 2. 



JQ 0 




I^JS^J 2 3 3 
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mmm2 3 7. 

CN 



MMM 2 4 0. c ) 
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MMW2 4 i. 




H-CI 



0 H 



^mmz 4 2. b) 

hnCX n ^ 0 -J< 

H 



mmm 242. c ) 




JMfcffl 242. d ) 
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mmm 242. B ) 




SHJ60!! 2 4 3. 




mi&m 2 4 4. a ) 




*ii«y 245. 




mmm 246. a ) 




§HJ&t>i| 2 4 6. b ) 




H-CI NH2 
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• N 




m-mm 254. c ) 



Ci 



mmm 251. mMM 254. a ) 
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X_ H-Cl HN- 



D^NH 2 



2 5 6. 



XX><X 



H-CI 



mmm 257. 



0 NHi 



2 5 8. a ) 



2 5 8. b) 



Hffiffil 2 5 9. 



SSJfiffll 2 6 0, 



H0> 



2 6 1 
P 

N 



6x> ^ 



mmw 262 

v — 0 



HJSM 2 6 3. 



2 6 4, 



2 6 5 



>-r( >H HC^p 



mmm 2 6 6, 



mmm 2 6 7. 



cirsiK> -V 
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mmm 2 6 9. 2 7 6. 




mi&M2 7 o. mnw2 i 7. 




mmm 271. mn&i 27 s. 




mmm 272. 
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mMM 2 8 3. 




nmm 2 8 7. 




mnm 2 8 8. 
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mmm 296. mmm 303. 




mmm 297. nn&m 304. 






MMM* 0 O. 




WO 03/104229 



PCT/JP03/07010 



351 



mmm 309. a > mmm 31s. 




mmm 309. b ) 3 1 6 • 



pusflj 310. 



65 



>-N ,NH HO 



u 



3 17 



0 



/>-N NH HO 



u 



SElKffl 3 11. 




lHJfitaj 3 14. 
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mmm 321 



SlifctBI 3 2 6. b ) 



3UKM 3 2 2 



HJfi^J 3 2 6. c ) 



mmm 323. 



Mfll 3 2 7. a ) 
0 



HO 



*Th: > 



SSlKffil 3 2 4 



0 ^ 



-N 



/)— H .NH HO 



H*fl3 2 5. a) 



u 



4 



3 2 5. b) 



^iS^J 3 2 7. b ) 

0 



N w 



3 2 7 . c) 



N ^^N ^ 0 




Hlfcfll 3 2 6. a ) 



HO 
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mmms 27. a) 



ftlktt 3 3 2. a ) 
0 i-^Z 0 ^ 



HOv 



/>— N N 



III 
N 



ICftffl 3 3 2. b ) 



mmws 2 8, 



« N F 




3 2 9. 



HJfeiM 3 3 2. c ) 



HO 




0 jl JL M ^ M ^_/ NH H0 j^F 



330. 



3 3 2. d) 




II / u 



3 3 2. e ) 



i jT 1 *^— n' >IH HO 



0^NH 2 



311608 3 3 1. a) 
0 



HO. 



mm 3 33.; 
0 



3 3 1. b) 



0 r 
! LH >h ho 



F^F 



mt&m 334. a > 



I. V 
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mmm 334. b ) 



jgistaj 334. c ) 



mmm 334. a ) 



0 



N ^ 0-^- 



JUt0d3 3 4. e) 



N >~N N 
NH ^ 0 



ftlfcffl 3 3 4. f ) 
0 



3 3 5. a ) 



jgifcuy 335. b ) 



13 3 5. c ) 



3 3 5. d ) 



HflSffil 3 3 6. a ) 



CI 




3 6. b ) 



CI 



MMM 3 3 6. c ) 



CI 



6k> 



Boc 



JMfcOT 3 3 6. d ) 
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£$J&0O3 3 7. h) 



Xttffl 3 3 7. b ) 
CI 

H 

3 3 7. c ) 




mmm s 3 a . a ) 




0U&0O3 3 7. d) 

pi rO 



< 



Ho 



XflKffil 3 3 8. c ) 
N 



-f 



HJS083 3 7. e) |Hife0!|3 3 8. d) 




mmm 337. £ ) 



CI 



mmm 337. g ) 



3 3 8. e ) 



HOfetfJ 3 3 8. f ) 



jlV-n' >-\ / 
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mmm 3 3 8. B ) 

0 



-f 



^t£^J 3 3 9. a ) 



3 3 9. b) 



lift 09 3 3 8. h) 



N 




0 



Kttffl 3 3 8. i ) 



mmm 3 3 8. j ) 



Hli£{fi! 3 4 0 



H1K« 3 4 1. 




t \— f c r 



H 

3 3 8. k) 
0 



mmm 33s. 1 ) 



mmm 342 
18 




3 4 3. a ) . 



H 2 N 
HO 



^-"N v — ' 0 



-f 



h- N MH HO" 



N 



3 4 3. b) 
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MM&i 3 4 3. g ) 




WO 03/104229 PCT/JP03/07010 



358 




3 5 2. c ) 
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i . 

fLTV^t^iV^C 6 _ 1 oT!;-^^f^f^^^ J:V ^ 5 ' N ' 10I ^ 
10 BTP-A* TOttbtV^t>^C l _ 1 - 0 7P-A'C 1 -,7A^A**fc 

Z 1 *5 £ V Z 2 tt**t*n»A UT, MUD*?-* Itt- CK z = X*mfr£tlZ> 
15 R^itFR^^MWftSCU-C, Sl-A 0 -A 1 -A a <5S4u A°tt, 

AM*. WEHtJB^ ^^7^^;vis */i^~/vg % 

S-O-CO-^-CO-O- ^-NR A - S-CO-NR A -, 
20 lS;-NR A -CO-^-S0 2 -NR A -*fc^-NR A -S0 2 -S:t*t5; 



WO 03/104229 



361 



PCT/JP03/07010 



5-10 M-^ pTJ^Ci., T A"*A*s C 6 _ x 0 T P -A* C x _ 6 T)V*)\>^k 
•£ fete C 2 _ 7 T/i"3f-/^* /K?=>^SsSr*9fei"S o 

fe5^ ®Z ^siiH^fc D ^ ^oZ 2 is-C (OH) =ffc^S:i<o 
Mj7;^n^f^ «^*tfUTV>Tt>J^C 1 _ a T^*/l'ai, C 3 _ 8 v- 

^7/^, c a _ 6 r^^vS, c 2 _ 4 r;^=;vSs c 6 . 10 r'J-^ 

5 — 1 0M^t3T U — /VS> 4~8i^nl^ C^eT;^^^ C x 
_.T/W*A^:«. ^-SO z -NR B1 -R B2 > 5£-NR B1 -CO-R B \ 
15 NR B1 -R B2 R B1 *5J:t^R B2 {* ; e^- : e^ii3i:U-C7K^M : f 1 *fc«C 1 _ 

8 ^7D^S»t5o) -«t>**t8«. ^-CO-R B4 -R B5 *3<fctf 
^-CH 2 -CO-R B4 -R B6 (^ R B 4 m^M^fd^-NR 3 

20 C 3 - 8 ^pT;^;H, Cj-eT^^ C,J,7/l'^/H v C e _ioT 
U^g N 5-101^079-^ 4~8l^7 1 nfC 1 _ a r;^;H> 
C 6 _ x 0 T U -;VC ^eT^'/HS^fctt 5-1 3 -^C j-eT/^ 

25 2. T^-BiftKSr^rUTV^tiV^ 



WO 03/104229 



PCT/JP03/07010 



362 




trn y >^?^- 1 — f si>m, sm^^brvvr^ j^t^y i — < 

3. T 1 ^ 




io T^/s&WuwT>b^Ti?^>'-i---fA'^ T^ys&^b-a^-c% 
j^tr a y 1 -^a«, r ^ ,/K£^ru-cvv-ct> £vM^y 1 — r 

20 mS£3ruTv^t> ^c 2 _ 6 TA^~Ag£fcteM&S£^LTv^%J;v^:7 



WO 03/104229 



363 



PCT/JP03/07010 



9. Xd5 3-7«^-2-y^V-l — fW3£* 2-^^-1 — f/V^ *< 

15 io. x^2-^^- 1 — </vS-efcS»^i~5ov>i !B tb^i^lBm<© 

12. z^sfisgis^&^x z 2 ^-cr 2 = g*i\ R 2 r±f»*^iia«o 

13. Z 8 3&S§fc3dJS^T?&«K Z 1 «-CR 2 = R 2 teff3fc«lfBifctf> 
25 14. R^StK^M^^^-A^-A^-A 12 A 10 ^TIB*m 



WO 03/104229 



PCT/JP03/07010 



364 

a 12 ^, ?mm^ TB«Jft*c»*»b»tf»t«i~3«i©a6**uw'rt>j;- 

5 T»«U6c^*v6,aitf*b»i'-3«©» 
^u-cv^-r ^ «tv> 5 ~ i o nry -;vc ^r/v^ /vs^fcteTiBggi^ 

io <emscp> 

S> C^eT^a^f^ Ci-BT/WftS, by7;^n^^ls 5£- 
NR ci_ R c2 R ci^ <}:t )? R c2 { ^^ : ^^j l ^ b - C7 | < ^^.^fc 1 «C 1 _ 

15 H 2 -CO-R c3 -R c4 <5fc*x R c8 ttm i^*fc^-NR CB -* 

i 5. r 1 ^, tKjwik^ TiBWa6c»a>fe»r**tsi'-a*i©.»*u-c 

2»k5Hkm5 l-3fl©KSr^rUTV^'rt>J:V^c 8 _ 1 oTy-^c 1 _,T/^^/^ 

<tiisci> 

25 mscff», - hum, i/ryl, /ms^vjk^ c^eT;^ 

I % C^r^f^ H7;wto^f;vSs 5*- 



WO 03/104229 



PCT/JP03/07010 



365 

NR ci_ R c2 (^cf, N RCi^^^Rca^^^^r^-CTK^M^^fc^C!- 

,7^A«*l«t6.) -«*>*tt*at, ^-CO-R c3 -R c4 43«t^-C 
H2 _ CO _ R cs_ R c4 R"ft^ t»ttl^-NR C6 -Sr 

16. wm&cmtfis *srsms c^.r^a^vat, c l - T r^a**/*A' 

17. R 1 ^ i/Ty^Vi^7V^ N 7/l'tPV7; / <^^ ^ 

18. R 1 ^, fctt2-^7;^/^Htfc5> 3 

(DV>i a tt^i^lB^^b^tu<«^©IS*^f* ; ett^<©7K^o 

15 19. R 2 2^ **jD5FK ^fc^-A 21 -A 22 (^ ; A 21 ^ 

fllEltJDH^\ *A/#^2k ar/ntf^**. 

^-O-CO- S-CO-O- ^-NR A2 -s ^-CO-NR A2 -^fc{^ 
-NR^-CO-^fitS ; A 22 *5£T^R A2 ^ ^^ft^kbTTMtJS^ 

^aiss, 5~i oi^rnry-^Ci^r^n^f^Ce.aoTy- 

/VC^eT^S^MtS. fcfcU A 22 *5J:U ? R A2 ^^^teUTT 

ia««D#A»fc»«*b5 i~3«©K**urv>Tt>j;v\)^*t>s*t**-e 

25 7XfP^5o 

<f^SDi> 



WO 03/104229 



366 



PCT/JP03/07010 



NR D1_ R D2 RDl^^^RDajt^tb^HJffi'SEb-CTKatJR^^ttC!- 

.TA^A******.) ^-CO-R D3 (^> R D "»4-- 

2 0. R 2 ^, VT/S. C.-rT/^*^***^ 

; A 24 *5£tfR A3 te> .^ii^Wfclbt*^ TIBftSDli^b 
llfilS m©»t.UtV^tt) t^Cx-.TA'^ T»««Dl#*fe 
15 ltf*l« l«0»*bTV^%J:VNC s - l ^PTA'^ TIBSmSDl 

i «d» fe»ri*t s i utwc t> i v^ 5 ~ i o M-^ * r » -a*** 

20 Wc-TS.) ^^$tt5^fcSlf^l~18m^^l^fB^^%b 
<it#U£Dl#> 



WO 03/104229 



PCT/JP03/07010 



367 



2 1. R 2 /^ 7XmM^> C^T/V^V^fc^-A^-A 2 
6 (5£* N A 25 **, tiJ|^, ffim^*fc^-NR A4 -^S^i-S ; A 26 *5 

<t^SDii> 

10 f^SDliit */V^^^ C 2 _ 7 7/^^r^/^^S, C^eT/V 

^-conr d7 r D8 (^4>,.R D7 ^J;^R D8 ^tb^^teU-c, 7K 

15 2 2. R 2 2>S % TKmim^s ^T/I> ;* */W^^7x^t^ 



20 So) -e^fc>£;ft3K-r»&3s if^i~i 8©v^-ftt^i^lB«©{t;^t>u< 




29 



WO 03/104229 PCT/JP03/Q7010 

368 

hzm&m i ~ i-8 ©vvf*ta> i TOit^b-a^t u< ^©^^tt-ttb^o 
2 4 . itna-flas* ( i ) MWM&a^a** 

5 7- (2-^^^) -2-VT/-l-^f^-8- (fcV^^-l— f 
;v) -1, 7-5?tKB^r/-6-*^ 

3 _ (2-^~A>) -5 -7* 77^-2- (tT^^-l-W/U') -3, 5 
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